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chain nodes : 

1 2 3 4 5 6 
ring nodes : 

7 8 9 10 11 12 
chain bonds : 

1-2 1-4 2-3 4-5 4-6 4-7 
ring bonds : 

7-8 7-12 8-9 9-10 10-11 11-12 
exact /norm bonds : 

1-2 1-4 2-3 4-5 4-6 4-7 7-8 7-12 8-9 9-10 10-11 11-12 
isolated ring systems : 

containing 7 : 
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chain nodes : 

1 2 3 4 .5 6 14 
ring nodes : 

7 8 9 10 11 15 
chain bonds : 

1-2 1-4 2-3 2-14 4-5 4-6 4-7 
ring bonds : 

7-8 7-11 8-9 9-15 10-11 10-15 
exact /norm bonds : 

1-2 1-4. 2-3 2-14 4-5 4-6 4-7 7-8 7-11 8-9 9-15 10-11 10-15 
isolated ring systems : 

containing 7 : 
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Match level : 
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STRUCTURE DIAGRAM TOO LARGE FOR DISPLAY - AVAILABLE VIA OFFLINE PRINT « 

:B The present invention relates to methods of treating cancer using a 

combination of at least two Akt inhibitors I [wherein 0 - (un) substituted 
heterocyclyl, aryl; u, V, w, and X - independently CH, Nj Y, Z - independently 
CH, N, provided that at least one of Y and z - N; n « 0-3; p - 0-2; q - 0-4; 
Rl, R2, R7 - independently halo, CN, OH, CHO, N02, or (un) substituted 
(cyclo) alkyl (oxy) , alkenyl (oxy) , alkynyl (oxy) , heterocyclyl (oxy) , acyl, 
carboxy, carbamoyl (oxy) , ureido, aulfamoyl, etc.; R3 , R4 « independently H, 
(perf luoro)alkyl; or CR3R4 - cycloalkyl, heterocyclyl; and pharmaceutically 
acceptable salts or stereoisomers thereof] or a combination of I and a protein 
kinase inhibitor II (wherein G » H2, O; X - C, N, soo-2, o, m . 0-2; n • '0-2/ 
p - 0-6; q - 0-4; Rl - independently H, halo, or (un) substituted (cyclo) alkyl , 
heterocyclyl, aryl, carbamoyl, amino, acyl, aulfamoyl, carboxy, etc.; R2 - H 
or (un) substituted (cyclo) alkyl(oxy) , amino, aryloxy, heterocyclyloxy , 
alkenyloxy, alkynyloxy, etc.; R5 « independently H, halo, NQ2, CN, or 
(un) substituted alkyl, alkenyl, alkynyl, carboxy, acyl, sulfamoyl, carbamoyl, 
ureido, amino, etc.; and pharmaceutically acceptable salts or stereoisomers 
thereof), optionally in combination with a third compound Examples include 
syntheses for I and II and assays demonstrating Akt inhibitor activity, 
antitumor activity, and the synergistic effect of combinations of AKT 
inhibitors and/or protein kinase inhibitors on caspase 3 activity. For 
instance, III»HC1 was prepared in an 8- step reaction sequence culminating with 
the cycloaddn. of 4 - (2-aminoprop-2-yl ) benzil and o-phenylenediamine using 
glacial acetic acid in H20, followed by work up with chloroform and ethanolic 
HC1. III«HC1, a selective Aktl and Akt2 inhibitor, demonstrated a 3. 2- fold in 
caspase 3 activation over control compared to a 1.2- fold increase for a 
protein kinase inhibitor. Combination treatment produced a 9- fold increase in 
caspase 3 activation. 

T 6S1467-92-9F 661463 -6.1- 7P 661468 -63- »f» 

RL: PAC (Pharmacological activity)/ RCT (Reactant); SPN (Synthetic 
preparation) ; THU (Therapeutic use) ; BIOL (Biological study) ; PREP 
(Preparation); RACT (Reactant or reagent); USES (Uses) 
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(antitumor agent; preparation of quinazolines and analogs as Akt inhibitors 
and indoles as protein kinase inhibitors for use in synergistic 
combination therapy for treatment Of cancer) 

€61467-82-9 CAPLUS 

1H- Indole- 2- carboxamide, 7-amino-3- (4-morpholinylsulf onyl) - (CA INDEX 
NAME) 




RN 661468-61-7 CAPLUS 

CN lH-Indole-2-carboxamide, 7-nitro-3- I [ (2S)-2- (phenoxymethyl) -4- 
morpholinyl) sulfonyl) - (CA INDEX NAME) 

Absolute stereochemistry. 



NO 2 NH2 

Ct-XZ 



RN 661468-63-9 CAPLUS 

CN 1H- Indole -2- carboxamide, 7-amino-3- ( ( (2S) -2- (phenoxymethyl) -4- 
morpholinyl) sulfonyl)- (CA INDEX NAME) 

Absolute stereochemistry. 
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RL: PAC (Pharmacological activity); SPN (Synthetic preparation)- THU 
(Therapeutic use) ; BIOL (Biological study); PREP (Preparation) • USES 
(usee) 

(antitumor agent; preparation of quinazolines and analogs as Akt inhibitors 
and indoles as protein kinase inhibitors for use in synergistic 
combination therapy for treatment of cancer) 
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RN 660413-14-9 CAPLUS 

CN 1H- indole- 2 -carboxamide. 5-methoxy-3- (4-morphol inylsulfonyl) - (CA INDEX 




RN 660413-15-0 CAPLUS 

CN 1H- indole- 2 -carboxamide, 5-hydroxy-3- (4-morpholinylsulf onyl) - (CA INDEX 




RN 661467-77-2 CAPLUS 

CN 1H- Indole- 2- carboxamide, 5-chloro-3- (4-morpholinylaulfonyl) - (CA INDEX 
NAME) 




RN 661467-78-3 CAPLU3 

CN lH-lndole-2-carboxamide, 5-bromo- 3- (4-morpholinylsulfonyl) - (CA INDEX 
NAME) 
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RN 661467-79-4 CAPLUS 

CN lH-lndole-2-carboxamide, 5-iodo-3- (4 -morphollnylsulfonyl) - (CA INDEX 
NAME) 




RN 661467-80-7 CAPLUS 

CN 1H- Indole- 2 -carboxamide, 6-methoxy-3 - (4 -morphol inylsulfonyl) - (CA INDEX 
NAME) 



o 




RN 661467-81-8 CAPLUS 

CN lH-Indole-2-carboxamide, 5- (methylsulfonyl) -3- (4-morpholinylsulf onyl) - 
(CA INDEX NAME) 
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o 




RN 661467-83-0 CAPLUS 

CN lH-Indole-2-carboxamlde, 3 - (4-morpholinylBulfonyl) -5-nltro- (CA INDEX 




RN 661467-93-2 CAPLUS 

CN 1H- Indole- 2 -carboxamide, S-chloro-3- ( ( (2R, 6S) -2 , 6-dimethyl -4- 
morpholinyl] gulf onyl) - , rol- (CA INDEX NAME) 

Relative stereochemistry. 




RN 661467-97-6 CAPLUS 

CN 1H- Indole- 2- carboxamide, 5-chloro-3- ( (2- (phenoxymethyl) -4- 
morphol inyl] sulfonyl) - (CA INDEX NAME) 



10523285 



o=a=o 



H 2 N-C 



RN 661467-9B-7 CAPLUS 

CN 1H- lndole-2-carboxamide, 5-chloro-3- I \ (2S) -2- (phenoxymethyl) -4- 
morpholinyl] sulfonyl] - (CA INDEX NAME) 

Absolute stereochemistry. 



NH 2 



RN 66 146 8- 12 -B CAPLUS 

CN 1H- Indole- 2- carboxamide, 5-bromo-3- [ {2- (phenoxymethyl) -4- 
morpholinyll sulfonyl] - (CA INDEX NAME) 



RN 661467-99-8 CAPLUS 

CN lH-lndole-2-carboxamide. 5-chloro-3- t (<2R)-2- (phenoxymethyl ) -4- 
morphol inyl] sulfonyl] - (CA INDEX NAME) 

Absolute stereochemistry. 



JJHj 



RN 661468-13-9 CAPLUS 

CN 1H- indole- 2 -carboxamide, 5-bromo-3- I [ (2S) -2- (phenoxymethyl) : 4- 
morphol inyl) aulf onyl] - (CA INDEX NAME) 

Absolute stereochemistry. 



661468-04-8 CAPLUS 

lH-Indole-2-carboxamide, 3- [ (2- (aminocarbonyl) -4 -morphol inyl J sulfonyl) -S- 
bromo- (CA INDEX NAME) 



RN 661468-14-0 CAPLUS 

CN lH-lndole-2-carboxamide, S-bromo-3- [ I (2R) -2- (phenoxymethyl) -4- 
morpholinyl] sulfonyl] - (CA INDEX NAME) 



Absolute stereochemistry , 



t 



RN 661468-15-1 CAPLUS 

CN lH-lndole-2 -carboxamide, 6-hydroxy-3- (4-morpholinylBulfonyl) - (CA INDEX 



l J- 



b 



RN 6614 68-16-2 CAPLUS 

CN lH-Indole-2-carboxamide, 3 - (4 -morphol inylaulfonyl) - (CA INDEX I 



°6° 



RN 661468-17-3 CAPLUS 

CN lH-lndole-2- carboxamide, 5- (2-f uranyl) -3- (4-morpholinylaulf onyl) - {CA 
INDEX NAME) 



6 



RN 6614 68-18-4 CAPLUS 

CN 1H- Indole- 2- carboxamide, 3- (4 -morphol inylaulfonyl) -5- (phenylethynyl) - 
(9CI) (CA INDEX NAME) 



o=s=o 

6 



RN 661468-19-5 CAPLUS 

CN 1H- Indole- 2- carboxamide, 3- (4-morpholinylaulf onyl) -5- <2-phenylethyl) - (CA 
INDEX NAME) 



6 



RN 661468-20-8 CAPLUS 

CN lH-lndole-2-carboxamide, 5- (l-hexynyl) -3- (4-morpholinylaulf onyl) - (9CI) 
(CA INDEX NAME) 
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o 



10523285 12 of 63 

o 



6 



RN 661468-21-9 CAPLUS 

CN lH-lndole-2- carboxamide, 5-hexyl-3 - (4-morpholinylaulf onyl) - (CA INDEX 
NAME) 



RN 661468-24-2 CAPLUS 

CN 1H- indole- 2- carboxamide, 5-ethenyl-3- (4-morpholinylsulfonyl) - (CA : 



- <cH 2 )«r*^ 



6 



o 



RN 6614 68-22-0 CAPLUS 

CN 1H- indole -2 -carboxamide , 6-amino-5-bromo-3- (4-morpholinylaulfonyl) - (CA 




RN 661468-25-3 CAPLUS 

CN lH-Indole-2-carboxamide, S-ethoxy-3- (4 -morpholinylsulfonyl) - (CA INDEX 



6 



RN 661468-23-1 CAPLUS 

CN 1H- Indole- 5- carboxy lie acid, 2- (aminocarbonyl) -3- (4-morpholinylsulfonyl) - 
methyl eater (CA INDEX NAME) 



RN 661468-26-4 CAPLUS 

CN 1H- Indole- 2 -carboxamide, 3- (4-morpholinylsulf onyl) - 5-propoxy- (CA INDEX 



0= 5= 0 

6 



RN 661468-27-5 CAPLUS 

CN IH- Indole- 2- carboxamide, 5- (1 -roethylethoxy) -3- {4-morpholinylsulfonyl) - 

(CA INDEX NAME} 



6 



RN 6614 68-28-6 CAPLUS 

CN lH-Indole-2- carboxamide, 5 -ethyl -3- (4 -morpholinylsulf onyl) - (CA INDEX 
NAME) 



6 



RN 661468-29-7 CAPLUS 

CN 1H- Indole-2-carboxamide, 5- [ (methylsulfonyl)oxy) -3- (4-morpholinylsulfonyl) - 
(CA INDEX NAME) 



6 



RN 661468-30-0 CAPLUS 

CN 1H- Indole -2- carboxamide, 3- (4 -morpholinylaulfonyl) - 5- <l-propynyl) - (9CI) 
(CA INDEX NAME) 



o=s=o 

6 



RN 661468-31-1 CAPLUS 

CN 1H- Indole- 2- carboxamide, 3- (4 -morpholinylaulfonyl) -5- (2-thienyl) - (CA 
INDEX NAME) 



RN 661468-33-3 CAPLUS 

CN lH-Indole-2-carboxamide, 5- f ormyl -3- (4 -morpholinylnul fonyl) - (CA INDEX 
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i-»H2 



0= s— o 

6 



RN 6614 68-34-4 CAPLUS 

CN 1H- I ndole-2 -carboxamide, 5-methyl-3- (4 -morpholinylaulfonyl) - (CA INDEX 




RN 661468-35-5 CAPLUS 

CN iH-indole-2-carboxamide, 7- (acetyl amino I -3- (4-morpholinylaulfonyl) - (CA 

INDEX NAME) 



NHAc ,° 
0=S=0 

6 



[0523285 
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RN 661468-37-7 CAPLUS 

CN 1H- indole -2- carboxamide, S- ( ( (4-methoxyphenyl) amino) methyl] -3- (4- 
morphol inylsul fonyl > - (CA index name) 



-o O^"' 

"6 



RN 661468-39-9 CAPLUS 

CN 1H- Indole -2- carboxamide, 3- (4-morpholinylsulfonyl) -5-phenyl- (CA INDEX 



6 



RN 66 14 68 -36- 6 CAPLUS 

CN 1H- indole- 2 -carboxamide, 7- [ (methylaulf onyl) amino) -3- (4- 
morpholinylsulfonyl)- (CA INDEX NAME) 



661468-40-2 CAPLUS . 

lH-Indole-2-carboxamide, 3- (4-morpholinylsulfonyl) -5-pyrazinyl- (9CI) (CA 
INDEX NAME) 
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IL 



6 



RN 661468-41-3 .CAPLUS 

CN 1H- Indole- 2- carboxamide, 3- (4 -morpholinylsulfonyl) -5- (2-pyridinyl) - (CA 
INDEX NAME) 



o 



RN 6614 6S-42-4 CAPLUS 

CN 1H- Indole- 2 -carboxamide, 3- (4 -morpholinylsulfonyl) -5- (4-pyridinyl) - (CA 
INDEX NAME) 



6 



RN 661468-43-5 CAPLUS 

CN 1H- Indole -2 -carboxamide, 5- (2-benzofuranyl> -3- (4-morpholinylsulfonyl) - 
(CA INDEX NAME) 
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o 

_l_c 



RN 661460-44-6 CAPLUS 

CN 1H- Indole- 2-carboxamide, 5- (5-methyl-2-f uranyl) -3- (4 -morpholinylsulfonyl) - 
(CA INDEX NAME) 



il Jc-n: 



M. O. 



6 



RN 661468-45-7 CAPLUS 

CN lH-Indole-2-carboxamide, 5- (3 , 5-dimethyl-4-isoxazolyl) -3- (4- 
morpholinylsulfonyl) - (CA INDEX NAME) 



o 

D= 5=0 




RN 661468-46-8 CAPLUS 

CN 1H- Indole -2- carboxamide, 3- (4-morpholinylsulfonyl) -5- (lH-pyrrol-2-yl) - 
(CA INDEX NAME) 
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RN 661468-47-9 CAPLUS 

CN 1H- Indole- 2- carboxamide, 3- (4 -morpholinylsulfonyl) -5- (3-pyridinyl) - (CA 
INDEX NAME) 




RN 661468-48-0 CAPLUS - f 

CN lH-Indole-2-carboxamide, 3- (4-raorpholinylsulfonyl) -5- (2-thiozolyl) - (CA 
INDEX NAME) 



6 



RN 661468-49-1 CAPLUS 

CN 1H- Indole- 2 -carboxamide, 3- (4-morpholinylsulfonyl) -5- (3- thienyl) - (CA 

INDEX NAME) 
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II 



6 



RN 66146B-50-4 CAPLUS 

CN 1H- Indole- 2- carboxamide, 5-benzo [b] chien-3-yl-3- (4-morpholinylsulfonyl) - 
(CA INDEX NAME) 



o 



0 



RN 661468-53-7 CAPLUS 

CN 1H- Indole- 2-carboxamide, 5- iodo- 3 - [ 12- (phenoxymethyl) -4 - 
morpholinyllsulfonylj- (CA INDEX NAME) 



P 



RN 661468-54-8 CAPLUS 

CN 1H- Indole- 2- carboxamide, 5-iodo-3- t ( (23) -2- (phenoxymethyl) -4- 
morpholinyl]sulfonyl)- (CA INDEX NAME) 



Absolute stereochemistry. 




RN 661468-55-9 CAPLUS 

CN 1H- Indole-2-carboxamide, 5-iodo-3- f ( (2R> -2- (phenoxymethyl) • 
morpholinyl) sulfonyl] - (CA INDEX NAME) 

Absolute stereochemistry. 



• RN 661468-56-0 CAPLUS 
CN 1H- Indole -2-carboxamide, 7-amino-6-bromo-3- (4-morpholinylsul£onyl> - (CA 
INDEX NAME) 



'c-N 



a=b= _ 

6 



RN 661468-57-1 CAPLUS 

CN 1H- Indole- 2- carboxamide, 7-amino-4 , 6-dibromo-3- (4 -morpholinylBulf onyl) - 
(CA INDEX NAME) 



10523285 

NHS 



22 of 63 



6 



RN 66146B-58-2 CAPLUS 

CN lH-Indole-2-carboxamide, 6-bromo- 7- (dimethylamino) -3- (4- 
morpholinylaulfonyl) - (CA INDEX NAME) 



6 



RN 6614 68-59-3 CAPLUS 

CN lH-Indole-2-carboxamide, 3- (4-morpholinylsulfonyl) -7- |<4- 
pyridinylmethyl ) amino) - (CA INDEX name) 



a— b. — o 

6 



RN 6614 68-60-6 CAPLUS 

CN 1H- Indole -2- carboxamide, 7- [ [ <2-chloro-4-pyridinyl)methyl] amino] -3- (4- 
morpholinylsulfonyl) - (CA INDEX NAME) 



10523285 23 of 63 




RN 6614 68-65-1 CAPLUS 

CN lH-Indole-2-carboxamide, 3 - I [ (23) -2- (phenoxymethyl) -4- ' 

morpholinyl) sulfonyl] -7- [ (4 -pyridinylmethyl) amino) - (CA INDEX NAME) 

Absolute stereochemistry. 
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RN 661468-68-4 CAPLUS 

CN 1H- Indole- 2 -carboxamide, 7-chloro-3- (4-morpholinylsulfonyl) - (CA INDEX 
NAME) 




RN 661468-69-5 CAPLUS 

CN lH-Indole-2-carboxamide, 6-bromo-3- (4 -morpholinylsulf onyl) - (CA INDEX 
NAME) 




RN 6614 68-70-8 CAPLUS 

CN lH-lndole- 2-carboxamide, 7-bromo-3- (4 -morphol inylsulf onyl) - (CA INDEX 

NAME) 



RN 661468-67-3 CAPLUS' 

CN lH-Indole-2-carboxamide, 3 -(( (2S) - 2- (phenoxymethyl) -4 - 

morphol inyl] sulfonyl) -7- ( (phenylmethy 1) amino) - (CA INDEX NAME) 

Absolute stereochemistry. 





RN 661468-71-9 CAPLUS 

CN 1H- Indole- 2 -carboxamide, 7-cyano-3- (4-morpholinylaulfonyl) - (CA INDEX 
NAME) 



10523285 



25 of 63 



CN ° 

'6 



RN 6614 68-72-0 CAPLUS 

CN lH-Indole-2-carboxamide, 7- (methylsulf inyl) -3- (4-morpholinylsulfonyl) - 
(CA INDEX NAME) 



6 



6 



RN 661468-75-3 CAPLUS 

CN 1H- Indole- 2-carboxamide, 5-f luoro-3- ( J (2S> -2- (phenoxymethyl) -4- 
' morpholinyl] sulfonyl) - {CA INDEX NAME) 

Absolute stereochemistry. 



RN 661468-73-1 CAPLUS 

CN 1H- Indole- 2 -carboxamide, 7- (aminomethyl) -3- (4-morpholinylsulfonyl) - (CA 
INDEX NAME) 




RN 661468-74-2 CAPLUS 

CN 1H- Indole- 2 -carboxamide, 5-amino- 3- (4-morpholinylsulfonyl) - (CA INDEX 
NAME) 



RN 661468-76-4 CAPLUS 

CN 1H- indole -2- carboxamide, 5-f luoro-3- [[ (2R) -2- (phenoxymethyl) -4- 
morphol inyl] sulfonyl] - (CA INDEX NAME) 

Absolute stereochemistry. 




RN 661468-77-5 CAPLUS 

CN lH-Indole-2-carboxamide, 5- (acetylamino) -3- (4-morpholinylsulfonyl) - (CA 
INDEX NAME) 



6 



RN 661468-78-6 CAPLUS 

CN lH-Indole-2- carboxamide, 5- [ (methylsulfonyl) amino) -3 - (4- 
morpholinylsulfonyl) - (CA INDEX NAME) 



XJOq 



6 



RN 661468-79-7 CAPLUS 

CN 1H- Indole- 2 -carboxamide, 3- (4-morpholinylsulfonyl) -5- 
((trifluoroacetyl)amino) - (9CI) (CA INDEX NAME) 



6 



RN 661468-80-0 CAPLUS 

CN 1H- Indole- 2- carboxamide, S- [ (2-aminoethyl) amino) -3- (4-morpholinylsulfonyl) - 
(CA INDEX NAME) 



H2N-CH2-CH2-N1 



RN 661468-81-1 CAPLUS 

CN 1H- Indole -2- carboxamide, 5- (dimethylamino) -3- (4-morpholinylsulf onyl) - (CA 
INDEX NAME) 



6 



RN 6614 68-82-2 CAPLUS 

CN 1H- Indole -2- carboxamide, 4, 5-dibromo- 3- (4-morpholinylaulfonyl) - (CA INDEX 



B 3-N, 



RN 661468-83-3 CAPLUS 

CN 1H- Indole- 2-carboxamide, 5 , 6-dibromo- 3- (4-morpholinylsulf onyl > - (CA INDEX 



1 
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o 




RN 661468-84-4 CAPLU3 

CN lH-Indole-2-carboxamide, 5-bromo-3- (4 -morpholinylsulfonyl) -4-nitro- (CA 
INDEX NAME) 




RN 661468-85-5 CAPLU3 

CN lH-lndole-2- carboxamide. 5-bromo- 3- (4 -morpholinylsulfonyl) -6-nitro- (CA 
INDEX NAME) 



O 




RN 661468 -86 -6 CAPLUS 

CN lH-Indole-2-carboxamide, 4-amino-5-bromo-3- (4-morpholinylsulf onyl) - (CA 
INDEX NAME) 
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RN 661468-87-7 CAPLUS 

CN lH-Indole-2-carboxamide, 3- [ [ (23) -2- (phenoxymethyl ) -4- 
morphol inyl] sulfonyl] - (CA INDEX NAME) 

Absolut© stereochemistry. 




RN 661468-88-8 CAPLUS 

CN lH-lndole-2-carboxamide, 5-bromo-3- [ (2- [ [ (cyclohexylmethyl)amino] carbonyl] 
4-morpholinyl] sulfonyl] - (CA INDEX NAME) 




RN 661468-89-9 CAPLUS 

CN 1H- Indole- 2 -carboxamide, 5-bromo-3- [ (2- [ (cyclohexylamino) carbonyl] -4- 
morpholinyl] sulfonyl] - (CA INDEX NAME) 



O 
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so 



32 of 63 



p 



661468-90-2 CAPLUS ' RN 661468-93-5 CAPLUS 

iH-Indole-2-carboxamide, 5-bromo-3- [ [2- [ I (2, 3-dihydro-lH-inden-l- w CN 1H- Indole -2- carboxamide, 5-bromo- 3- { [2- 1 1 (3 , 3 - 

yUamino] carbonyl] -4-morpholinyl] sulfonyl] - (CA INDEX NAME) diphenylpropyl) amino] carbonyl] -4-morpholinyl) sulfonyl] - (CA INDEX NAME) 



PhjCH— CH 2 — CM 2— NH— 6 

'A 



RN 661468-91-3 CAPLUS 

CN iH-Indole-2-carboxamide, 5-brocno-3- [ [2- [(( 2-phenylethyl ) amino] carbonyl] -4- 
morpholinyl) sulfonyl) - {CA INDEX NAME) 



P 



Ph- CH2— CH 2 - NH — 



RN 661468-95-7 CAPLUS 

CN 1H- Indole -2- carboxamide, 5-bromo-3- ( (2- [ { (2-phenoxyethyl) amino! carbonyl] -4 
morpholinyl) sulfonyl] - (CA INDEX NAME) 



PhO- CH2— CH 2 - NH — 



P 



RN 661468-92-4 CAPLUS 

CN ih- Indole -2 -carboxamide, 5-bromo-3- t [2- [ { (3-phenylpropyl) amino] carbonyl] -4- 
morpholinyl) sulfonyl] - (CA INDEX NAME) 



RN 661468-96-8 CAPLUS 

CN 1H- indole -2- carboxamide, 5-bromo-3- ( [2- 1 (3- (phenylmethyl) -l 
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pyrrol idinyl) carbonyl) -4 -morpholinyl) sulf onyl] - (CA INDEX NAME) 



10523285 
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RN €61468-97-9 CAPLUS 

CN lH-lndole-2-carboxamide, 5-broroo-3- [ [2- 1 [ [ (1 , 2 , 3 , 4-tetrahydro-2- 

naphthalenyl) methyl] amino) carbonyl] -4 -morpholinyl] aulfonyl] - (CA : 



Lc ""OD 



RN 66 14 68 -98-0 CAPLUS 

CN lH-Indole-2-carboxamide, 5-bromo-3- ((2- [ [ (phenylmethyl)amino) carbonyl} -4- 
morpholinyl) sulf onyl] - (CA INDEX NAME) 



| 2 - KH-C 



RN 661469-03-0 CAPLUS 

CN 1H- Indole- 2 -carboxamide, 5-bromo-3- ( (2- [ ( I (5-methylpyrazinyl) methyl] amino} 
carbonyl] -4 -morpholinyl] BUlf onyl)- (9CI) (CA INDEX NAME) 



0=8=0 

NH-CH2 r^-N 



RN 66146 8-99-1 CAPLUS 

CN 1H- Indole- 2- carboxamide, S-bromo-3- [ (2- I [[13- (trif luoromethyl) phenyl ) methy 
1] amino] carbonyl] -4-morpholinyl] sulfonyi) - (CA INDEX NAME) 



llH_C 



66146 9-00-7 CAPLUS 

1H- indole- 2 -carboxamide, 5-bromo-3- [ (2- 1 1(2,2- 

diphenylethyl) amino) carbonyl) -4-morpholinyl} sulfonyi] - (CA INDEX NAME) 



PhjCH- CH2-NH-1 



n"c_NH 2 



661469-01-8 CAPLUS 

lH-Indole-2-carboxamide, 5-bromo-3- [ [2- ( ( (2, 3-dihydro-lH-inden-2- 
yUamino] carbonyl] -4-morpholinyl] sulfonyi]- (CA INDEX NAME) 



36 of 63 




66146 9-06-3 CAPLUS 

1H- Indole- 2 -carboxamide, 5-bromo-3- [ [2- U(3- (1H- imidazol-l- 

yl) propyl] amino] carbonyl] -4 -morpholinyl) sulf onyl]- (CA INDEX NAME) 



RN 661469-04-1 CAPLUS 

CN lH-Indole-2-carboxamide, 5-bromo-3- ( (2- ( [ (3-pyridinylmethyl> amino] carbonyl 
) -4-morpholinyl] sulfonyi)- (CA INDEX NAME) 




RN 661469-05-2 CAPLUS 

CN 1H- Indole-2-carboxamide, S-bromo-3- I [2- ( ( (l-phenylethyl) amino) carbonyl) -4- 
morpholinyl] sulfonyi) - (CA INDEX NAME) 




RN 6614 69-07-4 CAPLUS 

CN lH-lndole-2-carboxamide, 5-bromo-3- [ (2- ( [ [ < 1R) -l- 

phenylethyl] amino) carbonyl] -4-morpholinyl) sulfonyi) - (CA INDEX NAME) 

Absolute stereochemistry. 




RN 661469-08-5 CAPLUS 

CN 1H- Indole- 2-carboxamide, 5-bromo-3- [ (2- ( ( (2-phenylpropyl) amino] carbonyl] -4- 
morpholinyl) Bulfonyl) - (CA INDEX NAME) 
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RN 661469-09-6 CAPLUS 

CN 1H- Indole- 2- carboxamide, 5-bromo-3- I (2- [ (methyl (phenylmethy 1) amino) carbony 
1) -4-morpholinyl) sulfonyl] - (CA INDEX NAME) 




RN 661469-10-9 CAPLUS 

CN 1H- indole- 2 -carboxaraide, 5-bromo-3- 112- I [4- (phenylmethyl) -l- 

piperazinyl) carbonyl] -4-morpholinyl] sulfonyl] - {CA INDEX NAME) 




RN 661469-11-0 CAPLUS 

CN 1H- Indole- 2- carboxamide, 5-bromo-3- ( [2- U (2-pyridinylmethyl) amino) carbony 1 
] -4-morpholinyl) sulfonyl) - (CA INDEX NAME) 




RN 6614 69-12-1 CAPLUS 

CN 1H- Indole -2- carboxamide, S-bromo-3- [ (2- [ [ (2- [ {1, 1- 

dimethylethyl) thio) ethyl) amino) carbonyl) -4-morpholinyl) sulfonyl] - (CA 
INDEX NAME) 



O 




RN 661469-13-2 CAPLUS 

CN lH-Indole-2-carboxamide, 5-bromo-3- t (2- [ [ (diphenylmethyl) amino) carbonyl) -4- 
morpholinyl) sulfonyl) - (CA INDEX NAME) 



39 of 63 




6614 69-14-3 CAPLUS 

1H- Indole- 2 -carboxamide, 5-bromo-3- [ [2- If l(2S>-2- 
phenylcyclopropyll amino] carbonyl] -4-morpholinyl) sulfonyl) - 



Absolute stereochemistry. 



RN 661469- 15-4 CAPLUS 

CN iH-Indole-2-carboxamide, 5-bromo-3- ( (2- [ (3-phenyl-l-pyrrolidinyDcarbonyl) - 
4-morpholinyl) sulfonyl] - (CA INDEX NAME) 




661469-16-5 CAPLUS 

lH-lndole-2-carboxamide, s-bromo-3- ( (2- [ (4 ,4-diphenyl-l- 
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piperidinyl) carbonyl] -4-morpholinyl)aulfonyl] - (CA INDEX NAME) 



RN 661469-17-6 CAPLUS 

CN lH-Indole-2-carboxamide, 5-bromo-3- ( [2- (( [ {2, 3 -dihydro- 1H- inden-2- 
yl) methyl] amino) carbonyl) -4-morpholinyl) sulfonyl) - (CA INDEX NAME) 



6614 69-18-7 CAPLUS 

1H- Indole- 2- carboxamide, 5-bromo-3- ( (2- ( 13- (4 -pyridinyl) -1- 
pyrrolidinyl} carbonyl) -4-morpholinyl] sulfonyl] - (CA INDEX NAME) 



6614 69-19-8 CAPLUS 

1H- Indole -2- carboxamide, 5-bromo-3- t (2- f { (2,3-dihydro-2-hydroxy-lH-inden-l- 
yl) amino] carbonyl] -4-morpholinyl] sulfonyl] - (CA INDEX NAME) 



10523285 
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oq; 0H 

NH O 

Q= I:— ^ j— ' 1= 0 b 

H2N- 



RN 661469-20-1 CAPLUS 

CN lH-lndole-2 -carboxamide, 5-bromo-3- ( (2- I (4 -hydroxy-4 -phenyl -1- 
piperidinyDcarbonyl] -4-morpholinyl) sulfonyl] - (CA INDEX NAME) 



RN 661469-21-2 CAPLUS 

CN lH-Indole-2-carboxamide, 5-bromo-3- [ [2- [ (phenylamino) carbonyl) -4- 
morphol inyl] sulfonyl ) - (CA INDEX NAME) 



p 

IH-C 



p 



Ph— C — CH 2 — NH — 1 

I I 



RN 6614 69-23-4 CAPLUS 

CN 1H- Indole -2- carboxamide, 5-bromo-3- [(2- [ [ (2,2- 

dimethylpropyl) amino) carbonyl) -4-morpholinyl) sulfonyl) - (CA INDEX NAME) 



P 

- NH— C 



RN 661469-24-5 CAPLUS 

CN lH-Indole-2-carboxamide, 5-bromo-3- ( [2- I [ (1 , 2- 

diphenylethyl ) amino] carbonyl] -4-morpholinyl] sulfonyl) - (CA INDEX NAME) 



»h-CH2— CH-NH— 

k 11 



p 



RN 661469-22-3 CAPLUS 

CN 1H- Indole- 2 -carboxamide, 5-bromo-3 - 1 (2- [ ( (2-oxo-2- 

phenylethyl) amino] carbonyl] -4-morpholinyl] sulfonyl] t (CA INDEX NAME) 



CN lH-lndole-2 -carboxamide, 5-bromo-3- I (2- I [ (4-chlorophenyl) amino) carbonyl] -4- 
morpholinyl) sulfonyl] - (CA INDEX NAME) 



C-N 



^C==sO 



RN 661469-26-7 CAPLUS 

CN 1H- Indole -2 -carboxamide, 5-bromo-3- ( [2- ([ (4 -phenoxyphenyl) amino] carbonyl) - 
4-morpholinyl) sulfonyl) - (CA INDEX NAME) 




RN 6614 69-27-8 CAPLUS 

CN 1H- Indole- 2 -carboxamide, 5-bromo-3- I [2- II [4- (1,1- 

dimethylethyl) phenyl Jamino) carbonyl] -4-morpholinyl] sulfonyl) - (CA INDEX 



RN 661469-25-6 CAPLUS 
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„x«V 



RN 661469-28-9 CAPLUS 

CN 1H- Indole - 2- carboxamide, 5-bromo-3- I (2- 1 [ (3 - (2-oxo-l- 

pyrrolidinyl) propyl) amino) carbonyl] -4-morpholinyl] sulfonyl] - (CA INDEX 
NAME) 



NH- (CH 2 ) 3 



RN 661469-29-0 CAPLUS 

CN 1H- Indole- 2- carboxamide, 5-bromo-3- I [2- [[ [3- ti- 
me thy let hoxy) propyl) amino) carbonyl) -4-morpholinyl] sulfonyl] - (CA INDEX 



"~<5 

- (CH 2 )3-NH-C 



I 
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RN 661469-30-3 CAPLUS 

CN lH-Indole-2- carboxamide, s-bromo-3- ( 12- ( [ (3 -et hoxyp ropy 1) amino] carbonyl] -4- 
morpholinyl] sulfonyl) - <CA INDEX NAME) 



- \ CH2 ) 3— NH — C 



F3C- CF2— CF2— CH2- NH— 



661469-33-6 CAPLUS 

1H- indole- 2- carboxamide, 5- bromo-3- ( [2- 1 1 [3- (2- 
methylpropoxy) propyl] amino] carbonyl J -4 -morpholinyl) sulf onylj - 
NAME) 



RN 661469-31-4 CAPLUS 

CN lH-Indole-2-carboxamide, 5 -bromo-3- [ (2- [ J [2- ( 1 -cyclohexen- 1- 

yl)ethyl]amino] carbonyl) -4-morpholinyl) sulfonyl] - <CA INDEX NAME) 



-o 




RN 66 146 9- 34 -1 CAPLUS 

CN 1H- Indole- 2 -carboxamide, 5-bromo-3- [ (2- ( [ (3-butoxypropyl)a 
morpholinyl] aulfonyl 1 - (ca index name) 



RN 661469-32-5 CAPLUS 

CN lH-lndole-2-carboxamide, 5 -bromo-3- [(2-([(2,2,3,3,4,4,4- 

heptaf luorobutyl) amino] carbonyl] -4 -morphol inyl) sulfonyl] - (CA INDEX I 



n-BuO— ( CH 2 ) j- MH— 



RN 6614 69-35-8 CAPLUS 

CN lH-Indole-2-carboxamide, 5-bromo-3- [ (2- [ [ [2- (2- 
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thienyl)ethyl)amino]carbonyl] -4 -morpholinyl] sulfonyl] - (CA INDEX NAME) 



10523285 

(CA INDEX NAME) 
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^^^B '<Uh 2 



ci 



RN 661469-36-9 CAPLUS 

CN 1H- Indole -2 -carboxamide, .3- 1(2- [ KlH-benzimida2ol-2- 

ylmethyl) amino] carbonyl] -4 -morphol inyl] sulfonyl] -s-bromo- (CA INDEX NAME) 



RN 661469-37-0 CAPLUS 

CN iH-Indole-2-carboxamide, 5-bromo-3- ( (2- ( (hexahydro- lH-azepin- l- 
yl) carbonyl] -4 -morpholinyl] sulfonyl] - (CA INDEX NAME) 




RN 661469-39-2 CAPLUS 

CN lH-Indole-2-carboxamide, 3- ( {2- ( 1 1 [4- (aminosulfonyl ) phenyljmethyl] amino] ca 
rbonyl] -4-morpholinyl] sulfonyl] -S-bromo- (CA INDEX NAME) 



llH- CH2 — r^^l 



RN 661469-40-5 CAPLUS 

CN lH-lndole-2-carboxamide, 5-bromo-3- [ (2- (4-thlomorpholinylcarbonyl) -4- 
morphol inyl] sulfonyl) - (CA INDEX NAME) 



RN 661469-36-1 CAPLUS 

CN lH-Indole-2-carboxamlde, S-bromo-3- { (2- | [ (2- ( [ (2 , 6- 

dichlorophenyllmethyl] thio] ethyl] amino] carbonyl) -4-morpholinyl) sulfonyl] - 



o=.s=o 



o 



RN 661469-41-6 CAPLUS 

CN lH-Indole-2-carboxamide, s-bromo-3- ( (2- I [ (2-methoxyethyl) amino] carbonyl] -4- 
morpholinyl] aulfonyl] - (CA INDEX NAME) 



MeO— CH 2— CH 2 • 



RN 661469-42-7 CAPLUS 

CN lH-Indole-2-carboxamide, 5-bromo-3- [ 12- [ [ (2-methoxy- 1- 

methylethyl) amino) carbonyl] -4-morpholinyl] BulfonylJ - (CA INDEX NAME) 



MeO- CH2— CH-NH- 



P 



RN 6614 69-43-8 CAPLUS 

CN lH-lndole-2 -carboxamide, 5-bromo-3- [ [2- [ ( (i-ethylpropyl> amino) carbonyl) -4- 
. morphol inyl) aulfonyl] - (CA INDEX NAME) 



50 of 63 



P 

Et 2 CH-NH-C? 



RN 66X469-44-9 CAPLUS 

CN lH-Indole-2-carboxamide, 5-bromo-3- I [2- [ [ 16- (dimethylamino) hexyl J amino] car 
bonyl] -4-morpholinyl) aulfonyl) - (CA INDEX NAME) 



P 



Me 2 H- (CH 3 )6 



RN 6614 69-4S-0 CAPLUS 

CN 1H- Indole- 2-carboxamide, S-bromo-3- ( [2- [ [ ( (tetrahydro-2- 

f uranyl) methyl 1 amino) carbonyl J -4-morpholinyl] oulfonyl J - (CA INDEX NAMEh 



Ote=»a=o 



H-CH2 



RN 661469-46-1 CAPLUS 
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CN lH-lndole-2- carboxamide, 5-bromo-3- ( [2- II (l-phenylcyclopropyl) amino] carbon 
yl] -4-morpholinyl) aulfonyl) - (CA INDEX NAME) 




RN 661469-47-2 CAPLUS 

CN lH-lndole-2- carboxamide, 5-bromo-3- ( (2- I [ (phenyl-4- 

pyridinylmethyl) amino) carbonyl) -4-morpholinyl] aulfonyll- (CA INDEX NAME) 




RN 661469-48-3 CAPLUS 

CN ih- Indole- 2 -carboxamide, 5-bromo-3- ( (2- I [ (dicyclopropylmethyl ) aminoj carbon 
yl) -4-morpholinyl] aulfonyl) - (CA INDEX NAME) 



o 
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RN 661469-49-4 CAPLUS 

CN lH-Indole-2-carboxamide, s-bromo-3- [ (2- I [ (l^-dioxan^- 
ylmethyl) amino) carbonyl] -4-morpholinyl] aulfonyl) - (CA INDEX NAME) 




RN 661469-S0-7 CAPLUS 

CN 1H- indole- 2- carboxamide, 5-bromo-3- [ [2- { (methyl {2- (4- 

methylphenoxy) ethyl) amino) carbonyl) -4-morpholinyl] aulfonyl) - (CA INDEX 
NAME) 




RN 66146 9-51- B CAPLUS 

CN 1H- Indole- 2 -carboxamide, S-bromo-3- [ (2- [([ (tetrahydro-l , l-dioxido-3- 

thienyl) methyl] amino) carbonyl] -4-morpholinyl] aulfonyl]- (CA INDEX NAME) 



RN 661469-52-9 CAPLU3 

cn ih- Indole- 2 -carboxamide, 5-bromo-3- 1(2- ( [2- <2-phenylethyl) -1- 

pyrrolidinyl) carbonyl) -4-morpholinyl] sulfonyl) - (CA INDEX NAME) 



RN 661469-53-0 CAPLUS 

CN 1H- Indole- 2 -carboxamide, 5-bromo-3- 1(2-11 (2- eye lohexyl ethyl ) amino! carbonyl 
] -4-morpholinyl) sulfonyl)- (CA INDEX NAME) 



2 

Lh_ CH*_ CK; 



CN 1H- indole -2- carboxamide, 5-bromo-3- ( (2- ( [ I (l-methyl- 1H- imidazol-4 - 
yDmethyll amino) carbonyl} -4-morpholinyl) sulfonyl}- (CA INDEX NAME) 



NH— C 



RN 661469-55-2 CAPLUS 

CN 1H- Indole- 2- carboxamide, 5-bromo-3- [ (2- [ [ (tetrahydro- 1, l-dioxido-3- 
thienyl) amino) carbonyl] -4-morpholinyl] sulfonyl J- (CA INDEX NAME) 



RN 661469-56-3 CAPLUS 

CN 1H- Indole- 2- carboxamide, 5-bromo-3- ([2- I ( (1-naphchalenylmethyl) amino] carbo 
nyl] -4-morpholinyl] sulfonyl) - (CA INDEX NAME) 



RN 661469-54-1 CAPLUS 
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RN 661469-57-4 CAPLUS 

CN lH-lndole-2-carboxamide, 5-bromo-3- ( [2- [ [ (iraidazo [2 , 1-bJ thiazol-6- 
ylmethyl) amino] carbonyl] -4-morpholinyl] sulfonyl] - (CA INDEX NAME) 




RN 6614 69-58-5 CAPLUS 

CN lH-Indole-2-carboxamide, 3- [ [2- ( (2- (2-benzothiazolyl) -1- 

pyrrol idinyl) carbonyl] -4-morpholinyl) sulfonyl) -5-bromo- (CA INDEX NAME) 
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RN 661469-61-0 CAPLUS 

CN 1H- Indole -2- carboxamide, 5-chloror3- ( (2- 1 (2-ethoxyphenoxy) methyl] -4- 
morpholinyl) sulfonyl] - (CA INDEX NAME) 




RN 661469-65-4 CAPLUS 

CN i 1H- Indole- 2 -carboxamide, 5-chloro-3- ( (2- (lH-indol-4-yl) -4- 
morpholinyl] sulfonyl) - (CA INDEX NAME) 




ci 



RN 661469-89-2 CAPLUS 

CN iH-indole-2-carboxamide, 5-chloro-3- ( (2- [ (4 -chlorophenoxy>methyl] -4- 
morpholinyl) sulfonyl) - (CA INDEX NAME) 
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RN 661470-00-4 CAPLUS 

CN 1H- indole -2- carboxamide, 5-bromo-N-methoxy-N-methyl-3- ( [2- (phenoxymethyl) - 
4-morpholinyl)sulfonyl)- (CA INDEX NAME) 




RN 661470-01-5 CAPLUS 

CN 1H- Indole- 2- carboxamide, 5-chloro-3- (( (2R ( 6R> -2, 6-dimethyl-4- 
morpholinyllsulfonylj -, rel- (CA INDEX NAME) 

Relative stereochemistry. 



Me*^^ o^^ - Me 



RN 695816-12-7 CAPLUS 

CN 1H- Indole- 2 -carboxamide, 5- [ (acetylamino)methyl] -3- (4-morpholinylsulfonyl) - 
(CA INDEX NAME) 



6 



RN 695816-13-8 CAPLUS 

CN 1H- Indole- 2- carboxamide, 5-bromo-3- ( [2- [ (3 , 4-dihydro-2 I1H) - 

isoquinolinyl) carbonyl) -4-morpholinyl) sulfonyl} - (CA INDEX NAME) 



OD-U r L „ 



461470-11-7P 

RLs RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(intermediate; preparation of quinazolines and analogs as Akt inhibitors 

indoles as protein Kinase inhibitors for use in synergistic combination 
therapy for treatment of cancer) 
661470-11-7 CAPLUS 

1H- Indole- 2- carboxamide, 3- (4-morpholinylsulfonyl) -7-nitro- (CA INDEX 
NAME) 



o=s^o 



6 



> ^ANSHEP |^|OP^|^rAPTt!.<iJ ^P | YRIGHTa200r7JAC3lohlSTN» 

2004; 142899 CAPLUS Full-text' 
140s 181323 

Preparation of indolesulfonamides as tyrosine Kinase inhibitors, in 
particular insulin- like growth factor 1 receptor (IGF-1R) inhibitors 
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IN Dinsmore, Christopher J.; Beshore, Douglas C; Bergman, Jeffrey M. ; 

Lindsley, Craig W. 
PX Merck & Co., inc., USA 
SO PCT Int. Appl., 191 pp. 

CODEN: PIXXD2 

DT Patent 
LA English 
PAN.CNT 1 

PATENT NO. KIND DATE APPLICATION NO. DATE 

PI 



WO 2004014300 
HO 2004014300 

W: AE, AG, AL, 
CO, CR, CU, 
GM, HR, HU, 
LT, LU, LV, 
PH, PL, PT, 
TT, TZ, UA, 
RW: GH, GM, KE, 
KG, KZ, MD, 
FI, FR, GB, 
BF, BJ, CF. 
CA 2493575 
AU 2003257170 
BP 1534266 

R: AT, BE, CH, 
IE, SI, LT. 
JP 2006504668 
US 2006128783 
PRAI US 2002-402482P 
WO 2003-US24393 
OS CASREACT 140:1B1323 
GI 



A2 20040219 
A3 20040422 
AM, AT, AU, AZ, BA, 
CZ, DE, DK, DM, DZ, 
ID, IL, IN, IS, JP, 
MA, MD, MG, MK, MN, 
RO, RU, SC, SD, SE. 
UG, US, UZ, VC, VN, 
LS, MW, MZ, SD, SL, 
RU, TJ, TM, AT, BE, 
GR, HU, IE, IT, LU, 
CG, CI, CM, OA, GN, 
Al 20040219 
Al 20040225 
A2 20050601 
DE, DK, ES, FR, GB, 
LV, PI, RO, MK, CY, 
T 20060209 
Al 20060615 
P 20020809 
H 20030805 
MAR PAT 140:181323 



HO 2003-US24393 



KE, KG, 
MW, MX, 
SG, SK, 
YU, ZA, 
SZ, TZ, 
BG, CH, 
MC, NL, 
GO, GH, 
CA 2003 
AU 2003 
EP 2003 
GR, IT 
AL, TR 
JP 2004 
US 2005 



BR, BY, 
ES, FI, 
KR, KZ, 
MZ, NI, 
SL, SY, 
ZM, ZW 
UG, ZM, 
CY, CZ, 
PT, RO, 
ML, MR, 
2493575 
257170 
784904 
LI, LU, 
BG, CZ, 
527739 * 
523286 



20030805 

BZ, CA, CH, CN, 

GB, GO, GE, GH, 

LC, LK, LR, LS, 

NO, NZ, OM, PG, 

TJ, TM, TN, TR, 

ZW, AM, AZ, BY, 
DE, DK, EE, ES, 
SE, SI, SK, TR, 
NE, SN, TD, TG 
20030805 
20030805 
20030805 
NL, SE, MC, PT, 
EE , HU, SK 

20030805 
20050203 



(CRl?2)m Y 

O k 

(R3) q *S- -(CRl? 2 >n 2 
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Title compds. I (wherein Rla, Rib - independently H, OH and derivs., NH2 and 
derivs., (un> substituted cyclo/alkyl , aryl, heterocyclyl; R2 - H, OH and 
derivs., NH2 and derivs., (un) substituted cyclo/alkyl, aryl; R3 • H, halo, 
<CH2)p0H and derivs., C02H and derivs., CH:CH2 and derivs., N02, (CH2)pNH2 and 
derive., NHCHO and derivs., NHS(o)oR4, S(0)oR4, S(0)oNH2 and derivs., cn, 
(CH2)pNH(CH2)pH and derivs., etc.; R4 - (un) substituted cyclo/alkyl, aryl, 
heterocyclyl; m - 0-6; n - 0-6; q - 0-4; p - 0-6; o - 0-2; and their 
pharmaceutical^ acceptable salts, hydrates and stereoisomers] were prepared 
for inhibiting, modulating and/or regulating signal transduction of both 
receptor- type and non- receptor type tyrosine Kinases. For example, I was 
prepared in 5 steps via substitution of benzenesulfonyl chloride with Et 5- 
chloro- 1H- indole- 2 -carboxylate, sulfonation with concentrated H2S04 in DCM, 
chlorination with oxalyl chloride in the presence of DCM/DMF, substitution 
with methylamine hydrochloride in the presence of TEA /DCM, and one-pot 
amidation with NH3/phenylsulfonyl group deprotection in i-PrOH. I inhibited • 
insulin- liKe growth factor 1 receptor (IGF-1R) or Insulin receptor Kinase with 
an IC50 S 100 mm. Thus, I and their formulations are useful for treating 
cancer, diabetes, an autoimmune disorder, a hyperproliferative disorder, 
aging, acromegaly, and Crohn's disease. 

660413-14- 9P, 5-Methoxy-3- (morpholin-4-ylsulfonyl) -lH-indole-2- 
carboxamide 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(intermediate; preparation of indolesulfonamides as tyrosine Kinase 

inhibitors) 
660413-14-9 CAPLUS 

1H- indole- 2 -carboxamide, S-methoxy-3- (4-morpholinylsulfonyl) - (CA INDEX 



6 



66C413-15-CP, 5-Hydroxy-3- (raorpholin-4-ylaulfonyl) - 1H- indole- 2- 
carboxamide 

RL: SPN (Synthetic preparation); PREP (Preparation) 

(preparation of indolesulfonamides as tyrosine kinase inhibitors) 
660413-15-0 CAPLUS 

1H- Indole- 2- carboxamide. 5- hydroxy- 3- (4-morpholinylsulfonyl)- ( CA ' INDEX 




^OOO: 900609 CAPLUS Full- text 
134)56564 

TI Indolinylsulfonaraide derivatives as virucidea 

IN Handke, Gabriele; Baumeiater, Judith; Bender, Wolfgang; Betz, Ulrich; 

Brands, Michael; Eckenberg, Peter; Fischer, Rudiger; Hendrix, Martin; 

Henninger, Kerstin; Jensen, Axel; Keldenich, Jorg; Kleymann, Gerald; 

Massen, Jutta; Schneider, Udo,- weber, olaf 
PA Bayer Akt iengesellschaf t , Germany 
so PCT Int. Appl., 94 pp. 

CODEN: PIXXD2 
DT Patent 
LA German 
FAN.CNT 1 

PATENT NO. KIND DATE APPLICATION NO. DATE 



PI 



2000076966 




A2 




20001221 




WO 2000- 


EP5114 




20000605 


2000076966 




A3 




20010719 
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TM 






RW: GH, GM, 
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LS, 


MW, 


MZ, SD, 


SL, 


SZ, TZ, 


UG, ZW, 


AT, 


BE, CH, CY, 


DE, DK, 


ES, 


PI, 


FR , 


GB, GR, 


IE, 


IT, LU, 


MC, NL, 


PT, 


SE, BF, BJ, 


CF, CG, 


CI, 


CM, 


GA, 


GN, GW, 
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MR, NE, 


SN, TD, 


TG 




19927415 




Al 




20001221 




DE 1999- 


19927415 




19990616 



R4RSNS024— T| 



N^-Rl 
CODR2R3 I 



Title compds. I [D - N, CH; Rl , R2, R5 - H, alkyl; R3 - (un) subati tuted Ph, 
alkyl, benzodioxolylmethyl; R4 - H, (un) aubatituted alkyl; NR4R5 - 
heterocyclic) were prepared for use aa virucidea, especially in the treatment 
of Herpes simplex. Thus, l-acetyl-2-methyl- 6- indolinesulf onyl chloride is 
converted to the N-methylamide, deacetylated , and converted to the 1-acetyl 
chloride which is atninated with 4 -pyrrolidinoaniline to give the amide IX. II 
had an ICSO against HSV-1 F/Vero of 25 nM, cf. Zovirax luM. 
3136*f»-«-9P 

RL: SPN (Synthetic preparation); THU (Therapeutic use); BIOL (Biological 
study); PREP (Preparation); USES (Uses) 

(preparation of indolinylsulfonamides as virucides) 
3136B9-92-B CAPLUS 

1H- Indole- 1-carboxamide, N- (1, 1' -biphenyl) -4-yl-2, 3 -dihydro- 2-methyl- 5- (4- 
morpholinylsulfonyl) - (9CI) (CA INDEX NAME) 



PRAI DE 1999-19927415 
OS MARPAT 134:56564 



M 19 



DN 



993:552120 
119:152120 



Tetrahydroiaoquinoline-type renin inhibiting peptides 
IN Hamilton, Harriet w.j Patt, Hilliaro C. 
PA Warner-Lambert Co., USA 
SO U.S. , 11 pp. 

CODEN: USXXAM 
DT Patent 
LA EngliBh 

FAN. CUT 1 

PATENT NO. KIND DATE APPLICATION NO. 



PI US 5219851 
PRAI US 1991-664916 
OS MARPAT 119:152120 



19930615 
19910305 



US 1991-664916 



DATE 

19910305 
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AB The title cotnpds. (Markush included) contain a tetrahydroiaoquinoline or 

similar heterocycle at the P3 position. The compds. are useful for treatment 
of hypertension, congestive heart failure, glaucoma, hype raldosteron ism, and 
diseases caused by retroviruses, including HTLV-i, -II, and -III. Processes 
for preparing the compds., compna. containing them, and methods of using them 
are included. Also included is a diagnostic method which uses the compds. to 
determine the presence of renin- associated hypertension or hype raldosteron ism. 
Preparation and renin- inhibitory activity of several of the compds. are 
presented, as is the in vivo blood pressure lowering effect. 

IT • 1S&14S-7S-8 

RL: BIOL (Biological study) 
(renin-inhibiting peptide) 
RN 150145-75-8 CAPLUS 

CN 1H- Indole- 2 -carboxamide, N- (l- ({2-amino-4 - thiazolyl) methyl] -2- ( (1- 

(cyclohexylmethyl) -2, 3-dihydroxy-5-methylhexyl) amino] -2-oxoethyl] -2 , 3- 
dihydro-l- (4 -morpholinylaulfonyl) - (9CI) (CA INDEX NAME) 
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COST IN U.S. DOLLARS SINCE FILE TOTAL 

ENTRY SESSION 

FULL ESTIMATED COST 21.55 250.51 

DISCOUNT AMOUNTS (FOR QUALIFYING ACCOUNTS) SINCE FILE TOTAL 

ENTRY SESSION 

CA SUBSCRIBER PRICE -3.12 -3.12 



SESSION WILL BE HELD FOR 120 MINUTES 
STN INTERNATIONAL SESSION SUSPENDED AT 12:57:56 ON 10 OCT 2007 



10523285 



ii 

L2 



La . 

L9 
L10 



> d his 

•n» -mm- ™ 0>I12!?2:2SONlooc ; 2oo7) 

STRUCTURE UPLOADED 
233 0 S L2- SSS FULL SUB-LI 

SAV TEM L3 BRD523285/A 

' Sn ' <30ID ?• SmER!D « ■»■».» ON 10 OCT ,00, 

4 S L5 SAM SUB-L3 
114 S " SSS FULL SUB-L3 

PILE ' CAPLUS ' ^ENTERED AT 12)56:50 ON 10 OCT 2007 

1 S US2001-523285/APPS 
4 S L8 NOT L9 

m. •RSCIST.O,. ENTERED AT 12,57a, 0 » ,„ OCT 2007 
" LE ' C " LUS ' ™™*° « ".".35 ON 1„ OCT 200, 

' RE0IST »'" '"™» « ».U... ON 10 OCT 200, 
FILE 'CAPLUS' ENTERED AT 13il2tl8 ON 10 OCT 2007 
-* 8 14 not 19 
LU 80 L4 NOT L9 

- » d tot bib abs hitstr 

2007:73011^ 

147:143291 ~~ ~ " ~~~ 1 — 

s d-sr-- — : "- - 

CODEN: PIXXD2 
DT Patent 
LA English 
FAN . CNT 1 

PATENT NO. KTMn _ m „„ 

™ APPLICATION NO. DATE 

CO. CE, CD, CZ. DE. D^ ft 5.' £ £ £ »' Sf*; £ 



10523285 



GB, GH, GM, GT, 
R P. KR, K2, LA, 
MW- MX, MY, 
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A Q-L-R3 



■ub.titu.Zt. . halo, S^K e "V" EST* WUh prOVi9io " ^ 
independently . 10 , „. a independency iT '7' ? 'J™ 2 **' wherei " « «<» » 
etc., ri and R2 may join together liti \ to'fiS "bstituted aryl, heteroaryl, 
heterocyclyl ring, 0 - (un)sub«M„.^^ - , I , a (un) "^stituted 
<un) substituted aryl h ^ * lky1 ' 1 " absent . °. S, NH etc , m 

Phamaceuticany acc^ie^ 1 : h «"ocycloa lk ylj , and their' ' tC " " " 
modulators for ^e tre^Sent " r ^i" \£EF?J? di8Cl0Sed « channel 
prepared via condensation of a ii re , lated diseases. Thus, e.g., u „» fl 
tert-bu tyl ester ^^zlV^T^^T^^ "^"".S 
deprotection and acylation with 5 ! ,u eadne followed by 

co mpds . of the inv2ti«» ivliS"^; 4 2^ l--1 - prep<molc aci «< select 

activity, e.g., the „ V J V ^ U J Q « \ f h ° e \^ r Na V channel inhibition 
found to range from 5 to 20 m transporter modulators was 

^tlr 17 ;^ "56,5-Ol-SP 33S845- 12-3P 



RN 935845-01-5 CAPLUS 

01 



935B45-12-8 CAPLUS 

1-Propanone, 2- ( 1H- indol-l-yl) -1- (3- (1-pyrrolidinylsulfonyl) -1- 
pyrrolidinyll- (CA INDEX NAME) 



THERE ARE 1 CITED REFERENCES AVAILABLE FOR THIS RECORD 
ALL CITATIONS AVAILABLE IN THE RE FORMAT 
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Preparation of fused pyrrole derivatives as GR modulators 

Sonej^oshihikO; Sawaki, Rieko,- Nakajima, Tomoko 

D4><fippon Sumitomo Pharma Co., Ltd., Japan 

PCT Int. Appl. , 4 03pp. 
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R9 

R»J_-R10 

*Rl I 

o 

HO , H — 
F3C^ I 



Title compds. I [Rl - H, (un) substituted alkyl, (un) substituted alkenyl, etc.; 
R2 - H, halo, carboxyl, etc.; -W4 :W5-W6 : W7- - - CR4 : CR5 - CR6 : CR7 - , -N:CR5- 
CR6:CR7-, -CR4 : N-CR6 : CR7 • , etc.; R4 ■ R7 - - E- A; E - single bond, -O- . -CO-, 
etc.; when E is a single bond, A is H, halo, cyano, etc.; when E is -O-, -co-, 
etc., A is H, (un) substituted alkyl, (un) substituted cycloalkyl, etc.; RB - - 
OR11, -SRU. -N(R11)R12; Rll, R12 - H, (un) substituted alkyl; R9 - alkyl 
substituted with halo, cycloalkyl substituted with halo; Rio - - (C(R13) R14] n- 
R15; R13, R14 ■ H, alkyl, halo; R13 and R14 may combine to form a oxo group; 
or R13 and R14, together with the carbon atom to which they are attached, form 
a cycloalkane (one or two -CH2- in cycloalkane may be replaced with -NH-, -S-, 
-S(:0)-, etc.); n - 0-10; R15 - hydroxy, (un) substituted alkyl, 
(un) substituted alkenyl, etc.), prodrugs or pharmaceutical ly acceptable salts 
were prepared For example, reaction of l- (l-benzyl-6-nitro- 1H- indol- 3-yl) - 
2,2,2- trif luoroethanone, e.g., prepared from 6-nitroindole in 2 steps, with 
trimethylphosphonium, iodide followed by treatment with piperidine afforded 
compound II. In glucocorticoid receptor (GR) binding assays, compound II 
exhibited the inhibitory activity of 92* at 100 nM. Compds. I are claimed 
useful for the treatment of inflammation and diabetes. 
ii?4Z:;4- 7-1 -5P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(preparation of fused pyrrole derivs. as GR modulators for treatment of 
inflammation and diabetes) 
934224-74-5 CAPLUS 

lH-lndole-3-acetic acid, a-hydroxy-6- (4 -morpholinylsulfonyl) - l- 
(phenylmethyl) -a- (trif luoromethyl) - , ethyl ester (CA INDEX NAME) 
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The invention relates to compds. of general formulas I, II or related derivs., 
which are androgen receptor modulators. In compds. I, X is O, s, or 
(un) substituted N; G is a bond, C(O) , CIS), or S(0)2; Rl, R2,' and R3 are 
independently selected from H, halo, OH, SH, NH2, Cl-6 alkoxy, Cl-6 
haloalkoxy, Cl-6 alkylthio, Cl-6 alkylamino, (un) subst ituted Cl-4 alkyl, 
(un)substituted Cl-4 haloalkyl, etc.; and R4 and R5 are independently selected 
from H, (un) substituted Cl-6 alkyl, (un) substituted Cl-6 haloalkyl, 
(un) substituted Cl-6 heteroalkyl, etc.; including pharmaceutically acceptable 
salts and prodrugs thereof. In compds. II, G is aB defined previously; R6 and 
R7 are independently selected from halo, cyano, nitro, Cl-4 alkyl, ci-4 
haloalkyl, Cl-4 heteroalkyl, and Cl-4 he tero haloalkyl ; R8 and R9 are 
independently selected from H, halo, OH, SH, NH2, Cl-6 alkoxy, Cl-6 
haloalkoxy, Cl-6 alkylthio, Cl-6 alkylamino, (un) substituted Cl-4 alkyl, 
(un) substituted Cl-4 haloalkyl, (un) substituted Cl-4 heteroalkyl, etc.; and 
R10 and Rll are independently selected from H, (un) substituted Cl-6 alkyl, 
(un) substituted Cl-6 haloalkyl, (un) substituted Cl-6 heteroalkyl, etc.; 
including pharmaceutically acceptable salts and prodrugs thereof. The 
invention also relates to the preparation of the compds. of the invention, 
pharmaceutical compns. comprising a compound of the invention and a 
pharmaceutically acceptable carrier, as well as to the use of the compns. for 
the treatment or prevention of conditions that respond to androgen receptor 
modulation, such as acne, male-pattern baldness, infertility, and impotence. 
Substitution of Me 10-bromodecanoate with 4 -ni tro-3- trif luoromethylaniline 
gave ami node canoate III. Some compds. of the invention are agonists of 
androgen receptors, but other compds. are antagonists of androgen receptors 
(no data) . 

918S94-S6- VP, l- [8-Oxo-B- 14- (piperidine- 1 - sulfonyl ) piperaz in- l - 
ylloctyll - 2- phenyl -9- trif luoromethyl -3,6 -dihydropyrrolo [3, 2- f Iquinol in-7- 
one 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use) ; biol (Biological study) ; PREP (Preparation) ,• uses 
(Uses) 

(drug candidate; preparation of quinolinones, chromenones, 
benzothiopyranones, and anilines for use as androgen receptor 
modulators) 
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7H-Pyrrolo[3,2-f ) quinolin-7-one, 3 , 6-dihydro- 1- [B-oxo-8- (4- (1- 
piperidinylsulfonyl) -1-piperazinyl] octyl] -2-phenyl-9- (trif luoromethyl) - 
(CA INDEX NAME) 
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■4P 91«4 9S-(m--SP 
-7? ;'»1»4*5- -10-0? 
-2P °19435-13-SP 
-5? 9184 35- 16-cP 
-8T> i>lS4?S-19-9F 
9184SS-22-4P 



Title compda. I [wherein Rl - halo, CN, N02, etc.; R2 - H, (un) substituted 
alkyl, alkoxy, etc.; R3 - (un) substituted alkyl, (hetero) aryl , cycloalkyl, 
etc.; R2 and R3 may link together to form ring; R4 « COOH, eater or amido; R5 
- H or Rl] and their pharmaceutical^ acceptable salts were prepared as non- 
nucleoside HIV reverse transcriptase inhibitors. For instance, sulfonylation 
of pyrrolidine with Et S-bromo-3- (chlorosulf onyl) -1- (phenylsulf onyl) -1H- 
indole-2-carboxylate followed by amidation/deprotection with NH3 in methanol 
gave II. This product showed inhibition against HIV reverse transcriptase 
both in vitro and in vivo with IC50 values of lesa than 20 uM, It also showed 
inhibition of HIV replication with IC95 < l uM, and exhibited no cytotoxicity 
at its IC95 concentration Therefore, I and their pharmaceutical compns. are 
useful in the inhibition of HIV reverse transcriptase, the prophylaxis and 
treatment of infection by HIV and in the prophylaxis, delay in the onset, and 
treatment of AIDS. 
S18194-«5-3p 

RL : ADV (Adverse effect, including toxicity) ; PAC (Pharmacological 
activity) ; RCT (Reactant) ; SPN (Synthetic preparation) ,■ THU (Therapeutic 
use); BIOL (Biological study); PREP (Preparation); RACT (Reactant or 
reagent); USES (Uses) 

(drug candidate,- preparation of indolesulfonamides as non-nucleoside HIV 
reverse transcriptase inhibitors for treatment of HIV infection and 
AIDS) 

918494-66-3 CAPLUS 

lH-Indole-2-carboxamide, 5-bromo-3- (l-pyrrolidinylsulf onyl) - (CA INDEX 
NAME) 
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91 94 95- 23 -5P 

RL: ADV (Adverse effect, including toxicity); PAC (Pharmacological 
activity) SPN (Synthetic preparation) t THU (Therapeutic use) ; BIOL 
(Biological study); PREP (Preparation); USES (Uses) 

(drug candidate; preparation of indolesulf onamides as non-nucleoside HIV 
reverse transcriptase inhibitors for treatment of HIV infection and 
AIDS) 

661467-97-4 CAPLUS 

1H- Indole -2- carboxamide, 5-chloro-3 - (1-piperidinylsulfonyl) - (CA INDEX 
NAME) 




RN 661467-88-5 CAPLUS 

CN 1H- Indole- 2- carboxamide, 5-chloro-3- ( l-pyrrolidinylsulf onyl) - (CA INDEX 
NAME) 




661467-90-9 CAPLUS 

lH-Indole-2-carboxamide, 3- (1-azetidinylsulfonyl) -S-chloro- (CA INDEX 
NAME) 
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RN 918494-67-4 CAPLUS 

CN lH-Indole-2-carboxamide, 5-bromo-3 - (l-piperidinylsulfonyl) - (CA INDEX 
NAME) 



RN 918494-75-4 CAPLUS 

CN lH-Indole-2-carboxamide, s-bromo-3- [ (3-methoxy-l-piperidinyl) sulfonyl] - 
(CA INDEX NAME) 




RN 918494-68-5 CAPLUS J. 

CN lH-lndole-2-carboxamide, 5-bromo-3- [ [ (2S) -2- (methoxymethyl) -1- 

pyrrolidinyl) sulfonyl) - (CA INDEX NAME) 

Absolute stereochemistry. ' . s 



RN 918494-76-5 CAPLUS 

CN 1H- Indole -2- carboxamide, S-bromo-3- ( (3 , 3 -difluoro- 1-piperidinyl ) sulfonyl) - 
(CA INDEX NAME) 



RN 918494-73-2 CAPLUS ; 

CN lH-lndole-2-carboxamide, 5-bromo-3- [ [ <2S) -2- (trif luoromethyl) -l- 

pyrrol idinyl J sulfonyl) - (CA INDEX NAME) 

Absolute stereochemistry, 



P 



RN 918494-77-6 CAPLUS 

CN 1H- Indole -2- carboxamide, 5-bromo-3- I (3-f luoro-l- pyrrol idinyl) sulfonyl] - 
(CA INDEX NAME) 
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cn lH-indole-2-carboxylic acid 5 . hr ™. n , „ 
ester (ca index name) brcwo-3- 
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CN lH-Indole-2-carboxamide, 5-bromo-3- ( <4,4-difluoro-l-piperidinyl) Bulfonyl] - 
<CA INDEX NAME) 



9- 
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CN 1H- Indole -2 -carboxamide, 5-bromo-3- I (4- f luoro- 1 -piper id inyl) sul f ony 1] - 
(CA INDEX NAME) 



RN 918495-01-9 CAPLUS 

CN lH-lndole-2-carboxamide, 5-chloro-3- J <4-f luoro- i-piperidinyl) sulfonylj - 
(CA INDEX NAME) 



RN 918495-02-0 CAPLUS 

CN 1H- Indole -2- carboxamide, 5-bromo-3- (1 -pyrrolidinylaulfonyl ) -N- (2- 
thiazolylmethyl) - (CA INDEX NAME) 
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CN lH-lndole-2-carboxamide, 5-bromo-N- [ <2-chloro-6- f luorophenyl) methyl! -3 
pyrrolidinylsulfonyl)- (CA INDEX NAME) 
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CN 1H- Indole -2-carboxamide, 5-bromo-N- (2- (1H- imidazol- 5-yl) ethyl] -3- (1- 
pyrrolidinylsulfonyl) - (CA INDEX NAME) 
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1H- Indole -2 -carboxamide, S-bromo-N- ( 3 -pyr idinylmethyl ) - 
pyrrolidinylsulfonyl)- (CA INDEX NAME) 
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1H- Indole -2- carboxamide, S-bromo-N- I [2- (dif luoromethoxy) phenyl] methyl) 
(l-pyrrolidinylsulfonyl)- (CA INDEX NAME) 
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pyrrolidinylsulfonyl) - 



5-bromo-N- ({2-hydroxyphenyl)methyl] -3- (1- 
(CA INDEX NAME) 
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- HH — CH-) LL 
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IH- Indole- 2 -carboxamide, 5-bromo-N- (2-pyridinylmethyl) -3- (1- 
pyrrolidinylsulfonyl) - (CA INDEX NAME) 



NH-CH 2 ^X^ 
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RN 918495-07-S CAPLUS 

CN 1H- Indole -2-carboxamide, 5-bromo-N- [3- ( 1H- imidazol- 1 -yl) propyl] -3- (1- 
pyrrolidinylsulfonyl) - (CA INDEX NAME) 



RN 918495-10-0 CAPLUS 

CN 1H- Indole- 2-carboxamide, N- [ (4- (aminosulfonyl) phenyl) methyl] -5-bromo-3 
pyrrolidinylsulfonyl)- (CA INDEX NAME) 
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RN 918495-11-1 CAPLUS 

CN lH-lndole-2-carboxamide, 5-brotno-N- <2-methoxyethyl> -3- (l- 
pyrrol idinylsulfonyl) - {CA INDEX NAME) 



fL^-NH-CH 2 - CH 2 -0He 
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CN lH-indole-2-carboxamide, 5-bromo-3- (l -pyrrol idinylsulfonyl) -N- (4- 
thiazolylmethyl) - (CA INDEX NAME) 
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CN 1H- indole -2 -carboxamide, 5-bromo-N- (3-isoxazolylmethyl) -3- (i- 
pyrrol idinylsulfonyl)- (CA INDEX NAME) 



RN 918495-14-4 CAPLUS 

CN lH-Indole-2- carboxamide, 5-bromo-N- UH-pyrazol-3-ylmethyl) -3- (l- 
pyrrolidinylsulfonyl)- (CA INDEX NAME) 



_ QrSr^- ,, - g "-0" 



RN 918495-15-5 CAPLUS 

CN 1H- Indole- 2-carboxamide, 5-bromo-N- [ (l-methy 1-3- pyrrol idinyDmethyl) -3- (l- 
pyrrolidinylsulfonyl)- (CA INDEX NAME) 



IT ip' LwH - CH2 ^>-M C 

6 




RN 9184 95-16-6 CAPLUS 

CN 1H- Indole- 2-carboxamide, S-bromo-N- (4-oxazolylmethyl) -3- (l- 
pyrrolidinylaulfonyU- (CA INDEX NAME) 
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RN 918495-17-7 CAPLUS 

CN ih- Indole -2-carboxamide, 5-bromo-N- [ {5-phenyl- 1H- imidazol-2-yl)methyll -3- 
(l-pyrrolidinylsulfonyl) - (CA INDEX NAME) 
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RN 918495-20-2 CAPLUS 

CN 1H- indole- 2 -carboxamide, 5-bromo-3- U-pyrrolidinylsulfonyl) -N- (5- 
thiazolylmethyl)- (CA INDEX NAME) 
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CN 1H- Indole- 2 -carboxamide, 5-bromo-N- (3H- imidazo [4 , 5-blpyridin-2-ylmethyl) -3- 
( l -pyrrol idinylsulfonyl ) - (CA INDEX NAME) 



RN 9184 95-19-9 CAPLUS 

CN lH-Indole-2-carboxamide, S-bromo-N- {4-pyridinylmethyD -3 - (1- 
pyrrol idinylsulfonyl) - (ca INDEX NAME) 



RN 9184 95-21-3 CAPLUS 

CN IH- Indole- 2-carboxamide, S-ethenyl-3- (1-pyrrolidinylsulf onyl) - (CA INDEX 



C— NH2 



6 



RN 918495-22-4 CAPLUS 

CN 1H- Indole -2- carboxamide, 3- (l-pyrrolidinylsulfonyl ) -5- (5-quinolinyl) - (ca 

INDEX NAME) 
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RN 918495-23-5 CAPLUS 

CN 1H- Indole- 2 -carboxamide, 5-cyano-3 - (l -pyrrol idinylsulfonyl) - (CA INDEX 



6 



9i<!4 35-24 -€? &164S5-25-7P 9I0495-26-9P 



n 4 i' r- - 



-9P 



9184*5- 



9 i >.' ■! 9Ji - so - 4 f» v i « i 9S - 

f>l«4'J , i-;»;«-7P 3164*5-34 -»P 3i84:V5-35-*r- 
91S4SS-J--1P i>l«4«S- ifj>~ei' 

RL : ADV (Adverse effect, including toxicity); PAC (Pharmacological 

activity); SPN (Synthetic preparation); THU (Therapeutic use); BIOL 

(Biological study); PREP (Preparation); USES (Uses) 

(preparation of indolesulf onamides as non-nucleoaide HIV reverse 
transcriptase inhibitors for treatment of HIV infection and AIDS) 

918495-24-6 CAPLUS 

1H- Indole -2 -carboxainide, 5-bromo-N- [2- <1H- iraidazol- 5-yl) ethyl) -3- (l- 
. pyrrol id inyl'su If onyl) - , 2, 2, 2-trif luoroacetate (1:1) (CA INDEX NAME) 

CM 1 



CRN 91B49S-04-2 

CMF C18 H20 Br N5 03 S 



c= k= o 

6 



CRN 76-05-1 
CMF C2 H F3 02 



F- C-O 



918495-25-7 CAPLUS 

1H- Indole- 2 -carboxamide, 5-bromo-N- (3 -pyridinylmethyl) -3- (1- 
pyrrolidinylsulfonyl) -, 2 . 2, 2-trif luoroacetate (1:1) (CA INDEX NAME) 



CRN 918495-05-3 

CMF C19 H19 Br N4 03 S 



6 



CRN 76-05-1 
CMF C2 H F3 02 



P- C-CO2H 



918495-26-8 CAPLUS 

1H- Indole- 2 -carboxamide, 5-bromo-N- [3- (lH-imidazol-l-yl) propyl! -3- (1- 
pyrrolidinylsulfonyl) - , 2, 2 , 2-trif luoroacetate (1:1) (CA INDEX NAME) 



CRN 918495-07-5 

CMF C19 H22 Br N5 03 S 



-o 



CRN 76-05- 1 
CMF C2 H F3 02 



P- C- CO2H 



918495-27-9 CAPLUS 

lH-lndole-2-carboxamide, 5-bromo-N- (2-pyridinylmethyl) -3- (1- 
pyrrolidinylsulfonyl) - , 2 , 2 , 2- trif luoroacetate (1:1) (CA INDEX NAME) 
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CRN 76-05-1 
CMF C2 H F3 02 



P- k- COjH 



RN 9184 95-28-0 CAPLUS 

CN lH-Indole-2-carboxamide, s-bromo-3- (l-pyrrolidinylsulfonyl) -N- (4- 
thiazolylmethyl)- , 2, 2, 2-trif luoroacetate (1:1) (CA INDEX NAME) 



CRN 918495-12-2 

CMF C17 H17 Br N4 03 S2 



CRN 91B495-09-7 

CMF CI 9 HI 9 Br N4 03 S 



CRN 76-05-1 
CMF C2 H F3' 02 



- t-COjH 



918495-29-1 CAP L US 

1H- Indole- 2 -carboxamide, 5-bromo-N- (3 - isoxazolylmethyl) -3- (1- 
pyrrolidinylsulfonyl) - , 2, 2, 2-trif luoroacetate (lil) (ca INDEX NAME) 



'A- NH-CK] H 



CRN 918495-13-3 

CMP C17 H17 Br N4 04 S 



CRN 76-05-1 
CMF C2 H F3 02 



C02H 



RN 918495-31-5 CAPLUS 

CN 1H- Indole- 2 -carboxamide. 5-bromo-N- [ (l-methyl- 3- pyrrolidinyl) methyl] -3- (l- 
pyrrolidinylsulfonyl)-, 2, 2 , 2-trif luoroacetate (1:1) (CA INDEX NAME) 



CRN 76-05-1 
CMF C2 H F3 02 



CRN 918495-15-5 

CMF C19 H25 Br N4 03 S 



-t-COjH 



918495-30-4 CAPLUS 

lH-lndole-2-carboxamide, 5-bromo-N- (lH-pyrazol-3-ylmethyl) -3- (l- 
pyrrolidinylaulfonyl) -, 2, 2 , 2-trif luoroacetate Usl) (CA index name) 



c-HH-CHj— £^*^ Mi 
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CRN 918495-14-4 

CMF C17 HI 8 Br N5 03 S 



CRN 76-05-1 
CMF C2 H F3 02 



10523285 
J»— C-C02H 



918495-32-6 CAPLUS 

lK-Indole-2-carboxamide, 5-bromo-N- (4-oxazolylmethyl) -3- ( 1 - 
pyrrolidinylaulfonyl) -, 2 , 2 , 2-trif luoroacetate (1:1) (CA INDEX NAME) 
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CRN 919495-16-6 

CMF C17 H17 Br N4 04 S 



CRN 76-0S-1 
CMP C2 H P3 02 



6 



-b-COjH 



RN 918495-34-8 CAPLUS 

CN 1H- Indole -2- carboxamide, 5-bromo-N- (3H- imidazo [4 ( 5-b] pyridin-2-ylmethyl) -3- 
(l-pyrrolidinylsulfonyl) - , 2, 2, 2-trif luoroacetate (1:7) (CA INDEX NAME) 



CRN 76-05-1 
CMF C2 H F3 02 



CRN 918495-1B-8 

CMF C20 H19 Br N6 03 S 



RN 918495-33-7 CAPLUS 

CN 1H- Indole -2- carboxamide, 5-bromo-N- [ (5-phenyl- 1H- imida20l-2-yl)methyl] -3- 
1 (l-pyrrolidinylsulfonyl) - , 2, 2, 2-trif luoroacetate (1:1) (CA INDEX NAME) 



Q 



CRN 918495-17-7 

CMF C23 H22 Br N5 03 S 



CRN 76-05-1 
CMF C2 H F3 02 



! 



37of362 



RN 91849S-3S-9 CAPLU3 

CN 1H- Indole-2-carboxamide, 5-bromo-N- (4 -pyridinylmethyl) -3- (1- 

pyrrolidinylsulfonyl) -, 2, 2 , 2- trif luoroacetate (1:1) <CA INDEX NAME) 



CRN 91B49S-19-9 

CMF CI 9 HI 9 Br N4 03 S 



CRN 76-05-1 
CMF C2 H F3 02 



P- ^- O 



RN 918495-37-1 CAPLUS 

CN iH-Indole-2-carboxamide, s-bromo-3- (l-pyrrolidinylsulfonyl) -N- (5- 
thiazolylmethyl) - , 2 , 2, 2-trif luoroacetate (1:1) (CA INDEX NAME) 



CRN 918495-20-2 

CMF C17 H17 Br N4 03 32 



CRN 76-05-1 
CMF C2 H F3 02 



RN 918495-40-6 CAPLUS 

CN 1H- Indole- 2- carboxamide, 3- (l-pyrrolidinylsulfonyl) -5- (5-quinolinyl) - 
2,2,2-trifluoroacetate (itl) (CA INDEX NAME) 



CRN 918495-22-4 
CMF C22 H20 N4 03 S 




CRN 76-05-1 
CMF C2 H F3 02 
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P- c-c 



&lfll42-3&-SP &1.64S>4-39-?P 

RL : RCT (Reactant) > SPN (Synthetic preparation); PREP (Preparation); RACT 

(Reactant or reagent) 

(preparation of indolesulf onamides as non-nucleoside HIV reverse 
transcriptase inhibitors for treatment of HIV infection and AIDS) 

918142-85-5 CAPLUS 

lH-Indole-2-carboxylic acid, 5-bromo-3- (l-pyrrolidinylsulfonyl) - , ethyl 
ester (CA index name) 
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RN 918494-39-0 CAPLUS 

CN lH-lndole-2-carboxylic acid, 5-bromo-3- (l-pyrrolidinylsulfonyl) - (CA 

INDEX NAME) 



^AlTOtoN3W ERfc7A | OP^B0^CAgLU3»COP,YR IOHT»2 0 ( 
m/ 2007:13 522 CAPLUS Full - texX^^*** 



Q,7mACS, 



146:121816 

TI Preparation of sulfonylindoles as non-nucleoside HIV reverse transcriptase 

inhibitors for the treatment of HIV infection and AIDS 
IN LiflUaJLey-r-^iaiy' w. ; blister, William H . ; wolkenberg, Scott E. 
PA (""Merck '& T "~ , UT 

SO V III I. Nil mull. . 8bpp. , which 

CODEN: PIXXD2 

dt Patent 

LA English ✓ 
FAN.CNT 1 | X 

PATENT NO. KIND DATE APPL^TION NO. DATE 



O^^R2 



Title compds. I (wherein Rl - halo, CN, N02, etc.; R2 - (un) substituted alkyl, 
haloalkyl, (hetero)aryl , etc.; R3 - H or alkyl; R4 - H, (un) substituted alkyl, 
(hetero)aryl, etc.; R5 - H or Rl, with limitations] and their pharmaceutical^ 
acceptable salts were prepared aa non-nucleoside HIV reverse transcriptase 
inhibitors. For instance, successive substitution of 2,5-dichloro-3- 
(phenylsuifonyl) - 1H- indole with hydrazine, treatment with Raney Ni, and 
acylation with cyclopropanecarbonyl chloride gave amide II. This product 
showed inhibition against HIV reverse transcriptase both in vitro and in vivo 
with IC50 values of less than 20 um. It also showed inhibition of HIV 
replication with IC95 < l uM, and exhibited no cytotoxicity at its IC95 
concentration Therefore, I and their pharmaceutical compns . are useful in the 
inhibition of HIV reverse transcriptase, the prophylaxis and treatment of 
infection by HIV and in the prophylaxis, delay in the onset, and treatment of 
AIDS. 

i,-H!!4i>*S-5P si 84 94 -33- Or 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation of sulfonylindoles as non-nucleoside Hiv reverse transcriptase 

inhibitors for treatment of HIV infection and AIDS) 
918142-85-5 CAPLUS 

lH-lndole-2-carboxylic acid, 5-bromo-3- (l-pyrrolidinylsulfonyl) - , ethyl 
ester (CA INDEX NAME) 



PI HO 2007002481 A2 20070104 WO 2006-US24611 



20060623 



10523285 
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RN 918494-39-0 CAPLUS 

CN 1H- Indole- 2 -carboxy lie acid, S-bromo-3- (l-pyrrolidinylsulfonyl) - (CA 
INDEX NAME) 




IN 



_iNSWER 8 „OF-BO CAPLUS — COPYRIGHT. 2 0 0 7_ ACS_ on . STNj/ 
2007:11081 CAPLUS Pull -text 
146:100697 

Preparation of indole derivatives as non-nucleoside reverse transcriptase 
inhibitors 

Wolkenberg, Scott E.; Lindsley, Craig w. ; Zhao, Zhijian,- Williams, Theresa 
M. 



PA vMtTrck & t*o. , mc . , UsV 

so SfW-lilL". App"!., JjpiM.j'which 

CODEN: PIXXD2 
DT Patent 
LA English 
FAN.CNT 1 

PATENT NO. KIND DATE 



.i oJ^^oiTno. 



PI 



NO 2007002458 



A2 
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2005-694735P 
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20050J 



WO 2006-US24569 



0, NZ, OM, PG, PH, PL, 



20060623 

BY, BZ, CA, CH, 

ES, n, GB, GD, 

KG, KM, KN, KP, 

MD, MG, MK, MN, 

pt; RO, RS, RU, 

TT, TZ, UA, UG, 

GB, GR, HU, IE, 

SK, TR, BF, BJ, 

TD, TO, BW, GH, 

ZW, AM, AZ, BY, 



US 2005-707283P 
MAR PAT 146:100697 



20^811 



The title compds. with general formula I [ wherein Ri » halo, CN, N02, OH, 
etc.; R2 - (un) substituted Cl-6 alkyl, Cl-6 haloalkyl, etc.; R3 - 
(un) substituted heteroaryl; R4 - H, Cl-6 alkyl, C(-0)Cl-6 alkyl, etc.; and R5 
■ H, halo, CN, N02, OH, etc. J or pharmaceutical^ acceptable salts thereof are 
prepared as HIV reverse transcriptase inhibitors for the treatment or 
prophylaxis of AIDS. For example, compound II was prepared in a multi-step 
synthesis from pyrrolidine, Et 5-bromo-3- (chlorosulfonyl) - 1- (phenylsulfonyl) - 
1H- indole- 2-carboxylate, and pyrualdehyde. II exhibited inhibitory activities 
with icso value of < l |iM in HIV reverse transcriptase inhibition assay, and 
IC95 value of < 1 um in HIV replication inhibition assay. Formulations 
containing I as an active ingredient were alBO described. 
919142-85-5P 91S142-87-7P vl 8142-93- 3P 

RL: RCT { React ant ) SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

{preparation of indole derive, as non-nucleoside reverse transcriptase 

inhibitors) 
918142-85-5 CAPLUS 

1H- Indole- 2- carboxy lie acid, 5-bromo-3- ( l-pyrrolidinylsulfonyl) - , ethyl 
ester (CA INDEX NAME) 




RN 918142-87-7 CAPLUS 

CN lH-lndole-2-methanol, 5-bromo-3- (l-pyrrolidinylsulfonyl) - (ca INDEX NAME) 



ft CH2-OH 



RN 918142-89-9 CAPLUS 

CN 1H- Indole -2 -carboxaldehyde, 5-bromo-3- (l-pyrrolidinylsulfonyl) - (CA INDEX 
NAME) 




ISWER_9_O F 80 ^ CAPLUS C OPYRIGHT 2007 A CS On_STO^ 
2006:1338419 CAPLUS Full : text 
146:81759 

Preparation of pyrrolidine sulfonamide derivatives as modulators of 
11 -p hydroxysteroid dehydrogenase type l 

Cheng, uengmiao; Dress, Klaus Ruprecht; Huang, Buwen; Kupchinsky, Stanley 
Willia/f; Le, Phuong Thi Quy; Smith, Christopher Ronald; Wang, Yong; Yang, 
Yi l/ 

pfiJ/r inc.. USA 

PCT Int. Appl. , 94pp. 
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AB Title compds. represented by the formula I [wherein Rl - (un) substituted 
pyridinyl, benzothien-2-yl or thieno 13 , 2-bJ pyridin-2-yl; R2, R3 - 
independently H, OH, alkoxy, etc.; R4 • H, OH, halo, etc.; and 
pharmaceutical^ acceptable salts or solvates thereof] were prepared as 11- 
beta hydroxysteroid dehydrogenase type l (uPhsdd inhibitors. For example, II 
was provided in a multi-step synthesis starting from 4-bromo-2- 
f luorobenzenesulfonyl chloride. The prepared title compds. were tested for 
inhibitory activity against liPHSDl. Thus, I and their pharmaceutical compns. 
are useful for the treatment of lipHSDi associated diseases or disorders, such 
as type 2 diabetes. 

IT &17358-13-5P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation) ; • RACT 
(Reactant or reagent) 

(preparation of pyrrolidine sulfonamide derive, as modulators of 11 -beta 
hydroxysteroid dehydrogenase type 1) 
RN 917358-13-5 CAPLUS 

CN 1H- Indole - 1-carboxylic acid, 5-chloro-2- [ ( (3R) -3- (dimethylamino) -1 - 
pyrrolidinyl] sulfonyl] - , l, l-dimethylethyl ester (CA INDEX NAME) 

Absolute stereochemistry. 
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Archives of Pharmacal Research (2|g/J, 29(9), 721-727 
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AB X- (Arylsulfonyl) -4-vinylimidazolidinones, e.g., I, and N- (4 -vinyl -4 , 5 - LA Japanese • 

dihydrooxasol - 2 -yl ) ary lsolf onamidea , e.g., II, were prepared by FAN.CNT 1 

hecerocyclization of 2-phenoxycarbonylaminobut-3-enyl p-toluenesulf onate PATENT NO. KIND DATE APPLICATION NO. DATE 
(III), which was prepared from serine Me ester hydrochloride in seven steps, - - - 



with arylsulfonamides in approx. equal ratio and their cytotoxicities were 
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RN 921766-39-4 CAPLUS 

CN lH-Indole-l-carboxylic acid, 5- ( (4-ethenyl-2-oxo- 1- 

imidazolidinyDsulfonylJ -2 , 3-dihydro- , 2, 2,2-trichloroethyl ester (CA 
INDEX NAME) 
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TI Preparation of nitrogen-containing heterocyclic compounds as antitumor 
agents 

IN Murakata, Chikara; Amishiro, Nobuyoshi; Atsumi, Toshiyuki; Yamashita, 
Yoshinori; Takahashi, Takeshi; Nakai, Ryuichiro; Tagaya, Hisashi; 
Takahash^n Hiroko; Funahashi, Jun; Yamamoto, Junichiro; Fukuda, Yuichi 

PA Kyoilvlfakko Kogyo Co., Ltd., Japan 

SO Pa int. Appl., 531pp. 
CODEN: PIXXD3 

DT Patent 



AB Nitrogen-containing heterocyclic compds. such as 7- (indol-2-yl) isoindolinone 
and 4- (indol-2-yl) -1,2-dihydro-lH-pyrrolo [3,4-c] pyridin-3-one derivs. (I; w - 
N, CH; X - CO, (un) substituted CH; Rl - 0; ql - N , (un)substituted CH; 02 - O, 
S, (un) substituted NH ; R2, R3 rs, R6 ■ H, halo, N02, HO, cyano, co2H, each 
(un) substituted lower alkyl, cycloalkyl, aralkyl, lower alkenyl, lower 
alkynyl, aryl, heterocyclyl , lower alkanoyl, lower alkoxycarbonyl, aroyl, 
heteroaroyl, or HO, S(0)mRlB; m - an integer of 0-2; RIB - H, HO, each 
(un) substituted lower alkoxy, lower alkyl, cycloalkyl, aralkyl, lower alkenyl, 
aryl, heterocyclyl, or NH21 or Pharmacol, acceptable salts thereof are 
prepared These compds. are useful as protein kinase inhibitors, in particular 
fibroblast growth factor receptor (FGFR) inhibitors, Aurora kinase inhibitors, 
and FMS-like tyrosine kinase-3 (FLT-3) inhibitors, and thereby as antitumor 
agents for treatment of hematopoietic tumors, in particular leukemia, multiple 
myeloma, and lymphoma. Thus, reductive alkylation of 1- (2- 
hydroxyethyl) piperazine with 4-chloro-7- (l- (tert-butoxycarbonyl) -5- 
formylindol-2-yl) isoindolinone using sodium triacetoxyborohydride in a mixture 
of AcOH and MeCN followed by treatment with HCl/EtOAc gave 4-chloro-T- (1H-5- 
[4- (2-hydroxyethyl) piperazin- l-ylmethylj indol-2- yl) isoindolinone 
dihydrochloride (II) . II at 10 um inhibited 250% human PGFR3 expressed in 
insect cells, human multiple myeloma KMS-ll cells, and human stomach cancer 
cells KATO-III. 

IT S19146-74-4P, (1- (tert-Butoxycarbonyl) -5- [ (4-methylpiperazin-l- 
yl) sulfonyl] indol-2-yl] boronic acid 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(intermediate; preparation of nitrogen-containing heterocyclic compds. as 
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protein kinase inhibitors and antitumor agents) 
RN . 519148-74-4 CAPLUS 

CN 1H- Indole- 1 -carboxylic acid, 2 - borono- 5 - [ < 4 -methy 1 - 1 - piperaziny 1 ) sul f onyl ) - 
, 1- (1,1-dimethylethyl) ester (9C1) (CA INDEX NAME) 



OH 
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913.5 88- 84 -3 V, 3 -Amino- 4 -phenyl - 6 - [1- ( tert- butoxycarbonyl ) - 5 - ( (4- 
methylpiperazin-l-yl) sulfonyl] indol-2-yl] phthalimide Sl.5388-r.7-ip 
. 3-Amino-4- (4- (hydroxymethyl) phenyl ] -6- [1- (tert-butoxycarbonyl) -5- ( (4- 
methylpiperazin-l-yl) sulfonyl] indol-2-yl] phthalimide 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(preparation of nitrogen-containing heterocyclic compds. as protein kinase 
inhibitors and antitumor agents) 
913389-84-8 CAPLUS 

1H- Indole -1 -carboxylic acid, 2- (7-amino-2 , 3-dihydro- 1, 3 -dioxo- 6 -phenyl- 1H- 
isoindol-4-yl) -5- ( (4 -methy 1 - 1 -piperazinyl ) sul f onyl] - , 1, 1-dimethylethyl 
ester (CA INDEX NAME) 




9133 88-87-1 CAPLUS 

lH-lndole-l -carboxylic acid, 2- (7-amino-2, 3-dihydro-6- [4 - 
(hydroxymethyl) phenyl ] - 1 , 3-dioxo-lH- isoindol -4 -yl] - 5- { (4 -methyl- 1- 
piperazinyl ) sulfonyl] -, 1,1-dimethylethyl ester (CA INDEX NAME) 
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TI Arylsul f onylpiperazines and related compounds as hydroxysteroid 

dehydrogenase inhibitors and their preparation and pharmaceutical 
compositions 

IN Aertge^rts, Kathleen; Brennan, Nancy, ■ K, ; Cao, Sheldon, X.; Chang, Edcon,- 

Kirv*nov, Andre, A.; Liu, Yan 
PA {arffeda San Diego, Inc., USA 
SO PCT Int. Appl., 199pp. 
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Compds. of formula I, pharmaceutical compns., kits and methods are provided 
for use with hydroxy steroid dehydrogenases that comprise a compound selected 
from the group consisting of: formula I. Compds. of formula I wherein A and B 
are independently CH2, CH2CH2, and CH2CH2CH2 / n is an integer 0 - 10; X ie NH 
and derivs., and CR4R5 ; Y is N and CRlO; Rl is (un) substituted C3-12 
(hetero) cycloalkyl, (un) substituted C9-12 (hetero)bicycloalkyl, 
(un) substituted (hetero) aryl, (un) substituted C9-12 bicycloaryl, and 
(un) substituted C4-12 heterobicycloaryl ; R2 is H, N02, CN, s, OH, alkoxy, 
(hetero) aryloxy, carbonyl, amino, etc.,- R4 is halo, N02, CN, S, OH, alkoxy, 
(hetero) aryloxy, carbonyl, amino, etc.; R5 is H, halo, CN, N02, s, oh, alkoxy, 
(hetero) aryloxy, CO, amino, etc.; RIO N02, CN, S, OH, alkoxy, (hetero) aryloxy , 
CO, amino, etc.; are claimed. Example compound II was prepared by 
sulfonylation of 1-phenylpiperazine with 3-methoxybenzenesulfonyl chloride. 
All the invention compda. were evaluated for their hydroxy steroid 
dehydrogenase inhibitory activity. 
$11643- 55- 6F 

RL: PAC (Pharmacological activity); RCT (Reactant); spn (synthetic 
preparation) ; THU (Therapeutic use) j BIOL (Biological study) ; PREP 
(Preparation); RACT (Reactant or reagent),- USES (Uses) 

(drug candidate and intermediate; preparation of arylsulfonylpiperazines 

related compds. as hydroxy steroid dehydrogenase inhibitors) 
911643-56-6 CAPLUS 

1H- indole, 4-chloro-2,3-dihydro-5- 1(4- (l-methylcyclopropyl> -1- 
piperazinyllsulfonyl) -l- (trif luoroacetyl) - (9CI) (CA INDEX name) 



RN 911643-50-0 CAPLUS 

CN lH-Indole, l-acetyl-5- [ [ (3R) -3- (dimethylamino) -l-pyrrolidinyl J sulf onyl) - 
2,3-dihydro- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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Sulfonyl-substituted bicyclic compounds as modulators of PPAR, and their 
preparation, pharmaceutical compositions and use for treatment of various 
diseases 

Noble, Stewart A.; Oshiro, Guy; Malecha, James H . ; Zhao, Cunxiang; Duron, 
Sergio G.j Lindstrom, Andrew K. ; Shiau, Andrew k. ; Lou, Boliang; Govek, 
Steven P ./'Thomas, David J. 
KalyplyrfT Inc. , USA 

U.S. Pat. Appl. Publ., 72pp., cont. -in-part of U.S. Ser. No. 258,463. 
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RL j PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); prep (Preparation); USES 
(Uses) 

(drug candidate; preparation of arylsulfonylpiperazines and related compds. 
as hydroxysteroid dehydrogenase inhibitors) 
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AB Compds. of formula I that are useful as modulators of peroxisome proliferator 
activated receptors, pharmaceutical compns. comprising the same, and methods 
of treating disease using the same are disclosed. Compds. of formula I wherein 
A is (un) saturated (hetero) hydrocarbon chain forming a 5- to 7-membered ring; 
T is C02H, CONH2, or tetrazole; Gl is (CRlR2)n, 2(CRlR2)n, (CRlR2)nZ, or 
(CRlR2)rZ(CRlR2)sj 2 is O, S, or NH and derive.; r and a are independently 0 
or l; Rl and R2 are independently H, halo, (un) substituted lower 
(hetero)alkyl, (un) substituted lower alkoxy, lower perhaloalkyl, or together 
may form (un) substituted cycloalkyl; X1-X3 are independently H, 
(un) substituted lower alkyl, (un) substituted cycloalkyl, halo, perhaloalkyl, 
OH, (un) substituted lower alkoxy, N02, CN, or NH2 ,- G2 is (un) substituted 
(un) saturated (hetero) cycloalkyl ; G3 is a single bond, double bond, (CR3R4)m, 
CO, or (CR3R4)mCR3-CR4; n and m are independently 0, l or 2; R3 and R4 are 
independently H, (un) substituted lower alkyl (oxy) , lower perhaloalkyl, 
(un) substituted aryl, CN, orN02; G4 is H, (un) substituted (hetero) aryl , 
(un) substituted cyclo (hetero) alkyl, (un) substituted cyclo (hetero) aryl , 
(un) substituted cycloalkenyl, or N-(CRSR6>; R5 and R6 are Independently H. 
(un) substituted alkyl, (un) substituted (hetero) aryl , (un) substituted 
cyclo (hetero)alkyl. or (un) substituted cycloalkenyl; and their 
pharmaceutical ly acceptable salts, esters, or prodrugs thereof are claimed. 
Example compound II was prepared by amidation of 5- (chlorosulfonyl)benzothien- 
3-ylacetic acid with 1- <2-f luoro-4-trif luoromethylphenyl) piperazine. All the 
invention compds. were evaluated for their PPAR-a, ppAR-y, and PPAR-8 binding 
affinity. From the assay, it was determined that example compound II have 
EC50 values c5 uM for PPAR-a, ppAR-y, and PPAR-&. 

IT 388327-05-7? 

RL: RCT (Reactant); SPN (Synthetic preparation) » PREP (Preparation); RACT 
(Reactant or reagent) 

(intermediate; preparation of sulfonyl-substituted bicyclic compds. as PPAR 
receptor modulators useful in treatment of diseases) 
RN 888327-05-7 CAPLUS 

CN 1H- Indole, l-acetyl-2 , 3-dihydro-5- 1(4- |4- {trif luoromethyl) phenyl) - l- 
piperazinyl ) sulf onyl] - (9CI) (CA INDEX NAME) 
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Tl Sulfonyl-substituted bicyclic compounds as modulators of PPAR, and their 
preparation, pharmaceutical compositions and use for treatment of various 
diseases 

IN Noble, Stewart A.; Oshiro, Guy; Malecha, James w.; Zhao, Cunxiang; 
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Andrew; sniau, Andrew; Bayne, Christopher; Kahraman, Mehmet; Lou, Boliang ,- 

Govek, Stnven 
PA Kalysp8fl*, Inc., USA 
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compds. of formula I that are useful as modulators of peroxisome prol iterator 
activated receptors, pharmaceutical compns. comprising the same, and methods 
of treating disease using the same are disclosed, compds. of formula I wherein 
A is (un) saturated (hetero) hydrocarbon chain forming. a 5- to 7-membered ring; 
T is C02H, CONH2, or tetrazole; Gl is (CRlR2)n r Z{CRlR2}n, (CRlR2)nZ, or 
(CR1R2) rz (CR1R2) s; Z is o, s, or kh and derivs.; r and a are independently 0 
or If Rl and R2 are independently H, halo, (un) substituted lower 
(hetero) alkyl. (un) substituted lower aikoxy, lower perhaloalkyl, or together 
may form (un) substituted cycloalkyl; XI - X3 are independently H, 
(un) substituted lower alkyl, (un) substituted cycloalkyl, halo, perhaloalkyl, 
OH, (un) substituted lower aikoxy, N02, CN, or NH2; 02 is (un) substituted 
(un) saturated (hetero) cycloalkyl ; G3 is a single bond, double bond, (CR3R4)m, 
CO, or <CR3R4)mCR3-CR4 ,- n and m are independently o, l or 2; R3 and R3 are 
independently H, (un) substituted lower alkyl(oxy), lower perhaloalkyl, 
(un) substituted aryl, CN, or N02 ,• G4 is H, (un) subst ituted (hetero) aryl , 
(un) substituted cyclo (hetero) alkyl , (un) subst ituted cyclo (hetero)aryl, 
(un) substituted cycloalkenyl, or N.(CR5R6)1 RS and R6 are independently H , 
(un) substituted alkyl, (un) substituted (hetero) aryl , (un) substituted 
cyclo(hetero)alkyl, or (un) subst ituted cycloalkenyl; and their 
pharmaceutical ly acceptable salts, esters, or prodrugs thereof are claimed. 
Example compound II was prepared by amidation of 5- (chlorosulfony 1) benzothien- 
3-ylacetic acid with 1- <2-f luoro-4-trif luoromethylphenyl ) piperazine. All the 
invention compds. were evaluated for their PPAR-a, ppar-y. and PPAR-6 binding 
affinity. From the assay, it was determined that example compound II have 
EC50 values <5 HM for PPAR-m, PPAR-y, and PPAR-S. 

RL; RCT (Reactant)i SPN (Synthetic preparation); PREP (Preparation) ; RACT 
(Reactant or reagent) 

(intermediate; preparation of sulfonyl-substituted bicyclic compds. as PPAR 

receptor modulators useful in treatment of diseases) 
888327-05-7 CAPL03 

lH-Indole, i-acetyl-2.3-dlhydro-5- [ 14- (4- (trifluoromethyl) phenyl! - l- 
piperazinyl) sulfonyl) - (9CI) (CA INDEX NAME). 
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The invention is directed to indole carboxamide derivs. of formula I. Compds. 
of formula I wherein Rl is H, halo or YZ; R2 and R3 are independently H, F or 
Cl; Y is a bond, Cl-6 alkylene, C2-6 alkenylene or C2-6 alkynylene,- Z is 
(un) substituted (hetero)aryl; U is a bond, Cl-6 alkylene or C2-6 alkenylene,- V 
is (un) substituted Ph, (un) substituted 5- or 6-membered heteroaryl, 
(un) substituted 5- to 7-membered heterocycloalkyl , (un) substituted C5-7 
cycloalkyl or (un) substituted C5-7 cycloalkenyl; and their pharmaceutical^ 
acceptable salts, solvates, or polymorphs thereof are claimed in this 
invention. The compds. of the invention are inhibitors of 1KK2 and can be 
useful in the treatment of disorders associated with inappropriate 1KK2 (also 
known as iKKss) activity, such as rheumatoid arthritis, asthma, and copd 
(chronic obstructive pulmonary disease) . Accordingly, the invention is 
further directed to pharmaceutical compns. comprising a compound of the 
invention. The invention is still further directed to methods of inhibiting 
IKK2 activity and treatment of disorders associated therewith using a compound 
of the invention or a pharmaceutical composition comprising a compound of the 
invention. Example compound II was prepared by N-Boc protection of indoline 
followed by acylation with Me chlorof ormate to give Me l-(tert- 
butoxycarbonyl) indoline- 7-carboxylate, which underwent bromination to give 5- 
bromo derivative, which was deprotected; the resulting Me 5-bromoindoline-7- 
carboxylate was dehydrated to give the Me s-bromoindolecarboxylate, which upon 
hydrolysis gave the 5-bromo-7- indolecarboxylic acid, which underwent cross- 
coupling with phenylboronic acid,- the resulting 5 -phenyl indole- 7- carboxy lie 
acid was converted to the corresponding indolecarboxamide , which underwent 
condensation with N-benzyl-4-piperidinone to give 3- (4-benzyl-l, 2,3,6- 
tetrahydropyridin-4-yl) -5-phenylindole-7-carboxamide, which was subjected to 
hydrogenation; the resulting 3- (4-piperidinyl) -5-phenylindole-7- carboxamide 
was sulfonylated with 2- (1, 3-dioxo- 1 , 3-dihydro-2H- isoindol-2- 
yDethanesulfonyl chloride to give 3 - [ 1- (2- (l , 3-dioxo- 1 . 3-dihydro-2H- 
isoindol-2-yl)ethanesulfonyl]piperidin-4-yl] -5-methyl- 1H- indole- 7- 
carboxamide, which was reacted with to give compound II. Addnl. 315 example 
compd9. were prepared by similar methods. All the invention compds. were 
evaluated for their IKK2 kinase inhibitory activity. From the IKK2 assay, it 
was determined that example compound II along with several other compds. have 
plC50 values of 5.0 or greater. In the monocyte assay, most of the tested 
compound showed ICSO values or less than lOuM. 
891380- 80-vP 981380- 81 -OP 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(drug candidate; preparation of indole derivs. as IKK2 inhibitors and for 
treatment of diseases associated with inappropriate IKK2 activity such as 
rheumatoid arthritis, asthma and chronic obstructive pulmonary disease) 

B813B0-80-9 CAPLUS 



CN 1H- Pyrrole- 2 -carboxylic acid, 5- [ [4 - [7- (aminocarbonyl) - 5-phenyl- 1H- indol-3 
yl) -1-piperidinyl) sulfonyl) -1-methyl-, methyl ester (CA INDEX NAME) 



RN B81380-81-0 CAPLUS 

CN 3-Purancarboxylic acid, 5- ( (4- [7- (aminocarbonyl) -5-phenyl-lH-indol-3-yl] -l 
piperidinyl] sulfonyl] -2-methyl- , methyl ester (CA INDEX NAME) 



'c- NH2 0 
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874373-05-4P, 1- Phenylsul f onyl -5- I (4-methylpiperidin-l- 
yl) sulfonylj -lH-indole-2-carboxylic acid 874373-06-6P, 
1-Phenylsulf onyl-5- 1 (3 , 5-dimethylpiper idin- l -yl) sulfonyl] - ih- indole- 2- 
carboxylic acid 674373-07-61? , 5- [ (Azepan-l-yl) sulf onylj - l- 
phenylaulfonyl-lH- indole- 2 -carboxylic acid 074373- 03- TP, 

l-Phenylsulfonyl-3-methyl-5- [ (4-methylpiperidin- i-yl) sulfonylj - IH- indole- 2- 

carboxylic acid 374373- 0&-0P, l-Phenylaulfonyl-5- 1(3,5- 

dimethylpiperidin-l-yDsulfonyl) -3 -ma thyl- lH-indole-2- carboxylic acid 

37A3 73-lo-iV, 5- [ <Azepan- 1-yl) sulfonylj - l-phenylsulf onyl -3 -methyl - 

ih- indole- 2-carboxylic acid 874373- 16-7P, 5-((3,5- 

Dimethylpiperidin-l-yl) sulfonylj - 1H- indole- 2-carboxylic acid 

S74373-24-7P. l - Phenylaul f onyl - 5- I (4-methylpiperidin- l- 

yl) sulfonylj -1H- indole- 3 -carbonyl chloride 67U73-26-9P, • 

l-Phenylsulf onyl-5- ( (4-methylpiperidin- 1-yl > sulfonylj -1H- indole- 2- 

carboxaldehyde 07 1373-28-lP, 6- I (4-Methylpiperldin-l- 

yl) sulfonylj -IH- indole-2- carboxylic acid ethyl ester 874373-23-2P 

, 6- {(4-Methylpiperidin- l-yl) sulfonylj -1H- indole -2- carboxylic acid 

RX> : RCT (Reactant); SPN (Synthetic preparation) ; PREP (Preparation); RACT 

(Reactant or reagent) 

(benzofuran, indole and benzothiophene sulfonamide calcium channel 

antagonists for treating pain) 

874373-05-4 CAPLUS 

1H- indole- 2-carboxylic acid, 5- [ (4-methyl- l-piperidinyl) sulfonylj -1- 
(phenylsulfonyl)- (CA INDEX NAME) 



AB Benzofurans, benzimidazoles and benzothiophenes (shown as I and II; variables 
defined below; e.g. 3-methyl-S- ( (4-methylpiperidin-l- yl) sulfonyl) benzofuran- 
2-carboxylic acid N- (cyclohexylmethyl) amide (shown as III)) act as Ca channel 
antagonists. The compns. are useful for treating or relieving Ca channel 
mediated conditions. For I and II: Y - C(O) or CH2; R5 and R7 - -2R6, wherein 
2 is a bond or is an (un) substituted C1-C6 alkyl, alkenyl, or alkynyl chain 
wherein up to two C units of Z are optionally and independently replaced by 
CO-, -CS-, -COCO-, -CONR'-, - CONR * NR ' - , -C02- , -0C0- , -NR'C02-, -O-, - 
NR'CONR'-, -OCONR'-, - NR ' NR ' , -NR'NR'CO-, -NR'CO-, -S-, -SO, - S02- , . -NR 1 - , - 
S02NR ' - , -NR'S02-, or -NR'S02NR'-; Rl , R2, R3 , R4 - H or (un) substituted 
alkyl, cycloalkyl, heterocyclylalkyl, arylalkyl, heteroarylalkyl , 
cycloalkylalkyl, or polycyclic hydrocarbon; or Rl and R2 together form an 
(un) substituted 3 to 7-membered ring, wherein the members of the ring contain 
0-4 heteroatoms - N, o, and S; or R3 and R4 together form an (un) substituted 3 
to 7-membered ring, wherein the members of the ring - C, N, O, and S; the 
group S02NR3R4 is linked to the Ph ring either at position 5 or 6 . X is o, S, 
or N-Z-R6, n - 0-3; R6 - R ' , halogen, N02, CN, CF3, or OCF3; R5 is an 
(un) substituted s-7 membered, saturated, unsatd., or aromatic ring having 0-3 
heteroatoms - N, o, or S; R' - H or an (un) substituted a Cl-ce aliphatic 
group, a 3-8-membered saturated, partially unsatd., or fully unsatd. 
monocyclic ring having 0-3 heteroatoms » N, O, or S, or an 8-12 membered 
saturated, partially unsatd., or fully unsatd. bicyclic ring system having 0-5 
heteroatoms - N, o, or S; or two occurrences of R ' are taken together with the 
atom(s) to which they are bound to form an (un) substituted 3-12 membered 
saturated, partially unsatd., or fully unsatd. monocyclic or bicyclic ring 
having 0-4 heteroatoms ■ N, 0, or S. Although the methods of preparation are 
not claimed, prepns. and/or characterization data for .apprx.400 examples of I 
are included. For example. Ill was prepared from the acid chloride 
(preparation described) and cyclohexanemethanamine . IC50 values for 
inhibiting voltage-gated Ca ion channels (0-5 uM, 5-20 uM or <20 uM) are 
tabulated for .apprx.400 examples of I. 




RN 874373-06-5 CAPLUS 

CN lH-Indole-2-carboxylic acid, 5- ( (3, 5-dimethyl- l-piperidinyl) sulfonylj -1- 
(phenylsulfonyl) - (CA INDEX NAME) 




RN 874373-07-6 CAPLUS 

CN IH- indole- 2- carboxylic acid, 5- { (hexahydro-lH-azepin-l-yl)sulfonyl] -l- 
< phenyl sulf onyl ) - (CA INDEX NAME) 
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RN 874373-08-7 CAPLUS 

CN lH-lndole-2-carboxylic acid, 3-methyl-5- [ (4-methyl- l -piperidinyl) sulfonylj - 
1- (phenyl sulf onyl) - (CA INDEX NAME) 



RN 874373-09-8 CAPLUS 

CN lH-Indole-2-carboxylic acid, 5- [ (3 , 5-dimethyl- l-piperidinyl) sulf onyl) -3 - 
methyl- l- (phenyl sulf onyl) - (CA INDEX NAME) 



Mr. 

y 



RN B74373-10-1 CAPLUS 

CN lH-Indole-2-carboxylic acid, 5- ( (hexahydro-lH-azepin-l-yl> sulfonyl) - 3 - 
methyl- 1- (phenylsulf onyl) - (CA INDEX NAME) 



* ML* 



RN 874373-16-7 CAPLUS 

CN lH-lndole-2-carboxylic acid, 5- [ (3 , 5-dimethyl- l-piperidinyl) sulfonylj - 
(CA INDEX NAME) 



RN 8743 73-24-7 CAPLUS 

CN IH- Indole- 3- carbonyl chloride, 5- ( (4-methyl- l-piperidinyl) sulfonyl )- 1 - 
(phenylsulf onyl) - (CA INDEX NAME) 



Ml- 

y 



RN 8743 73-26-9 CAPLUS 

CN lH-Indole-2-carboxaldehyde, 5- [ <4-methyl-l-piperidinyl) sulfonyl) -1- 
(phenylsulfonyl)- (CA INDEX NAME) 



RN 874373-28-1 CAPLUS 

.CN IH- indole -2-carboxylic acid, 6- ( (4-methyl- l-piperidinyl) sulfonyl) - , ethyl 
ester (CA INDEX NAME) 



a 'i-o 



RN B74373-29-2 CAPLUS 
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CN 1H- indole- 2 -carboxy lie acid, 6- ( (4 -methyl- l-piperidinyl) sulfonyl] - (CA 

INDEX NAME) 




IT «?4J'>2-25-&P !»74373-U- ZV , 1 1 - Pheny lsul f ony 1 - 5 - [ (3 , 5 - 

dimethylpiperidin-l-yl) sulfonyl ] - 1H- indol-2-yl ) pi per id in- 1 -ylmethanone 
S?4i73- 1/-3F", l- Phenyl suit onyl-5 - [ (3 , 5-dimethylpiperidin- l- 
yl) sulfonyl] -3-methyl- 1H- indole - 2- carboxy 1 ic acid N-butyl-N-methylamide 
RL>: PAC (Pharmacological activity); RCT (Reactant); SPN (Synthetic 
preparation); THU (Therapeutic use)'; BIOL (Biological study); PREP 
(Preparation); RACT (Reactant or reagent); USES (Uses) 

(drug candidate; benzofuran, indole and ben20thiophene sulfonamide 
calcium channel antagonists for treating pain) 

RN 874372-25-5 CAPLUS 

CN 1H- Indole- 2- carboxamide, 5- [ (hexahydro- lH-azepin- 1-yl) sulfonyl] -N- 
(phenylmethyl) -l- (phenylsulfonyl) - (CA INDEX NAME) 




RN 874373-11-2 CAPLUS 

CN Piperidine, l- [ (5- [ U , 5- dimethyl - 1 -piperidinyl) gulf ony 1] - 1 - 

(phenylsulfonyl) -lH-indol-2-yl] carbonyl] - (9CI) <CA INDEX NAME) 



Me m 



RN 874373-12-3 CAPLUS 

CN 1H- indole- 2 -carboxamide, N-butyl-5- ( (3, 5 -dimethyl- l-piperidinyl) sulfonyl] - 
N, 3 -dimethyl - 1- (phenylsulfonyl) - (CA INDEX NAME) 
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IT 8-»43f.«-*t-9P, [5-1 (Azepan- 1-yl) sulfonyl) -3 -methyl- 1H- indol-2-yl] (4- 
methylpiperazin-l - yl ) me than one 874 3 *(•- :»•;- i\> , 

N- (3-Phenylpropyl) -5- [ (azepan- 1-yl) sulfonyl] - 1H- indole- 2 -carboxamide 
874? 63- >>6 - if , N,N-Diethyl-S- ( ( 3 , 5-dimethylpiperidin- 1 -y 1 ) sul f ony 1 ] - 
3-methyl - 1H- indole- 2 -carboxamide 8?4349-9d-£P, 

N- [2- (Tetrahydro-2H-pyran-4-yl)ethyl) -5- ( <4rmethylpiperidin- l-yl) sulfonyl] 
1H- indole -2- carboxamide 8"43Cv-05-«r\ N- (2-Phenylethyl) -5- [ (3 ,5- 
dimethylpiperidin-l-yl) sulfonyl) -3-methyl- 1H- indole -2 -carboxamide 
374369-08- IP j N- { <Tetrahydrofuran-2-yl)methyl] -5- ((3,5- 
dimethylpiperidin-l-yl) sulfonyl) - 1H- indole- 2- carboxamide 
874:<£?-i0-?r, [5- ((Azepan-l-yl) sulfonyl) - 1H- indol-2-yl] (3,5- 
dimethylpiperidin-l-yl)methanone 874309- 17- 2P, 

N- [2- (Tetrahydro-2H-pyran-4-yl)ethyll -5- [ (4 -methylpiperidin- l -yl) sulfonyl] 
3-methyl- lH-indole-2-carboxamide 8743<i9- 19-4P, 

N-Methyl-5- I (4 -methylpiperidin- l-yl) sulfonyl) -3-methyl- 1H- indole- 2- , 
carboxamide 874369-2S- 2P, N-Benzyl-5- ( (4-methylpiperidin-l- 
yl) sulfonyl] - 1H- indole- 2- carboxamide 874359- 2b- JP, 

N-Methyl-5- I (3, 5-dimethylpiperidin- l-yl) sulfonylj - 1H- indole- 2 -carboxamide 
S7-4369-29-6P, N-Cyclopentyl-5- [ (azepan- l-yl) sulfonyl] - lH-indole-2- 
carboxamide 8?43f>9-33- : P, N, N-Diethyl-5- ( (azepan- l-yl) sulfonyl] - 
lH-indole-2-carboxamide S743er-35-4P, N- (3-Phenylpropyl) -5- ((3,5- 
dimethylpiperidin-l-yl) sulfonyl) - 3 -methyl- 1H- indole - 2 -carboxamide 
874369- 3«-*'F. N, N-Di isopropy 1 - 5- { (azepan- 1 -yl ) sul fonyl J -lH-indole- 
2-carboxamide 874369-40-1P, {5- { (4-Methylpiperidin-l- 

yDsulfonyl] -1H- indol-2-yl] (8-aza-l ,4-dioxaspiro (4 . 5) decan-8 -yDmethanone 
574 16 5-41 -2P, {5- I (Azepan- l -yl ) sulfonyl) -lH-indol-2-yl] (3- 
methylpiperidin-l-yl)methanone 8743f,f-4C-7P, 

(5- [ (3, 5-Dimethylpiperidin- l-yl) sulfonyl) -3 -methyl- lH-indol-2-yl] (3,5- 
dimethylpiperidin- 1 -yDmethanone 87436iv-50-3s», 

N- ( (Tetrahydrofuran- 2 -yl) methyl] -5- ( (azepan-l-yl) sulfonyl] -3-methyl- 1H- 
indole- 2 -carboxamide 974369- S1-4P, (5- I (Azepan-l-yl)sulfonylJ -3- 
methyl-lH-indol-2-yl] (piperidin- l-yl) methanone S74369-53-GP. 
(5- ( (Azepan-l-yl) sul fonyl] - 1H- indol-2-yl] [4- (ethoxycarbonyl) piperazin- 1 - 
yDmethanone 8743«£»- 54 - 7F, (3-Methyl-5- ( (4-methylpiperidin- 1 - 
yl) sulfonyl) -1H- indol-2-yl) (piperidin- l-yl) methanone 8"4 3S 3- - PP 
, N- Ethyl - 5- [ (azepan-l-yl) sulfonyl] - 1H- indole- 2- carboxamide 
874369" 56-9P, N- (2- (Tetrahydro- 2H-pyran- 4 -y 1) ethyl ] -5- [(3,5- 
dimethylpiperidin- l-yl) sulfonyl J -3 -methyl -1H- indole -2 -carboxamide 
874369- 'Us- IF, (3-Methyl-5- 1 (4-methylpiperidin- l-yl) sulfonyl] -1H- 
indal-2-yl) (3-methylpiperidin- l-yl) methanone a743«9-6i-«P, 
[5- [(4-Methylpiperidin-l-yl) sulfonyl] - 1H- indol-2-yl] [4- 
(ethoxycarbonyl) piperazin- 1 -yDmethanone 374 369- G5-0P, 

[5- [ (3, 5-Dimethylpiperidin- l-yl) sulfonyl) -1H- indol-2-yl) (4 -methylpiperazin 
l-yl)methanone 874369- 70-7P, N- (3 -PhenylpropyD -5- [ (4- 
me thy lpiperidin- 1 -y 1) buI fonyl] -1H- indole -2- carboxamide 
374369-73-0P; (5- [ (4-Methylpiperidin-l-yl) sulfonyl) -lH-indol-2- 
yl) (3 -methylpiperidin- l-yl) methanone 0">43ij? -7E- 2P, 

[5- I (3. 5-Dimethylpiperidin-l-yl) sulfonyl] -3-methyl- lH-indol-2-yl] (4- 
methy lpiperidin- l-yl) methanone 874.169-7S-3P, 
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(5- ( (4-Methylpiperidin-l-yl) sulfonyl] -lH-indol-2-yl) (pyrrolidin- 1- 
yDmethanone S74363-79-£P 8743C-9-«S-4F, 

N-lsopropyl-5- ((4 -methylpiperidin- l-yl) sul fonyl] -3-methyl- 1H- indole-2- 
carboxamide 874369- tf6- 5P, N-Buty 1-N-methyl - 5 - [ ( 4 -methylpiperidin- 
l-yl)sulfonyl) -3 -methyl - 1H- indole- 2 -carboxamide 874369-89-7?, 
N-Benzyl-5- ( <4 -methylpiperidin-l-yl) sulfonyl] -3-methyl-lH- indole-2- 
carboxamide S74369-93 -4P, [5- ( (3 , S-Dimethylpiperidin-l- 
yl) sulfonyl) -1H- indol-2-yl) (azepan-l-yl ) methanone 871 Jts- 94-5P, 
13 -Methyl -5- ( (4 -methylpiperidin- l-yl) sulfonyl) - 1H- indol-2-yl) (3,5- 
dime thy lpiperidin- l-yl) methanone 874369- 35- 7P, 

N-Ethyl-5- [ (4-methylpiperidin- l-yl) sulfonyl) - 1H- indole- 2 -carboxamide 

6-4'369-99-OP, [5- 1 ( Azepan- 1 -yl ) sul fonyl ] -1- (phenylsulfonyl) -IH- 

indol-2-yl) (4-methylpiperazin-l-yl)methanone 374370- 02-2P, 

N-cyclopropyl-5- ( (4 -methylpiperidin- l-yl) sulfonyl) - 1H- indole- 2- carboxamide 

S74370-03-3F S~4 370 - 04 -4 P, N- Bu tyl -N-me thyl- 5 - ( (4 - 

methylpiperidin-l-yl) sulfonyl) - lH-indole-2-carboxamide 

a7437o-as-SP, N-lBopropyl-5- ( (4 -methylpiperidin- 1 -yl) sulfonyl) -1H- 

indole-2-carboxamide 67437c -06- 6P, (5- [ (3 , 5-Dimethylpiperidin-l- 

yDsulfonyl] - 1H- indol - 2 -yl ] (pyrrol idin- 1 -yl) methanone t!74 370-Cft-9P 

, N-Cyclopentyl-5- ( (4 -methylpiperidin-l-yl ) sulfonyl) -3 -methyl - 1H- indole - 2 - 

carboxamide 3743 70- 10- 2P, (5- ( (4-Methylpiperidln-l-yl) sulfonyl] - 

1H- indol- 2-yl) (4 -methylpiperidin-l-yl) methanone 874370-21-5P, 

[5- ( (3, 5-Dimethylpiperidin-l-yl) sulfonyl] -3-methyl- 1H- indol-2-yD (4- 

methylpiperazin- l-yl) methanone 474370-25- 9?, 

N- [ (Tetrahydro-2H-pyran-4-yl)methyU -5- I (4 -methylpiperidin- l-yl) sulfonyl] - 
3-methyl-lH-indole-2-carboxamide s~>i.i 70- ZC: - (> V, 

N,N-Diethyl-5- [ (4 -methylpiperidin- l-yl) sulfonyl] -3 -methyl -1H- indole- 2- 
carboxamide 374.J7C-23-3P, [5- ( (3 , 5-Dimethylplperidin-l- 
yDsulfonyl) - 1H- indol - 2-yl) (3 -methylpiperidin- l-yl) methanone 
"74370-30-AP, N-Cyclopentyl-5- [ (4 -methylpiperidin- l-yl) sulfonyl) - 
1. 3 -dimethyl- 1H- indole -2 -carboxamide 974370- 37 -3p, 

N-Benzyl-N-methyl-5- ( (3 , S-dimethylpiper idin- l-yl) sulfonyl) - 1H- indole - 2- 
carboxamide 374J70-41-9P S74 3 70" 42 -OP, 

N-Methyl-5- [ (4 -methylpiperidin- l-yl) sulfonyl) - 1H- indole- 2- carboxamide 

«.' 4370-43- IP, |5- (( 3 ,5 -Dime thy lpiperidin- l -yl ) sul fonyl] - lH-indol-2- 

yl] (4-methylpiperidin- 1 -yl) methanone 1*7 4.170- <!S - 3P 

>!74370"4fc-4P, (3-Methyl-5- ( (4 -methylp iper idin- 1 -y 1 ) sulfonyl] -1H- 

indol-2-yll [4- (ethoxycarbonyl) piperaz in- l -yl] methanone 

974370- N-Benzyl-N-methyl-S- | (4 -methylpiperidin- 1- 

yl ) sulfonyl] - 3 -methyl - 1H - indole - 2- carboxamide 074370- 35- EP, 

N-Cyclopropyl-5- ( (3 , 5-dimethylpiperidin- 1 -yl) sulfonyl] - 1H- indole-2- 

carboxamide 874 -3P, N-Methyl-5- [ (3 , 5-dimethylpiperidin- 1- 

y 1 ) sul f ony 1 ] - 3 -me t hy 1 - 1H - i ndo le - 2 - ca rboxam ide a 74 3 7 0 - 6 1 - .) P , 

N, N-Di is a propyl - 5 - ( (3 , 5 -dimet hy lpiper idin - 1 -y 1 ) sulfonyl] - 1H- indole - 2 - 

carboxamide *-'4J70-«4 -*P, (5- I (Azepan-l-yDsulfonyl) -lH-indol-2- 

yl) (4 -methylpiperazin - l-yl) methanone 8743 7 0 ■ 6L 1 • VP, 

N-Ethyl-s- ( (3, s-dimethylpiperidin- l-yl) sulfonyl] - 3 -methyl -1H- indole- 2- 
carboxamide 874370- £7- 9P, N- (3-Phenylpropyl) -5- [ (4- 
methy lpiper idin- l-yl) sulfonyl) - 3 -methyl -1H- indole -2 -carboxamide 
374370- 71- 5P, (S- [ (3 , 5 -Dime t hylpiperidin- 1 -y 1 ) sulfonyl] - 3 -methyl - 
lH-indol-2-yl) (3-methylpiperidin-l-yl)methanone 87437ft-74-9P 
87437Q-75-0P, (5- ( (Azepan-l-yl) sul fonyl] - 3 -methyl - 1H- indol - 2-yl) (8- 
aza- 1 ,4 -dioxaspiro [4 . 5] decan- 8 -yl ) methanone 9743 70 - 7 !>-3P, 
[s- ( (Azepan-l-yl) sulfonyl) -3-methyl- 1H- indol-2-yl] (4- 
( ethoxycarbonyl) piperazin- l-yl] methanone 074370-83 - s»P 
"74370- 85 -IP, (5- ( (3 , 5-Dimethylpiperidin- 1 -yl) sulfonyl) -lH-indol-2- 
yl) (2-methylpiperidin- l-yl) methanone 874370-83-4P 
■ 7437rj-9ft-8P, N- (2- Pheny let hyD -5- t (azepan- 1 -yl) sul fonyl ] -1H- 
indole-2-carboxamide 974370-91 -ftp, 5- ( (3 , 5-Dimethylpiperidin-l- 
yl) sulfonyl) -1H- indole- 2 -carboxamide bi 4370-92- OP, 
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(5- ( (Azepan-l-yl) sulfonyl) - 1H- indol -2-yl) ( 8 -aza- 1, 4 -dioxaspiro (4 . 5] decan- 8 
yDmethanone 374370- 93-1?, (5- [ (3 , 5-Dimethylpiperidin-l- 
yl) sulfonyl] -3-methyl- 1H- indol -2-yl) (8 -aza- 1,4 -dioxaspiro (4 .5) decan- 8- 
yDmethanone 67437C-94- ZP, N- (Cyclopropylmethyl) -N-propyl- 5- 
[ (3, S-dimethylpiperidin- l-yl) sulfonyl] -1H- indole -2-carboxamide 

874370- se-GP, N-Cyclopentyl- 5- ( (azepan- l-yl) sulfonyl] -3-methyl- 1H- 
indole- 2-carboxamide S74371-01-4P. N,N-Diisopropyl-5- ( (4- 
methylpiperidin-l-yl) sulfonyl) -3 -methyl- 1H- indole-2-carboxamide 
374371-13-8P, (3-Methyl-S- ( (4 -methylpiperidin- 1 -yl) sulfonyl) - 1H- 
indol-2-yl) (4-methylpiperidin- l-yl) methanone U7437; -:a-3P, 

(5- ( (Azepan-l-yl) sulfonyl) -1H- indol-2-yl) (pyrrolidin- l-yl)methanone 
e743-*l-21-SP, N- Isopropy 1-5- ( (3, 5-dimethylpiperidin- l-yl) sul fonyl) - 
1H- indole -2- carboxamide 874371-23-0P, N- ( (Tetrahydro-2H-pyran-4- 
yDmethyD -5- ( (3,5-dimethylpiperidin-l-yl) sulfonyl] -lH-indole-2- 
carboxamide 974371-30-9P, N- ( (Tetrahydrofuran-2-yDmethyl) -5- 
( (3,5-dimethylpiperidin-l-yl) sulfonyl) -3 -methyl- 1H- indole- 2 -carboxamide 

874371 - 32 -ip, N- Benzyl- S- ( (3 , 5-dimethylpiperidin- 1 -yl) sulfonyl) - 3- 
methyl-lH-indole-2-carboxamide 374371- 34-3P, 

N-Benzyl-N-methyl-5- ( (4 -methylpiperidin- l-yl) sulfonyl) - lH-indole-2- 

carboxamide 81437 1- 3 7- oP, N- ( 2 -Phenylethyl ) -5- ({3,5- 

dime thy lpiperidin- l-yl) sulfonyl) - 1H- indole- 2 -carboxamide 

87437i-3P-7f-, [3 -Methyl -5 - 1 (4-methylpiperidin- 1-yD sulfonyl) -1H- 

indol-2-yl) (4-methylpiperazin-l-yl)methanone 874371-33- bV 

874371 -42-3P, N-Cyclohexyl-5- [(azepan-l-yl) sulfonyl) - 1H- indole- 2- 

carboxamide 874371-43-4P, (5- ( (3 , 5-Dimethylpiperidin- 1- 

yl) sulfonyl] -3-methyl-lH- indol-2-yl) ( 2 -methylpiperidin- l -yl) methanone 

974371-46- 7f , N-Ethyl-5- ( (4 -methylpiperidin- 1 -yl) sul fonyl] -3- 

me t hy 1 - 1H - indo 1 e - 2 - car boxam i de 8 74 ,i 71-48- 9 V , 

N-Methyl-S- ( (azepan-l-yl) sulfonyl] -ih- indole-2-carboxamide 

87437.1-50-3P 874373 -51- 4V, N-Cyclohexyl - 5- ( (azepan- 1 - 

yl) sulfonyl] -3 -methyl- 1H- indole- 2-carboxamide 874371 

[5- I (4-Methylpiperidin-l-yl) sulfonyl] - 1H- indol -2-yl] (4 -methylpiperazin- 1 - 
yDmethanone ^74J71-56-^)P 374371- 57 -CP, 

N, N-Diethyl-5- ( (4 -methylpiperidin- l-yl) sulfonyl) -1H- indole- 2 -carboxamide 
374.)7i-<;i<«;P, (5- ( (4 -Methylpiperidin- l-yl) sulfonyl] -lH-indol-2- 
yD ( 3 , s - d imet hy lpiperidin- 1 -yl) me thanone t> 7 4 3 7 1 - M - 3P , 

N- (3 -PhenylpropyD -S- ( (3 , 5-dimethylpiperidin- l-yl) sulfonyl] - 1H- indole -2 - 
carboxamide "74371-fiS-CP, [5- ( (3, 5-Dimethylpiperidin-l- 
yl ) sulfonyl] -3 -methyl- 1H- indol -2-yl] (pyrrolidin- l-yl) methanone 
674 J71-69 -4P, N- Cyc lohexyl - 5 -( (3 , 5-dimethylpiperidin- 1- 
yl) sulfonyl] - 1H- indole- 2 -carboxamide 37.i3?l-7C-7P, 

N-Cycl'ohexyl-5 - ( (3 , 5 -dime thy lpiper idin- 1 -yl) sulfonyl) -3 -methyl- 1H- indole- 2 
carboxamide 074371-73-0P, N- [2- (Tetrahydro-2H-pyran-4-yl)ethyl) - 
5- ( (azepan-l-yl) sulfonyl] -lH-indole-2-carboxamide "743^1 -14 - l P 
374371 -76-3P, N- ( 2 - Pheny let hy 1) -S- [ (4-methylpiperidin- 1- 
yl) sul fonyl] -1H- indole- 2 -carboxamide f?4 3"M -77-4P, 

(5- [ (Azepan-l-yl) sulfonyl] -3 -methyl- lH-indol-2-yl] (4-methylpiperidin-l- 

yDmethanone 874371- 7?- SP, [5- ( (3 , 5-Dimethylpiperidin-l - 

yDsulfonylJ - 1H- indol- 2 -yl J < 8 - aza- 1 , 4 -dioxaspiro [4 . 5)decan-8-yl)methanone 

07437i-79-<5l ; , N- ( (Tetrahydro-2H-pyran-4-yl) me thy 1] - 5- [ (4 - 

methylpiperidin-l-yl ) sulfonyl] -1H- indole -2 -carboxamide 

874371 -82 -IP, [5- ( (4 -Methylpiperidin- 1 -yl) sul fonyl ) -1H- indol- 2- 

yl] (azepan- l-yl) methanone 07437.1 -33-2P, N-Cyclopropyl-5- ( (3 , 5- 

dimethylpiperidin-l-yl) sulfonyl] -l- (phenylsulfonyl) -lH-indole-2- 

carboxamide "'''1371- a*- 3P, (3 -Methyl-5- ( (4-methylpiperidin- 1- 

yl) sulfonyl] -1H- indol -2-yl] (a-aza- 1 ,4-dioxaspiro (4.5] decan- a -yDmethanone 

874371-37-6P, (S- ( (Azepan- l-yl) su If onyl ) -1H- indol-2-yl) (piperidin- 

1 -yl) methanone 874371- 88-7P, N- ( (Tetrahydrofuran-2-yDmethyl) -5- 

( (4 -methylpiperidin- l-yl) sulfonyl] -3-methyl- 1H- indole -2 -carboxamide 

8743 71- 2:»-&P, N-Benzyl-S- [ (3 , S -d imethy lpiper idin- 1 -yl) sul f ony 1) -1H- 
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indole -2- carboxamide 374 371-90- VP, [5- [ (Azepan-l-yl) sulfonyl] -1H- 
indol-2-yl] (azepan- l-yl) methanone 074371- 92-3P, 

[5- [ {3 , 5-Dimethylpiperidin- l-yl) sulfonyl] -3-methyl-lH-indol-2-yl] (azepan- 1- 
yUmethanone ©74371 -54-5?, (5- [ (Azepan-l-yl) sulfonyl] -lH-indol-2- 
yl) (4-methylpiperidin- l-yl) methanone 074371- «s- 7P, 
N-Cyclopentyl-5- ( (3 , 5-dimethylpiperidin-l-yl) sulfonyl) -1H- indole-2- 
carboxamide 074371- &7-qp, [5- [ (4-Methylpiperidin-l-yl) sulfonyl] - 
lH-indol-2-yl] (piperidin-l-yl)methanone 874372-00-fiP, 

N-Benzyl-N-methyl-5- [ (3 , 5-dimethylpiperidin- l-yl) sulfonyl] -3-methyl- 1H- 
indole- 2- carboxamide 874372-01-7P 874372-03- 9P, 

N-Butyl-N-methyl-5- [ (3 , S-dimethylpiperidin- l-yl ) sulfonyl ] - 1H- indole- 2- 
carboxamide 574372- 05- IP, (5- | (Azepan-l-yl) sulfonyl) -3-methyl- 1H- 
indol-2-yl) (2-methylpiperidin-l*yl)methanone 074372-06-2? 
674372-07-3P, N- (2- Phenylethyl) -5- t (4-methylpiperidin-l- 
yl) sulfonyl] -3 -methyl -1H- indole- 2- carboxamide 874372-06-4P 
974372-10-8?, N-Ethyl-5- t (3 , 5-dimethylpiperidin-l -yl ) sulfonyl )- 1H- 
indole-2-carboxamide 374372-12- OP, N- I (Tetrahydrofuran-2- 
yDmethyl) -5- [ (azepan- l-yl) sulfonyl) -1H- indole- 2- carboxamide 

£74372- 13-1P 574372- 15-3P S74372- 1 6 - 4 P, 

N-Cyclopentyl-5- [ {3 , 5-dimethylpiperidin-l-yl) sulfonyl] -3-methyl- lH-indole- 
2-carboxamide 374372-17-5P 074J72- 26-6P, 

N- laopropyl-5- ( (azepan-l-yl) sulfonyl] -1H- indole- 2 -carboxamide 
874372-31-3P, N- (2- (Tetrahydro- 2H-pyran-4 -yl ) ethyl] -5- 1(3,5- 
dimethylpiperidin- l-yl) sulfonyl] -1H- indole- 2 -carboxamide 
874372-33-5?, N- [ (Tetrahydrof uran- 2-yl) methyl] -5- [ (4- 
methylpiperidin-l-yl) sulfonyl) - 1H- indole- 2-carboxamide 
874372-3S-0P, N- Cyclopentyl - 5 - ( (4-methylpiperidin-l-yl)sulfonyl) - 
lH-indole-2- carboxamide 074372- 40-.JP, [5- [ (3 , 5-Dimethylpiperidin- 

1- yl) sulfonyl) -1H- indol-2-yl] (4- (ethoxycarbonyl)piperazin- l-yl] methanone 
874372- U-5P, N- Benzy 1 -N-methyl- 5- [ (azepan- 1 -yl ) sul fonyl ] -1H- 

indole- 2-carboxamide 874372-43-7P, N- [ (Tetrahydro- 2H-pyran- 4- 
yDmethyl] -5-1 (azepan- l-yl) sulfonyl] - 1H- indole- 2 -carboxamide 
874 372 -44 -SP. 15- I (3 , S-Dimethylpiperidin- 1 -y 1 > sul f onyl) - 1- 
(phenylsulfonyl) - lH-indol-2-yl) (4 -methylpiperazin-l-yl) methanone 
374372-45-9P 374 3 72- 46 - CP, N- Cyclopropyl- 5 -[ (azepan -1- 
yDsulfonyl] -1- (phenylsulf onyl) -1H- indole- 2- carboxamide 
374372-1?- IP, N-Butyl-N-methyl-5- [ (azepan- l-yl ) sulfonyl] - 1H- indole - 

2- carboxamide r.'4372-48-2P, N-Cyclohexyl-5- [ (4-methylpiperidin-l- 
yDsulfonyl) - 3 -methyl -1H- indole -2- carboxamide 874372-43-3P, 

(5- I (3,5-Dimethylpiperidin-l-yl) sulfonyl] -lH-indol-2-yl) (3,5- 
dimethylpiperidin-l-yl)methanone S74372-57-3P 

&74 3 72-50-4P, N-Methyl-S- [ (3 . 5-dimethylpiperidin- l-yl) sulfonyl] -1- 
methyl-lH- indole- 2-carboxamide 074 372- 5 9- !>P, 

[5- ( (4-Methylpiperidin-l-yl) sulfonyl] -iH-indol-2-yl] (2-methylpiperidin-l- 
yDmethanone 074372- 60-3P, (5- [ (Azepan- l-yl) sulfonyl] -lH-indol-2- 
yll (2-methylpiperidin-l-yl)methanone 074372-62-0P, 

(S- I (3,5-Dimethylpiperidin-l-yl) sulfonyl) - 3-methyl- 1H- indol -2-yl J (4- 
(ethoxycarbonyl)piperazin- l-yl) methanone 674372 -63- IP, 
[5- ( (3. 5-Dimethylpiperidin-l-yl) sulfonyl] -3-methyl-lH-indol-2- 
yl) (piperidin-l-yl)methanone 874372-64-2P, N-Methyl-5- ( (azepan-l- 
yl) sulfonyl] -3 -me thyl-lH- indole- 2- carboxamide 874372 -59- 7P, 
N-Cyclohexyl-5- ( (4-methylpiperidin-l-yl) sulfonyl) -lH-indole-2 -carboxamide 
874372-71- IP, N-lsopropyl-5- I (3, 5-dimethylpiperidin-l-yl) sulfonyl] - 

3 - methyl- 1H- indole- 2-carboxamide 874372 -72 -2P, 

N-Benzyl-5- [ (3 , 5-dimethylpiperidin-l-yl) sulfonyl] -1- (phenyl sul f onyl > - 1H- 
indole- 2- carboxamide 874372-77- 7P, (3-Methyl-5- f (4- 

methylpiperidin-l-yl) sulfonyl] -lH-indol-2-yl] (pyrrolidin- l-yl) methanone 

874372-81-3P 374 11 72- 93 -SP 874372-»l-5P 

074373 -13-4P, 5- [(Azepan- l-yl) sulfonyl) -3 -methyl- 1H- indole- 2- 
carboxylic acid (2- (tetrahydropyran-4-yl) ethyl] amide 874373-2S-3P 
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, 5- I (4-Methylpiperidin-l-yl)sulfonyl) -lH-indole-3 -carboxylic acid 
diiaopropylamide 874373-30- 5P, 6- { (4-Methylpiperidin- 1- 
yl) sulfonyl) -lH-indole-2-carboxylic acid eye lop ropy lam ide 
874373-31-$?, 5-1 (3,5-Dimethylpiperidin-l-yl) sulfonyl] -l- [2- (4- 
methylpiperazin-l-yl) ethyl] - 1H- indole -2- carboxylic acid diethylamide 
RL : PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(drug candidate; benzofuran, indole and benzothiophene sulfonamide 
calcium channel antagonists for treating pain) 
874368-91-9 CAPLUS 

Piperazine, l- ( [5- ( (hexahydro-lH-azepin-l-yl) sulfonyl) -3-methyl-lH-indol-2 
yl]carbonyl) -4 -methyl- (9CI) (CA INDEX NAME) 



O-teiJ-Cr 



RN 8743 68-94-2 CAPLUS 

CN 1H- indole -2- carboxamide, 5- ( (hexahydro-lH-azepin- l-yl ) sulfonyl) -N- (3- 
phenylpropyl)- (CA INDEX NAME) 



C— MH- (< 



RN 874360-96-4 CAPLUS 

CN lH-Indole-2- carboxamide. 5- I (3 , 5-dimethyl-l-piperidinyl) sulfonyl] -N,N- 
diethyl-3-methyl- (CA INDEX NAME) 



v 5 



874368-98-6 CAPLUS 

1H- Indole- 2-carboxamide, 5- ((4 -methyl- l- piper idinyl) sulfonyl] -N- [2- 
(tetrahydro-2H-pyran-4-yl) ethyl]- . (CA INDEX NAME) 
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° ° r P 

r-^N — y — r^^r^^i — c-nh-ch 2 -ch2 — L J 



RN 874369-05-8 CAPLUS 

CN lH-Indole-2- carboxamide, 5- I (3 , 5-dimethyl-l-piperidinyl) sulfonyl] -3-methyl* 
N- (2-phenylethyl) - (CA INDEX NAME) 



Me 0 

C-NH-CH2-CH2-Ph 



RN 874369-08-1 CAPLUS 

CN lH-Indole-2-carboxamide, 5- [ (3, 5-dimethyl-l-piperidinyl) sulfonyl] -N- 
[(tetrahydro-2-furanyl) methyl)- (CA INDEX NAME) 



"V 



RN 874369-10-5 CAPLUS 

CN Piperidine. l- 1(5- [ (hexahydro-lH-azepin- l-yl) sulfonyl) -lH-indol-2- 
yljcarbonyl] -3, 5-dimethyl- (9CI) (CA INDEX NAME) 



Hm 




RN 874369-19-4 CAPLUS 

CN lH-Indole-2-carboxamide, N, 3-dimethyl- 5- ( (4-methyl-l-piperidinyl) sulfonyl] 
(CA INDEX NAME) 



RN 874369-25-2 CAPLUS 

CN 1H- Indole -2- carboxamide, 5- ( (4-methyl- 1-piperidinyl) Bulfonyl] -N- 
(phenylmethyl) - (CA INDEX NAME) 



c— nh— CHa-p; 



RN 8743 6 9-26-3 CAPLUS 

CN 1H- Indole- 2-carboxamide, 5- ( (3 , 5-dimethyl- 1-piperidinyl ) sulfonyl] -N-roethyl 
(CA INDEX NAME) 



RN 
CN 



874369-17-2 CAPLUS 

1H- indole- 2-carboxamide, 3-methyl-5- [ (4-methyl-l-piperidinyl) sulfonyl] -N- 
12- (tetrahydro- 2H-pyran- 4 -yl) ethyl) - (CA INDEX NAME) 



RN 874369-29-6 CAPLUS 

CN 1H- Indole -2- carboxamide, N-cyclopentyl-5- ( (hexahydro- lH-azepin- 1- 
yl ) sulfonyl) - (CA INDEX NAME) 
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..XX 



RN 874369-32-1 CAPLU9 

CN 1H- Indole- 2 -carboxamide, N,N-diethyl-S- I (hexahydro- lH-azepin- 1- 
yl) sulfonyll - (CA INDEX NAME) 



RN 874369-41-2 CAPLUS 

CN Piperidino, 1- ( (5- ( (hexahydro-lH-azepin-l-yl) sulfonyll - 1H- indol-2- 
yl] carbonyl] -3-methyl- (9CI) (CA INDEX NAME) 



RN 874369-35-4 CAPLUS 

CN iH-lndole-2-carboxamide, 5- I (3 , 5 -dimethyl- 1 -piper id inyl) sulfonyl] -3 -methyl - 
N- (3 - phenylpropy 1 ) - (CA INDEX NAME) 



RN 874369-46-7 CAPLUS 

CN Piperidine, l- ( (5- { (3 , 5-dimethyl- 1-piperidinyl) sulfonyl ] -3-methyl-lH-indol- 
2-yl] carbonyl] -3, 5-dimethyl- (9CI) (CA INDEX NAME) 



"9 



C-NH- ( CH 2 ) J — P 



RN 874369-38-7 CAPLUS 

CN lH-lndole-2-carboxamide. 5- [ (hexahydro- lH-azepin- l-yl) sulfonyl] -N,N-bis(l- 
methylethyl) - (CA INDEX NAME) 



RN 874369-50-3 CAPLUS 

CN 1H- Indole- 2 -carboxamide, 5- [ (hexahydro-lH-ozepin-l-yl) sulfonyl] -3-methyl-l 
[<tetrahydro-2-furanyl)methyl] - (CA INDEX NAME) 



cy-ix^x 1 '"'- 1 '' 



RN 874369-40-1 CAPLUS 

CN l,4-Dioxa-8-azaspiro(4 .5)decane, 8- { IS- f (4 -methyl-1 -piperidinyl) sulfonyl) - 
lH-indol-2-yl] carbonyl)- (9CI) (CA INDEX NAME) 



RN 8743 69-51-4 CAPLUS 

CN Piperidine, l- { 15- I (hexahydro- lH-azepin-l T yl) sulfonyl] -3-methyl-iH-indol-2- 
yDcarbonyl) - (9CI) (CA INDEX NAME) 
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O-;j-cAr L0 




NH — CH2— CH2 



-O 



RN 874369-53-6 CAPLUS 

CN 1- Piperazinecarboxylic acid, 4 - | [ 5 -{< hexahydro- lH-azepin- 1 - yl ) sul fonyl] - 1H- 
indol-2-yl] carbonyl] - , ethyl ester (CA INDEX NAME) 



RN 874369-58-1 CAPLUS 

CN Piperidine, 3-methyl-l- I [3-methyl-5- ( (4-methyl -1-piperidlnyl) sulfonyl] - 1H- 
indol - 2 -yl] carbonyl ] - (9CI) (CA INDEX NAME) 



RN 874369-54-7 CAPLUS 

CN Piperidine, 1- 1 [3-roethyl-5- [ (4-methyl-i-piperidinyl) sulfonyll -lH-indol-2- 
yljcarbonyl] - (9CI) (CA INDEX NAME) 



RN 874369-61-6 CAPLUS 

CN l- Piperazinecarboxylic acid, 4- f f 5- [ (4-methyl- l-piperidinyl) sulfonyll -1H- 
indol-2-yl] carbonyl) -, ethyl ester (CA INDEX NAME) 



'A- 



o 



r" 



RN 874369-S5-8 CAPLUS 

CN lH-Indole-2-carboxamide, N-ethyl-5- 1 (hexahydro-lH-azepin-l-yl) gulf onyl] - 
(CA INDEX NAME) 



RN 87436 9-65-0 CAPLUS 

CN Piperazino, 1- t [5- [ (3 , 5-dimethyl-l-piperidinyl) sulfonyl] -lH-indol-2- 
yl] carbonyl] -4-methyl- (9CI) (CA INDEX NAME) ' 



RN 874369-56-9 CAPLUS 

CN lH-Indole-2- carboxamide, 5- ( (3 , 5-dimethyl- 1-piperidinyl) sulfonyl ) - 3 -me thyl- 
N- 12- (cetrahydro-2H-pyran-4-yl) ethyl] - (CA INDEX NAME) 



LO 



RN 8743 69-70-7 CAPLUS 

CN IHt Indole- 2 -carboxamide, 5- [ (4 -methyl- 1-piperidinyl) sulfonyl) -N- (3- 
phenylpropyl) - (CA INDEX NAME) 



NH- (CH 3 ) j-Ph 



RN 674369-73-0 CAPLUS 

CN Piperidine. 3-methyl-l- [ {5- [ (4-methyl-l-piperidinyl) sulfonyl) -lH-indol-2- 
yllcarbonyll - <9d> (CA INDEX NAME) 



874369-75-2 CAPLUS 

Piperidine, l- US- { (3 , 5-dimethyl-l-piperidinyl) sulfonyl] - 3 -methyl- lH-indol- 
2-yl)carbonyl) -4-methyl- (9CI) (CA INDEX NAME) 



RN 8743 69-76-3 CAPLUS 

CN Pyrrolidine, l-[(5- [ (4-methyl-l-piperidinyl) sulfonyl] -iH-indol-2- 
yljcarbonyll - (9CI) (CA INDEX NAME) 



RN 874369-79-6 CAPLUS 

CN Piperidine, l- { (5- [ (3 , 5-dimethyl-l-piperidinyl) sulfonyl] -l- [<4- 

fluorophenyl) sulfonyl) -1H- indol-2-yl] carbonylj - (9CI) (CA INDEX NAME) 



RN 87436 9-85-4 CAPLUS 

CN 1H- Indole- 2-carboxamide, 3-methyl-N- (l-raethylethyl) -5- ( (4-methyl- l- 
piperidinyl) sulfonyl]- (CA INDEX NAME) 



874369-86-5 CAPLUS 

lH-Indole-2-carboxaroide, N-butyl-N, 3-dimethyl-5- ( (4-methyl-i- 
piperidinyl) sulfonyl)- (CA INDEX NAME) 



.jO-i-Toi 1 



ft-U 



RN 874369-88-7 CAPLUS 

CN 1H- Indole- 2-carboxamide, 3-methyl-5- [ (4-methyl-l-piperidinyl) sulfonyl) - 
(phenylmothyl) - (CA INDEX NAME) 



<U-NH-CH 2 -Ph 



RN 874369-93-4 CAPLUS 

CN lH-Azepine, 1- ( [s- ( (3, 5-dimethyl-i-piperidinyl)sulfonyl] -iH-indol-2- 
yljcarbonyl]hexahydro- (9CI) (CA INDEX NAME) 



10523285 
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RN 874369- 94 -S CAPLUS 

CN Piperidine, 3 , 5-dimethyl-l- ( (3-methyl-S- ( (4-methyl-l-piperidinyl) Bulfonyl] - 
iH-indol-2-ylJcarbonyl] - (9CI) (CA index name) 



RN 874370-03-3 CAPLUS 

CN 1H- Indole- 2-carboxamide, N, N-bia (l-methylethyl) -5- ( (4-methyl-l- 
piperidinyl) sulfonyl) - (CA INDEX NAME) 



Ha 



'c-N(Pr-il2 



RN 874369-96-7 CAPLUS 

CN 1H- Indole -2-carboxamide, N-ethyl-5- [ (4-methyl- l-piperidinyl) sulfonyl] - 
(CA INDEX NAME) 



RN 874370-04-4 CAPLUS 

CN 1H- Indole -2-carboxamide, N-butyl-N-methyl-5- ( (4-methyl- 
piperidinyl) sulfonyl] - (CA INDEX NAME) 



.ft-1 



RN 874369-99-0 CAPLUS 

CN Piperazino, 1- ( [5- [ (hexahydro-lH-azepin-l-yl) sulfonyl] - 1 - (phenylsulf onyl ) - 
iH-indol-2-yl]carbonyl] -4-methyl- (9CI) (CA INDEX NAME) 




RN 874370-02-2 CAPLUS 

CN lH-lndole-2-carboxamide, N-cyclopropyl-5- [ (4-methyl-l- 
piperidinyl) sulfonyl] - (CA INDEX NAME) 



RN 874370-05-5 CAPLUS 

CN 1H- Indole -2-carboxamide, N- (l-methylethyl) -5- [ (4 -methyl- l- 
piperidlnyl) sulfonyl) - (CA INDEX NAME) 




RN 874370-06-6 CAPLUS 

CN Pyrrolidine, 1- ( (5- 1 (3 , 5-dimethyl-l-piperidinyl) sulfonyl) - 1H- indol-2- 
yljcarbonyl) - (9CI) (CA index NAME) 



1 ^C7 4 -0 



RN 874370-09-9 CAPLUS 

CN lH-lndole-2-carboxaraide, N-cyclopentyl -3 -methyl- 5- I (4 -methyl -l- 
piperidinyl) sulfonyl] - (CA INDEX NAME) 



RN 874370-10-2 CAPLUS 

CN Piperidine, 4-methyl-l- [ [5- ( <4-methyl-l-piperidinyl) sulfonyl) -lH-indol-2- 
yljcarbonyll - <9CI) (CA INDEX NAME) 



RN 874370-21-S CAPLUS 

CN Piperazine, 1- ( [5- [ (3 , 5-diroethyl- 1-piperidinyl) aulfonyl] -3-methyl- 1H- indol- 
2-yl)carbonyl] -4-methyl- (9CI) (CA INDEX NAME) 



4-c&' LCr 



RN 874370-25-9 CAPLUS 

CN 1H- Indole- 2 -carboxamide, 3 -methyl- 5- ( (4-methyl - l-piperidinyl) sulfonyl] -N- 
[ (tetrahydro-2H-pyran-4-yl)methyl] - (CA INDEX NAME) 
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RN 874370-26-0 CAPLUS 

CN ih- indole- 2 -carboxamide, N, N-diethyl-3 -methyl-5- I (4-methyl-l- 
piperidinyl) sulfonyl J - (CA INDEX NAME) 



r^-f-oi;' 1 " 



RN 874370-29-3 CAPLUS 

CN Piperidine, 1- [ [5- [ (3 , 5-dimethyl- l-piperidinyl ) aulfonyl) - 1H- indol-2- 
yllcarbonyl] -3-methyl- (9CI) (CA INDEX NAME) 



RN 8743 70-30-6 CAPLUS 

CN 1H- Indole -2- carboxamide, N-cyclopentyl-l,3-dimethyl-5- [ (4-methyl- 1- 
piperidinyl) sulfonyl) - (CA INDEX NAME) 



RN 874370-37-3 CAPLUS 

CN 1H- Indole- 2- carboxamide, 5- [ (3 , 5-dimethyl- l-piperidinyl) sulfonyl) -N-methyl 
N- (phenylmethyl) - (CA INDEX NAME) 
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'c_l,_ C H2_p 



RN 874370-41-9 CAPLUS 

CN ih- Indole -2-carboxamide. 5- ( (3, 5-dimethyl- l-piperidinyl) sulfonyl] -N, N- 
diethyl-l- l2-hydroxy-3- (4-methyl- l-piperazinyl) propyl)- (CA INDEX NAME) 



l^,J 'I, ti - — CHJ— CH — CH2 t^^i^ 



Me 



RN 874370-42-0 CAPLUS 

CN IH- Indole -2 -carboxamide, N-methyl-5- [ (4 -methyl - 1 -piper idinyl) sul fonyl ] - 
(CA INDEX NAME) 



RN 874370-43-1 CAPLU3 

CN Piperidine, l- 115- [ (3 , 5-dimethyl-l-piperidinyl) sulfonyl) -lH-indol-2- 
yDcarbonyl) -4-methyl- (9CI) (CA INDEX NAME) 



"^v H— 



'tea 



RN 8743 70-46-4 CAPLUS 

CN l-Piperazinecarboxylic acid, 4 - [ (3 -methyl -5- 1 (4-methyl- 1- 

piperidinyl) sulfonyl] - IH- indol -2-yl] carbonyl) -, ethyl ester (CA INDEX 
NAME) 



C-OEt 

o 



RN 8743 70-52-2 CAPLUS 

CN IH- Indole -2- carboxamide, N, 3 -dimethyl - 5- { (4-methyl- l-piperidinyl) sulfonyl) 
N- (phenylmethyl) - (CA INDEX NAME) 



RN 874370-55-5 CAPLUS 

CN IH- Indole- 2-carboxamide, N-cyclopropyl - 5- f ( 3 , 5 -dimethyl - 1 - 
piperidinyl) sulfonyl] - (CA INDEX NAME) 



RN 874370-45-3 CAPLUS 

CN lH-Indole-2-carboxamide, S- { (3,5 -dimethyl - l-piperidinyl ) Bui fonyl] - N, N- 
diethyl- <CA INDEX NAME) 



RN 874370-60-2 CAPLUS 

CN iH-Indole-2- carboxamide, 5- ( (3 , 5-dimethyl- l-piperidinyl) sulfonyl) -N,3- 
dimethyl- (ca INDEX NAME) 



10523285 
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RN 814370-61-3 CAPLUS 

CN IH- Indole -2- carboxamide, 5- I (3, 5-dimethyl-l-piperidinyl) eulfony 1) -N,N- 
bis(l-methylethyl)- (CA INDEX NAME) 



C-N(Pr-l) 



RN 874370-64-6 CAPLUS 

CN Piperazine, 1- | [5- I (hexahydro-lH-azepin-l-yl)sulfonyl] -lH-indol-2- 
yllcarbonyl) -4-methyl- (9CI) (CA INDEX NAME) 



RN 874370-6S-7 CAPLUS 

CN IH- indole -2 -carboxamide, 5- I (3, 5-dimethyl-l-piperidinyl) sulfonyl) -N-ethyl- 
3 -methyl- (CA INDEX NAME) 



RN B74370-67-9 CAPLUS 

CN lH-lndole-2-carboxamide, 3 -methyl- 5- [ (4 -methyl -l-piperidinyl) sulfonyl ) -N- 1 
(3 -phenyl propyl)- (CA INDEX NAME) 



B .jO-|-oi: ! 



C-NH- ( 



RN 874370-71-5 CAPLUS 

CN Piperidine, l- ({5- I (3,5-dimethyl-l-piperidinyl)Bulfonyll -3-methyl-lH-indol- 
2-yl) carbonyl) -3-methyl- (9CI) (CA INDEX NAMB) 



RN 8743 70-74-8 CAPLUS 

CN 1H- Indole -2- carboxamide, l- [3- (dimethylamino) propyl 1 -5- [ (3, 5-dimethyl-l- 
piperidinyl) sulfonyl) -N,N-diethyl - (CA INDEX NAME) 



J e ^(CH 2 )3-NI 



RN 874370-76-0 CAPLUS 

CN l,4-Dioxa-8-azaspirol4 ,5]decane, 8- [ (5- ( (hexahydro- lH-azepin-l- 

yDsulfonyl] -3-methyl- lH-indol- 2 -yl] carbonyl] - (9CI) (CA INDEX NAME) 



RN 874370-79-3 CAPLUS 

CN 1-Piperazinecarboxylic acid, 4- U5- [ (hexahydro-lH-azepin-l-yl)sulfonylJ -3- 
methyl- 1H- indol- 2 -yl) carbonyl)-, ethyl ester (CA INDEX NAME) 
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RN 874370-83-9 CAPLUS 

CN Piperidine. 2-methyl-l- ( (3 -methyl- 5- [ (4-methyl- l-piperidinyl) sulfonyl) - 1H- 
indol- 2 -yl) carbonyl) - (9CI) (CA index name) 



RN 874370-85-1 CAPLUS 

CN Piperidine, l- I (5- [ (3 , 5-dimethyl-l -piperidinyl) BUlf onylj -lH-indol-2- 
yl) carbonyl) -2-methyl- (9CI) (CA INDEX NAME) 



RN 874370-88-4 CAPLUS 

CN IH- Indole- 2- carboxamide, N.N-diethyl- l-methyl-5- ( (4 -methyl- l- 
piperidinyl) sulfonyl) - (CA INDEX NAME) 



RN 874370-90-8 CAPLUS 

CN lH-Indole-2-carboxamide, 5- [ (hexahydro- lH-azepin- l-yl) sulfonyl] -N- (2- 
phenylethyl) - (CA INDEX name) 
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^ l C-NH-CHj-CH2-Ph 



RN 8743 70-91-9 CAPLUS 

CN IH- indole- 2 -carboxamide. 5- { (3 , 5-dimethyl- l-piperidinyl > Bulfonyl) - (CA 
INDEX NAMB) 



RN 874370-92-0 CAPLUS 

CN l,4-Dioxa-B-azaspiro[4.5]decane, 8- I [5- [ (hexahydro- lH-azepin- 1- 
yl) sulfonyl) -lH-indol-2-yl) carbonyl] - (9CI) (CA INDEX NAME) 



RN 874370-93-1 CAPLUS 

CN l,4-Dioxa-8-azaspiro(4 ,5)decane, 8- [ 15- 1 (3 , 5-dimethyl-l- 
piperidinyl) sulfonyl] -3-methyl-lH- indol-2-yl] carbonyl) - (9CI) (CA INDEX 



RN 874370-94-2 CAPLUS 

CN lH-lndole-2-carboxamide. N- (cyclopropylraethyl) -5- I (3 , 5-dimethyl -l- 
piperidinyl) sulfonyl) -N-propyl- (CA INDEX NAMB) 



10523285 
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if. 



RN 814370-98-6 CAPLUS 

CN lH-lndole-2-carboxamide, N-cyclopentyl-5- ( (hexahydro- lH-azepin- l- 
yDsulfonyl] -3-methyl- (CA INDEX NAME) 



RN 874371-01-4 CAPLUS 

CN 1H- Indole -2- carboxamide, 3-methyl-N,N-bisU-methylethyl> -5- { (4-methyl-l- 
piperidinyl) sulfonyl] - (CA INDEX NAME) 



RN B74371-13-8 CAPLUS 

CN Piperidine. 4-raethyl-l- [ [3-methyl-S- 1 (4-methyl-l-piperidinyl) sulfonyl) -1H- 
indol-2-yl]carbonyll- (9CI) (CA INDEX NAME) 



RN 874371-16-3 CAPLUS 

CN Pyrrolidine, 1- ( (5- [ (hexahydro- lH-azepin- 1-yl) sulfonyl] - lH-indol-2- 
yljcarbonyl) - (9CI) (CA INDEX NAME) 



O-f-0^r' L, 0 ' 



RN 874311-21-8 CAPLUS 

CN 1H- Indole- 2- carboxamide, s- [ (3 , 5-dimethy 1- l-piperidinyl ) sulfonyl] -N- (l- 
methylethyl) - (CA INDEX NAME) 



RN 8743 71-23-0 CAPLUS 

CN 1H- Indole- 2- carboxamide, 5- [ (3 , 5-dime thy 1- l-piperidinyl) sulfonyl) -N- 
l (tetrahydro-2H-pyran-4-yl) methyl] - (CA INDEX NAME) 



RN 874371-30-9 CAPLUS 

CN lH-Indole-2-carboxamide, 5- [ (3 , S-dimethyl- l-piperidinyl) sulfonyl} - 3-methyl - 
N- ( (tetrahydro- 2- furanyl) methyl) - (CA INDEX NAME) 




!Uh-c 



RN 874371-32-1 CAPLUS 

CN 1H- Indole- 2- carboxamide, 5- [ (3 , 5-dimechyl- l-piperidinyl) sulfonyl] -3-methyl- 
N- (phenylmethyl) - (CA INDEX NAME) 



10523285 
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C-NH-CHj- Ph 



RN 874371-34-3 CAPLUS 

CN lH-Indole-2- carboxamide, N-methyl-5- I (4 -methyl - 1- piperi-dinyl ) aulfonyl] -N- 
(phenylmethyl) - (CA INDEX NAME) 



C-N-CH 2 -Ph 



RN 8743 71-37-6 CAPLUS 

CN lH-Indole-2-carboxamide, S- [(3,5 -dimethyl -l-piperidinyl ) aul f ony 1 ) - N- (2- 
phenylethyl) - (CA INDEX NAME) 



hfH-CH 2 -CH 2 — Ph 



RN 874371-38-7 CAPLUS 

CN Pipera2ine, i-methyl-4- I (3-methyl-5- ( (4 -methyl - l -piper idinyl ) aul fonyl ] -1H- 
indol-2-yl]carbonyl]- (9CI) (CA INDEX NAME) 



RN 874371-39-8 CAPLUS 

CN Piperidine, 1- [ [S- [ (3 , 5-dimethyl-l-piperidinyl) sulfonyl} -1- {(4- 

methoxyphenyDsulfonyl] -1H- indol-2-yl] carbonyH - (9CI) (CA INDEX NAME) 



10523285 
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f-O 



RN 874371-42-3 CAPLUS 

CN lH-Indole-2-carboxamide, N-cyclohexyl- 5- [ (hexahydro-lH-azepin-1- 
yl) aulfonyl] - (CA INDEX NAME) 



0-ho^r' L «-0 



RN 8743 71-43-4 CAPLUS 

CN Piperidine, 1- I (5- ( (3 , S-dimethyl- l-piperidinyl) sulfonyl] -3-methyl-lH- lndol- 
2-yl]carbonyl] -2-methyl- (9d> (CA INDEX NAME) 



RN 874371-46-7 CAPLUS 

CN 1H- Indole -2- carboxamide, N-ethyl-3-methyl-5- I (4 -methyl- l- 
• piperidinyl) sulfonyl] - (CA INDEX NAME) 



RN 874371-48-9 CAPLUS 

CN 1H- indole- 2- carboxamide, 5- ( (hexahydro-lH-azepin-l-yl)sulfonylJ -N-methyl- 
(CA INDEX NAME) 
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RN 874371-50-3 CAPLUS 

CN lH-Indole-3-carboxamide, 5- | (4-methyl-l-piperidinyl) sulfonyl] - (CA INDEX 

NAME) 



RN 874371-51-4 CAPLUS 

CN lH-lndole-2-carboxamide, N-cyclohexyl-5- [ (hexahydro- lH-azepin-l- 
yl) sulfonyl] -3-methyl- (CA INDEX NAME) 



RN 874371-55-8 CAPLUS 

CN Piperazine, l-methyl-4 - [ (5- [ (4-methyl-l-piperidinyl) sulfonyl]'- lH-indol-2- 
yl]carbonyl] - <9CI) (CA INDEX NAME) 



RN 874371-56-9 . CAPLUS 

CN 1H- Indole- 2 -carboxamide, l- [3- (dimethylamino) -2-hydroxypropyl] - 5- [ (3,5- 
dimethyl-l-piperidinyl) sulfonyl] -N,N-diethyl- (CA INDEX NAME) 



90of362 

o 

'c-NEt2 



Ns CH 2 — Cl 



CH 2 — CH-CHj — N«e2 



RN 87437 1-S7-0 CAPLUS 

CN IH-Indole- 2- carboxamide, N,N-diethyl- 5- t (4-methyl- 1-piperidinyl) sulf onyl) - 
(CA INDEX NAME) 



RN 874371-61-6 CAPLUS 

CN Piperidine, 3, 5-dimethyl- 1- [ {5- [ (4-methyl- 1-piperidinyl) sulf onylj - lH-indol 
2-yl)carbonyl] - (9CI) (CA INDEX NAME) 



Ms 



RN 874371-64-9 CAPLUS 

CN 1H- Indole- 2 -carboxamide, 5- [ (3 , 5-dimethyl- l-piperidinyl> sulf onyl) -N- (3- 
phenylpropyl)- (CA INDEX NAME) 



RN 874371-65-0 CAPLUS 

CN Pyrrolidine, 1- I [5- [ (3 , 5-dimethyl -l -piperidinyl) sulfonyl] -3-methyl-lH- 
indol-2-yl]carbonyl) - (9CI) (CA INDEX NAME) 



10523285 
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V 



RN 874371-69-4 CAPLUS 

CN 1H- Indole -2- carboxamide, N-cyclohexyl-5- ( (3, 5-dimethyl- 1- 
piperidinyl) sulfonyl] - (CA INDEX NAME) 



RN 874371-70-7 CAPLUS 

CN 1H- Indole -2-carboxamide, N-cyclohexyl-5- [ (3 , 5-dimethyl- l- 
piperidinyl) sulfonyl) -3-nethyl- (CA INDEX NAME) ' 



RN 874371-73-0 CAPLUS 

CN 1H- Indole- 2 -carboxamide, 5- [ (hexahydro- lH-azepin-l-yl) sulfonyl] -N- [2- 
(tetrahydro-2H-pyran-4 -yl) ethyl) - (CA INDEX NAME) 



0 , -|°-[0^r^ l,H - CH3 - ch2 -0 



RN .874371-74-1 CAPLUS 

CN Piperazine, l-methyl-4- [ [5- [ (4 -methyl -1-piperidinyl) sulfonyl) -lH-indol-3- 
yljcarbonyll- (9CI) (CA INDEX NAME) 



10523285 



Me 

6 



RN 874371-76-3 CAPLUS 

CN lH-Indole-2- carboxamide, 5- I (4-methyl- l-piperidinyl) sulfonyl] -N- (2- 
phenylethyl) - (CA INDEX NAME) 



HH— CH 2 — CH 2 — Ph 



RN 874371-77-4 CAPLUS 

CN Piperidine, 1- ( (5- [ (hexahydro-lH-azepin- l-yl) sulfonyl) -3-methyl-lH-indol-2 
yljcarbonyl) -4-methyl- (9CI) (CA INDEX NAME) 



RN 874371-78-5 CAPLUS 

CN i,4-Dioxa-8-azaspiro(4.5)decane, 8- [ (5- [ (3 , 5-dimethyl-i- 

piperidinyl) sulfonyl] - 1H- indol-2-yl) carbonyl] - " (9CI) (CA INDEX NAME) 



RN 874371-79-6 CAPLUS 

CN lH-lndole-2-carboxamide. 5- [ (4-methyl-l-piperidinyl) sulfonyl) -N- 



\ 
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[ (tetrahydro-2H-pyran-4-yl) methyl] - (CA INDEX NAME) 



RN 874371-82-1 CAPLUS 

CN 1H-Azepine, hexahydro-1- [ [5- [ (4-methyl-l-piperidinyl) sulfonyl] -lH-indol-2- 
yljcarbonylj - (9CI) (CA INDEX NAME) 



RN 874371-83-2 CAPLUS 

CN lH-Indole-2-carboxamide, N-cyclopropyl-5- t (3 , 5 -dimethyl- l- 
piperidinyl) sulfonyl] - 1- (phenylsul f onyl ) - {CA INDEX NAME) 




RN 874371-84-3 CAPLUS 

CN l ( 4-Dioxa-8-aza3pirol4.5]decane, 8- ( [3-methyl-5- [ (4-methyl- l- 

piperidinyl) sulfonyl] - 1H- indol-2-yl] carbonyl] - (9CI) {CA INDEX NAME) 



RN 874371-87-6 CAPLUS 

CN Piperidine, l- [[5- [ <hexahydro-lH-azepin- l-yl) sulfonyl) -lH-indol-2 
yllcarbonyl) - (9CI) (CA INDEX NAME) 
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RN 874371-88-7 CAPLUS 

CN lH-Indole-2-carboxamide, 3-methyl-5- [ (4-methyl-l-piperidinyl) sulfonyl] -N- 
( (tetrahydro-2-furanyl)methyl] - { CA INDEX NAME ) 




RN 874371-89-8 CAPLUS 

CN lH-Indole-2-carboxamide, S- [ (3 , 5-dimethyl- 1-piperidinyl) sulfonyl] -N- 
(phenylmethyl) - (CA INDEX NAME) 



o 




RN 874371-90-1 CAPLUS 

CN IH-Azepine, 1- [ [5- { (hexahydro- lH-azepin- 1 -yl) sulfonyl] -lH-indol-2- 
yl]carbonyl]hexahydro- (9CI) (CA INDEX NAME) 



RN 874371-92-3 CAPLUS 

CN IH-Azepine, 1- US- [ (3, 5-dimethyl- 1-piperidinyl) sulfonyl] -3 -methyl- 1H- indol- 
2-yll carbonyl] hexahydro- <9CI> (CA INDEX NAME) 
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CH 2 - Ph 



RN 874371-94-5 CAPLUS 

CN Piperidine, 1- [{5- [ (hexahydro- lH-azepin- l-yl ) sulfonyl] -lH-indol-2- 
yllcarbonyl) -4-methyl- (9CI) (CA INDEX NAME) 



RN 874372-01-7 CAPLUS 

CN 1H- Indole -2-carboxamide, S- { (3, 5-dimethyl-l-piperidinyl) sulfonyl] -N,N- 
diethyl-1- {3- (4-methyl- 1-piperazinyl) propyl] - (CA INDEX NAME) 



RN 8743 71-96-7 CAPLUS 

CN lH-Indole-2-carboxamide, N-cyclopentyl-5- { (3 , 5-dimethyl- l- 
piperidinyl) sulfonyl] - ■ (CA INDEX NAME) 




RN 8743 71-97-8 CAPLUS 

CN Piperidine, l- I [5- ( (4-methyl-l-piperidinyl) sulfonyl] -lH-indol-2- 
yljcarbonyl] - (9CI) (CA INDEX NAME) 



RN 874372-00-6 CAPLUS 

cn iH-Indole-2-carboxamide, 5- [(3, 5-dimethyl - 1-piperidinyl) sul fonyl J -N,3- 
dimethyl-N- (pheny lmethyl) - {CA INDEX NAME) 



.IL««, ^ 

,CH 2 ) j k^J 



RN 874372-03-9 CAPLUS 

CN lH-Indole-2-carboxamide, N-butyl-5- ( (3 ,5-dimethyl-I-piperidinyl) sulfonyl] - 
N-methyl- (CA INDEX NAME) 



'Li-..., 



RN 874372-05-1 CAPLUS 

CN Piperidine, l- [ [5- [ (hexahydro- lH-azepin- l-yl) sulfonyl] -3-methyl-lH- indol-2- 
yl]carbonyl] -2-methyl- <9CI> (CA INDEX NAME) 



RN 874372-06-2 CAPLUS ) 

CN 1H- Indole- 2 -carboxamide, N,N-dimethyl-6- t (4-methyl-l-piperidinyl) sulfonyl] - 
(CA INDEX NAME) 



\ 



RN 874372-07-3 CAPLUS 

CN 1H- Indole- 2 -carboxamide, 3-methyl-S- [ (4-methyl-l-piperidinyl> sulfonyl) -N- 
(2-phenylethyl) - (CA INDEX NAME) 



NH-CBj-CHj-Ph 



RN 874372-08-4 CAPLUS 

CN 1H- Indole -2-carboxamide, 5- ( (hexahydro- lH-azepin-l-yl) sulfonyl] -N- 
(phenylmethyl) - (CA INDEX NAME) 



0-|-oo£ 



'c_HH- CH2— Ml 



RN 8743 72-10-8 CAPLUS 

CN lH-Indole-2- carboxamide, 5- [ (3 , 5-ditnethyl- 1-piperidlnyl) sulfonyl] -N-ethyl- 
(CA INDEX NAME) 



RN 874372-13-1 CAPLUS 

CN Piperidine, 1- [ [5- [ (3 , 5-dimethyl- l-piperidinyl) sulfonyl) -l- 

(propylsulfonyl)-lH-indol-2-yl) carbonyl) - (9CI) (CA INDEX NAME) 



"xp~\xx=4 : p 

Me II 



RN 874372- 15-3 1 CAPLUS 

CN Piperidine, l- [ (5- ( (3, 5-dimethyl- l-piperidinyl) aulfonyl] -lH-indol-2- 
yllcarbonyl] - (9CI) (CA INDEX NAME) 



RN 874372-16-4 CAPLUS 

CN iH-Indole-2-carboxamide, N-cyclopentyl-5- ( (3, 5-dimethyl-l- 
piperidinyl) sulfonyl) -3-m'ethyl- (CA INDEX NAME) 



'•■xp-!noi' l ""-o 



874372-12-0 CAPLUS RN 874372-17-5 CAPLUS 

lH-Indole-2- carboxamide, 5 - [ (hexahydro- IH-azepin- 1 -yl) sulfonyl] -N- ' CN Piperidine, 1- ( {5- K3 , S-dimethyl- l-piperidinyl) sulfonyl] -l-methyl- lH-indol- 

[(tetrahydro-2-furanyl)methyl)- (CA INDEX NAME) 2-yl] carbonyl] - (9CI) (CA INDEX NAME) 
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RN 874372-26-6 CAPLUS 

CN lH-Indole-2-carboxamide, 5- [ (hexahydro- IH-azepin- l-yl) sulfonyl] -N- (l- 
tnethylethyl) - (CA INDEX NAME) 



RN B 74372 -31-3 CAPLUS 

CN lH-lndole-2- carboxamide, 5- I (3, 5 -dimethyl- i-piperidinyl> sulfonyl] -N- [2- 
(tetrahydro-2H-pyran-4-yl) ethyl)- (CA INDEX NAME) 
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RN 874372-40-4 CAPLUS 

CN 1-Piperazinecarboxylic acid, 4- [ (5- I (3, 5-dimethyl- l-piperidinyl) sulfonyl] 
lH-indol-2-yl) carbonyl] -, ethyl ester (CA INDBX NAME) 



j. if' 



RN 874372-41-5 CAPLUS 

CN lH-Indole-2-carboxamide, 5- I (hexahydro- IH-azepin- l-yl) sulfonyl) -N-roethyl-N- 
(phenylmethyl) - (CA INDEX NAME) 




RN 874372-33-5 CAPLUS 

CN 1H- Indole- 2 -carboxamide, 5- [ (4 -methyl- l-piperidinyl) sulfonyl] -N- 
( <tetrahydro-2-furanyl)methyl] - (CA INDEX NAME) 



RN 874372-38-0 CAPLUS 

CN lH-Indole-2-carboxamide, N-cyclopentyl-5- [ (4-methyl- 1- 
piperidinyl) sulfonyl) - (CA INDEX NAME) 



RN 874372-43-7 CAPLUS 

CN 1H- Indole- 2- carboxamide, 5- I (hexahydro- IH-azepin- l-yl) sulfonyl) -N- 
[ (tetrahydro-2H-pyran-4-yl) methyl) - (CA INDEX NAME) 




RN 874372-44-8 CAPLUS 

CN Piperazine, 1- ((5- { (3, 5-dimethyl-l-piperidinyl) sulfonyl] -l - 

(phenylsulfonyl) - lH-indol-2-yl] carbonyl] -4-methyl- (9CI) (CA INDEX NAME) 
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RN 874372-45-9 CAPLUS 

CN 1H- Indole -2 -carboxamide, N-butyl-5- [ (3, 5-dimethyl-l-piperidinyl) sulfonyl) - 
N,3-dimethyl- <CA INDEX NAME) 




RN 874372-46-0 CAPLUS 

CN lH-lndole-2-carboxaraide, N-cyclopropyl-5- I (hexahydro- lH-azepin- 1- 
yUsulfonyl) -1- (phenylsulfonyl) - (CA INDEX NAME) 




RN 874372-47-1 CAPLUS 

CN lH-Indole-2-carboxamide, N-butyl-5- [ (hexahydro- lH-azepin-l-yl) sulfonyl) -N- 
methyl- (CA INDEX NAME) 




RN 874372-4B-2 CAPLUS 

CN lH-Indole-2-carboxamide, N-cyclohexyl-3-methyl-5- ( (4-methyl-l- 
piperidinyl) sulfonyl] - (CA INDEX NAME) 
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RN 874372-49-3 CAPLUS 

CN Piperidine, 1- { [5- [ (3 , 5-dimethyl-l-piperidinyl) aulfonylj -lH-indol-2- 
yUcarbonyl] -3 , 5-dimethyl- <9CI> (CA INDEX NAME) 



RN 874372-57-3 CAPLUS 

CN 1H- Indole- 3 -carboxamide, N-cyclopropyl-5- t (4-methyl-l- 
piperidinyDaulfonyl) - (CA INDEX NAME) 



I 

0 j=° 



RN 874372-58-4 CAPLUS 

CN 1H- Indole- 2- carboxamide, 5- [ (3 , s-dimethyl- l-piperidinyl) sulfonyl) -N, l - 
dimethyl- (CA INDEX NAME) ' 



RN 874372-59-5 CAPLUS 

CN Piperidine, 2-methyl-l- ( [5- { (4-methyl- l-piperidinyl) sulfonyl] - 1H- indol- 2- 
yl]carbonyl] - <9CI) (CA INDEX NAME) 
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RN 874372-60-8 CAPLUS 

CN Piperidine, 1- [ (5- [ (hexahydro-iH-azepin-l-yl) sulfonyl] -1H- indol-2- 
yllcarbonyl] -2-methyl- (9CI) (CA INDEX NAME) 



RN 874372-62-0 CAPLUS . 

CN 1-Piperazinecarboxylic acid, 4- [ (5- [ (3, 5-dimethyl-l-piperidinyl) sulfonyl) - 
3 -methyl - 1H- indol -2-yl) carbonylj -, ethyl ester (CA INDEX NAME) 
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RN 874372-69-7 CAPLUS 

CN 1H- Indole -2-carboxamide, N-cyclohexyl- 5- ( (4-methyl- l-piperidinyl) sulfonyl] 
(CA INDEX NAME) 




RN 874372-71-1 CAPLUS 

CN 1H- Indole -2- carboxamide, 5- [ (3 , 5-dimethyl- l-piperidinyl ) sulfonyl] -3-methyl 
N- ( l -methylethy 1) - (CA INDEX NAME) 



Me, 




RN 874372-63-1 CAPLUS 

CN Piperidine, l- 1(5- { (3 , 5-dimethyl-l-piperidinyl) sulfonyl] -3-methyl- 1H- indol- 
2-yl)carbonyl) - (9CI) (CA INDEX NAME) 



874372-72-2 CAPLUS 

1H- indole -2- carboxamide, 5- ( (3 , 5-dimethyl- l-piperidinyl) sulfonyl) -N- 
(phenylmethyl) -l- (phenylsulf onyl) - (CA INDEX NAME) 



le _ 

V 



■o 



:— NH-CH2- Ph 



RN 874372-64-2 CAPLUS 

CN ih- indole -2-carboxaraide, 5- ( (hexahydro- lH-azepin- 1-yl) sulfonyl] -N,3- 
diraethyl- (CA INDEX NAME) 



RN 874372-77-7 CAPLUS 

CN Pyrrolidine, 1- ( [3-methyl-S- ( (4 -methyl - 1 -piperidinyl) sulfonyl] -lH-indol-2- 
yljcarbonyl) - (9CI) (CA INDEX NAME) 
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RN 874372-81-3 CAPLUS 

CN 1H- Indole- 2- carboxamide, 5- [ (3, 5-dimethyl- 1-piperidinyl) Bulfonyl) -N,N,l- 
trimethyl- (CA INDEX NAME) 



RN 874372-83-5 CAPLUS 

CN lH-Indole-2- carboxamide, N- (cyclopropylmethyl) -5- [ (3 , 5-dimethyl- 1- 
piperidinyl) sulfonyl] -l-methyl-N-propyl- (CA INDEX NAME) 



RN 874372-91-5 CAPLUS 

CN Piperidine, l- [(5- [ (3, 5-dimethyl-l-piperidinyl) sulfonyl) -1-1(1- 

methylethyl) sulfonyl] -lH-indol-2-yl) carbonyl] - (SCI) (CA INDEX NAME) 



RN 874373 -13 -4 CAPLUS 

CN lH-Indole-2-carboxamide, 5- ( <hexahydro-lH-azepin-l-yl> sulfonyl] -3-methyl-N- 
[2- (tetrahydro-2H-pyran-4-yl)ethyl] - (CA INDEX NAME) 
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RN 874373-25-8 CAPLUS 

CN 1H- Indole- 3 -carboxamide, N, N-bis ( l-methylethyl ) -5- I (4-methyl-l- 
piperidinyl) sulfonyl) - (CA INDEX NAME) 



o i-mi*T. 



RN 874373-30-5 CAPLUS 

CN 1H- Indole- 2-carboxamide, N-cyclopropyl-6- ( (4-methyl- l- 
piperidinyl) sulfonyl) - (CA INDEX NAME) 



RN 874373-31-6 CAPLUS 

CN 1H- Indole- 2 -carboxamide, 5- [ (3 , 5-dimethyl- l-piperidinyl) sulfonylj -N,N- 
diethyl-1- [2- (4-methyl- l-piperazinyl) ethyl] - (CA INDEX NAME) 



! -CH 2 -CH 2 ft^J 



THERE ARE 2 CITED REFERENCES AVAILABLE FOR THIS RECORD 
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PA 



1285 I07of362 

transporters, their preparation, pharmaceutical compositions, and use in 
therapy 

Hadida Ruyh, Sarah S.; Hazlewood, Anna R. ; Grootenhuis, Peter D. J.; Van 
Goor, Frrflerick P.; Singh, Ashvani K. ; Zhou, Jinglan; McCartney, Jason 
VerteArfiarmaceuticals Incorporated, USA 
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STRUCTURE DIAGRAM TOO LARGE FOR DISPLAY * AVAILABLE VIA OFFLINE PRINT * 

iB The invention relates to guinolinonecarboxamides of formula I, which are 

modulators of ATP-Binding Cassette (ABC) transporters or fragments thereof, 
including cystic Fibrosis Transmembrane Conductance Regulator (CFTR) . In 
compds. I, each of Rl, R2 , R3 , R4, and R5 is independently -X-Rx, where X is a 
bond, (un) substituted C1-6 aikylene, optionally with up to two methylene units 
replaced by C(O) , C(S) , C(0)N, C(o)o, OC(O), etc., and Rx is selected from H, 
halo, nitro, cyano. CF3, CF30, C1-8 alkyl, aryl, heteroaryl, heterocyclyl, 
cycloalkyl, and a bicyclic ring system; R6 is H, OH, SH, CP3. ci-8 alkoxy, 
aryloxy, etc.* R7 is H or ci-6 alkyl, optionally substituted with -X-Rx as 
defined above; and Ar is (un) substituted 5- or 6-membered aryl or heteroaryl 
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ring having 0-4 heteroatoms independently selected from N, o, and s, 
optionally fused to a 5- to 12-membered monocyclic or bicyclic ring system 
containing 0-4 heteroatoms independently selected from N, O, and s. The 
invention also relates to the preparation of I, pharmaceutical compns. 
comprising a compound I and a pharmaceutical^ acceptable carrier or adjuvant, 
as well as to the use of the compns. for the modulation of ATP-binding 
cassette (ABC) transporters. Substitution of di-Et 2- 

(ethoxymethylene)malonate with aniline followed by cyclocondensation and ester 
hydrolysis gave quinolinone II. Nitration of 3-methylbenzoic acid and 
esterif ication gave Et 5-methyl-2,4-dinitrobenzoate, which underwent 
condensation with N- (dimethoxymethyl) -dimethylamine and reductive cyclization 
to aminoindole III. Amidation of II with III followed by ester hydrolysis and 
amidation with piperidine gave quinol inonecarboxamide IV. Several compds. "of 
the invention, e.g., IV, express EC50 values below 10 |iM as modulators of ABC 
transporters. 
873050-68-lP 373052- B8- IP 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study),- prep (Preparation); USES 
(Uses) 

(drug candidate; preparation of quinol inonecarboxamides as modulators of 
ATP-binding cassette transporters) 
873050-68-1 CAPLUS 

3-Quinolinecarboxamide, N- 15- (l, l-dimethylethyl) -1H- indol-6-yl] -l , 4- 
dihydro-6- [ (4-methyl-l-piperidinyl) sulfonyl] -4-oxo- (CA INDEX NAME) 



873052-88-1 CAPLUS 

3-Quinolinecarboxamide, N- (5- < 1 , l-dimethylethyl) -lH-indol-6-ylJ -1,4- 
dihydro-4-oxo-6- (1-pyrrolidinyleulfonyl) - (CA INDEX NAME) 




ANSWER 18 OP~80 CAPLUS JX>PYRIGHT„3007_ACS On STN 

2005:1155 5 25 CAPLUS Full- text ~ "" 

143:422250 

Preparation of substituted P-carboline 1KB kinase 2 (IKK-2) 
inhibitors as potential antiinflammatory, immunomodulatory, or anticancer 
agents 

Hepperle, Michael B . ; Liu, Julie Fields; Soucy, Francois; Raman, Prakash; 
Little, Jeremy D. ; Fleming, Paul E. ; Reynolds, Dominic,- Harriman, 
Geraldine C. B. 
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STRUCTURE DIAGRAM TOO LARGE FOR DISPLAY - AVAILABLE VIA OFFLINE PRINT ' 



Substituted p 1 -carbolines I (0 ■ CH2, CH-R9; G - NR4R5, 3-7 membered 
lun) substituted heterocyclyl j Rl » H, halo, alkyl, amino, alkylamino; R2, R3 ■ 
independently h, halo, C1-2 aliphatic, alkoxy, haloalkyl; R4 , each R - 
independently H , Cl-6 aliphatic; R5 - (un) substituted Cl-6 aliphatic,- R9 - CI - 
3 aliphatic; and their pharmaceutical ly acceptable salts] were prepared as 
inhibitors of UB kinase 2 {IKK-2) for the treatment of inflammatory or immune 
system diseases such as rheumatoid arthritis, asthma, psoriasis, chronic 
obstructive pulmonary disease, or cancer (particularly lymphoma). E.g., 
coupling of (S) -4- ( (S) -2- tert-butoxycarbonylaminopropyl) -6, 6- 
dimethylmorphol ine- 3-carboxylic acid with 6-chloro-4 -methyl- 9H-p- carbolin-8- 
ylamine, Boc-deprotection, and acylation of amine salt with 2-methylnicotinic 
acid. Selected |»-carbolines I displayed IC50 < loo nM for inhibition of ikB 
kinase in in vitro and cell -based assays. I were selective for inhibiting 
ikk-2 as opposed to IKK-1 . 

«G«OS5>-37-:.P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use) ; BIOL (Biological study); PREP (Preparation); USES 
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(uses) 

(invention compound; preparation of substituted -carboline IB kinase 2 

(IKK-2) 

inhibitors as potential antiinflammatory, immunomodulatory, or 
anticancer agents) 
RN 86B0S9-27-2 CAPLUS 

CN 3-Morpholinecarboxamide, N- (6-chloro- 9H-pyrido [3 ,4 -b) indol-8-yl) -6,6- 
dimethyl-4- [2-oxo-2- {4- ( l -pyrrolidiny lsulfonyl > - 1 -piperaz'inyl ] ethyl) - , 
(3S) - (CA INDEX NAME) 

Absolute stereochemistry. 
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2005:10394 97 CAPLUS — Full - text ~~ L ~~ " 

144:311869 

Synthesis and properties of l-acylindolinesulf onamides 

Shalygina, E. E . ; Kobylinakii, D. V.; Ivanovskii, S, A.,- Balakin, K. 

Dorogov, M. V.; Toporova, T. A. 

Yarosl. oos. Pedaga§. Univ. im. K. D. Ushinskogo, Yaroslavl, Russia 
Izvestiya VysshikJT Uchebnykh Zavedenii, Khimiya i Khimieheskaya 
Tekhnologiya (^0/84), 47 (8), 91-96 
CODEN: IVUKAR; ISSN: 0579-2991 

Ivanovskii Gosudarstvennyi Khimiko-Tekhnologicheskii Universitet 

Journal 

Russian 

CASREACT 144:311869 
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Title compds. I and II were prepared by N-acylation of indoline, bromination 
and chlorosulfonylation (or just chlorosulfonylation) , and amidation. Several 
properties indicative of potential Pharmacol, activities were determined 

442??2-2i-8P 442*^2-27- IP 442462- 3« -4 P 
ii2062-44-4? ©7&562-09-iP 37&S62- 1C-4P 
37SES2-11-SP S7?5SC-12-6P $01033- 21-4P 

RL: CPN (Combinatorial preparation); PRP (Properties); CMBI (Combinatorial 

study) ,• PREP (Preparation) 

(acylindolinesulfonamides via chlorosulfonylation and amidation of 
acylindolines and pharmacol. activity indicators of products) 

442862-22-8 CAPLUS 

lH-Indole, l-acetyl-5-bromo-7- ( (4- (2,3-dimethylphenyl) -1- 
piperazinyljsulfonyl] -2,3-dihydro- (9CI) (CA INDEX NAME) 



10523285 





RN 442862-27-3 CAPLUS 

CN 1H- Indole, i -acetyl -s-bromo-2, 3-dihydro-7- ( [3 -methyl -4- (3-methylphenyl ) -l- 
piperazinyl] sulfonyl) - (9CI) (CA INDEX NAME) 



442862-44-4 CAPLUS 

lH-lndole, l-acetyl-5-bromo-2, 3-dihydro-7- [ {4- (2-pyridinyl) -l- 
piperazinyl] sulfonyl]- (9CI) (CA INDEX NAME) 





979562-09-1 CAPLUS 

lH-Indole, 5- [ (4-cyclohexyl- l-pipera2inyl) sulfonyl] -1- 
(cyclopropylcarbonyl) -2,3-dihydro- (9CI) (CA INDEX NAME) 



CL-Crf-OO-L^ 



442862-36-4 CAPLUS 

lH-lndole, l-acetyl-5-bromo-2,3-dihydro-7- [ (4 -methyl- 1- 
piperazinyl) sulfonyl] - (9CI) (CA INDEX NAME) 



B79562-10-4 CAPLUS 

lH-Indole, 1- (cyclopropylcarbonyl) -5- [ [4- (2,5-dimethylphenyl) -1- 
piperazinyl] sulfonyl] -2,3-dihydro- (9CI) (CA INDEX NAME) 



RN 879562-11-5 CAPLUS 

CN 1H- Indole, 1- (cyclopropylcarbonyl) -2, 3-dihydro-5- (4-morpholinylsulf onyl) - 
<9CI> (CA INDEX NAME) 



RN SI 9562- 12-6 CAPLUS 

CN lH-lndole, X- (cyclopropylcarbonyl) -5- f |4 - (2-furanylcarbonyl> -l- 
piperazinyljsulfonylj -2,3-dihydro- (9CI) (CA INDEX NAME) 



RN 901033-21-4 CAPLUS 

CN INDEX NAME NOT YET ASSIGNED 




1-20 -OF -80- CAPLUS - COPYRIGHT 2007.JVC3„on STN 
{: 1028086 CAPLUS Fu ll- text 
143:326396 

Preparation of piperidinyl- and piperazinyl-sulfonylmethyl hydroxamic 
acids and their use as protease inhibitors 

Mcdonald, Joseph J. ; Kassab, Darren J.; Massa, Mark A. j Grapperhaus, 
Margaret l.j Schmidt, Michelle A.> Rico, Joseph G.; Mullins, Patrick B. < 
Brown, David L. 
USA 

U.S. Pat. Appl. Publ., 417 pp., Cont.-in-part of U.S. Ser. No. 618,288. 
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CASREACT 143:326396; MARPAT 143:326396 



B 1_B2_S3 I 




Title compds. I (Al and A2 together with the c to which they are bonded join 
to form (un) substituted heterocyclyl or carbocyclyl, or Al and A2 are 
independently selected from H, alkyl, alkoxyalkyl, alkenyl, alkynyl, etc.; Pot 
- H, halo, CN, OH, N02, alkyl, alkenyl, alkoxy, alkoxyalkyl, heterocyclyl. 



10523285 115of362 

etc.; Y ■ N, CH, or CRx; El - (un) substituted carbocyclyl, heterocyclyl, etc.; 
E2 - 0, CO, C(0)0, OC(O), bond, S, etc.; B3 - halo, CN, (un) substituted alkyl, 
alkenyl, alkynyl, heterocyclyl, heterocyclylalkyl , etc.] and their 
pharmaceutically acceptable salts are prepared and disclosed as protease 
inhibitors. E.g., a multi-step synthesis of II, starting from Et crotyl 
phosphonate and tert-Bu 4- { (4-formylpiperidin-l-yl) sulfonyl) tetrahydro-2H- 
pyran-2H-pyran-4- carboxylate, was given. This invention iB directed 
generally to proteinase (also known as 'protease') inhibitors, and more 
particularly, inhibitors of matrix metal loproteinase (also known as 'matrix 
metal loprotease ' or 'MMP'), aggrecanase, or TNP-a convertase a'ctivity. In 
assays to determine inhibition consta. (Ki) against MMP-l, MMP-2, KMP-9, MMP- 
13 and MMP- 14, I possessed values ranging from 0 . 13 - >10, 000. This invention 
also is directed to compns. of such hydroxamic acids, intermediates for the 
syntheses of such hydroxamic acids, methods for making such hydroxamic acids, 
and methods for treating conditions (particularly pathol. conditions) 
associated with MMP, aggrecanase, or TNF-a convertase activity. 

IT 622332- 38- IP 622388-44-7P 6 2230 f» -4 6- 9P 
ol23G8-i-!-OP S21338-52-"»P 622Se8-5J-0F 
851771-04-5? 

RL: PAC (Pharmacological activity); 3PN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(preparation of piperidinyl- and piperazinyl-sulfonylmethyl hydroxamic 

acids 

and their use as matrix metal loproteinase inhibitors) 
RN 622382-88-1 CAPLUS 

CN 2H-Pyran-4-carboxamide, 4- [ [4- f5- [4- (1, 3-dihydro-l, 3-dioxo-2H-isoindol-2- 
yDbutyl) -2-pyridinyl] -1-piperazinyl) sulfonyl) tetrahydro-N-hydroxy- , 
monohydrochloride (9CI) (CA INDEX NAME) 
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RN 622388-46-9 CAPLUS 

CN 2H-Pyran-4-carboxamide, tetrahydro-N-hydroxy- 4- [ [4- I (IE, 3E) -5- I (3aR,7aS) - 
octahydro-2H-isoindol-2-yl] -5-oxo-i,3-pentadienylJ - l-piperidinyl) sulfonyl! - 
, rel- (9CI) (CA INDEX NAME) 

Relative stereochemistry. 
Double bond geometry as shown. 



RN 622388-47-0 CAPLUS 

CN 2H-Pyran-4-carboxamide, 4- [ [4- [ (1E.3E) -5- (l , 3-dihydro-2H-isoindol-2-yl) -5- 
oxo-l ,3-pentadienyl) -l-piperidinyl) sulfonyl] tetrahydro-N-hydroxy- (9CI) 
(CA INDEX NAME) 

Double bond geometry as shown. 




RN 6223 88-52-7 CAPLUS 

CN 2H- Pyran- 4 -carboxamide, 4- ((4- [5- {1 ,3 -di hydro- 2H-isoindol-2-yl) -5- 

oxopentyl) -l-piperidinyl) sulfonyl) tetrahydro-N-hydroxy- (CA index name) 



RN 622388-44-7 CAPLUS 

CN 2H- Pyran- 4 -carboxamide , 

1,3-pentadienylJ -l-piperidinyl) sulfonyl) tetrahydro-N- hydroxy- 
INDEX NAME) 

Double bond geometry as shown. 



o 

[4-[(lE,3E)-5-(2,3-dihydro-lH-indol-l-yl)-5-oxo- l c _ , 

nyl) sulfonyl) tetrahydro-N-hydroxy- (9CI) (CA k^i 1 



RN 
CN 



622388-53-8 CAPLUS 

2H- Pyran- 4 -carboxamide, tetrahydro-N- hydroxy-4- ( (4- [5- (octahydro-2H- 
isoindol-2-yl) -5- oxopentyl) -l-piperidinyl] sulfonyl) - (CA INDEX NAME) 



-o-i-p-o 



RN 851771-04-5 CAPLU3 

CM 2H-Pyran-4-carboxamide, 4- ( (4- [5- (2, 3 -dihydro- 1H- indol -1-yl) -5-oxopentylJ - 
l- piperidinyl) sulfonyl) tetrahydro-N- hydroxy- (CA INDEX NAME) 



IT 351771 -0*-*>P 

RL ; RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation of piper idinyl- and piperazinyl -sul fonylmethyl hydroxamic 

acids 

and their use as matrix metalloproteinase inhibitors) 
RN 851771-09-0 CAPLUS 

CN 2H-Pyran-4-carboxamide, 4- ( (4- [5- (2, 3 -dihydro- 1H- indol -1 -yl ) -5-oxopentyl) - 
1-piperidinyl) sulfonyl) tetrahydro-N- { <tetrahydro-2H-pyran-2-yl)oxy) - (CA 
INDEX NAME) 



6 



iJ^rNSWER^ 

m nnt.an 



ISWER^fii- OF-&0;~ CAPLUS , COPYRIGHT ~2 OOjCACS " on~STN ^ 

"2005:409509 CAPLUS Full -text 
142:463765 

Preparation of piperidinyl- and piperazinylsul fonylmethyl hydroxamic acids 
and their use as protease inhibitors 

Brown, David L.; Grapperhaus, Margaret L . ; Kassab, Darren J.; Massa, Mark 
A.; Mcdonald, Joseph J.,- Mullins, Patrick 8. ; Rico, Joseph G. ; Schmidt, 
Michelle A. 

Pharmacia Corporation, USA 
PCT int. Appl. , 644 pp. 
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CASREACT 142:463765; MARPAT 142j463765 




Title compds. I lAl-2 - H, alkyl, alkoxyalkyl, etc.; Rx - halo, CN, OH, N02, 
etc.; E2 - CO, COO, OCO, amino, etc.; K3 - alkyl, alkenyl, alkynyl, etc) are 
prepared For instance, 4- I (4- (5-butylpyrazin-2-yl) piperazin-1- yl] sulfonyl) - 
N- (hydroxy) tetrahydro-2H-pyran-4-carboxamide«2HCl (II) is prepared in 8 steps 
from 1- (tert-butoxycarbonyl)piperazine, 2-chloropyrazine , butylmagnesium 
chloride, bis <2-bromoethyl) ether and o- (tetrahydro-2H-pyran-2-yl) hydroxyamine . 
II exhibits Ki - >10.000 nM for MMP-1, 1.52 nM for MMP-2, 0.696 nM for mmp-9, 
1.82 nM for MMP-13 and 4290 nM for MMP-14. I are useful for the treatment of 
conditions associated with MMP activity and/or aggrecanase activity. 
951771 -09- OF- ' 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(intermediate; preparation of piperidinyl-and piperazinyl-sulfonylmethyl 



etal loproteinaae inhibitors) 



3285. U9of362 

hydroxamic acids and their use as matrix 
851771-09-0 CAPLUS 

2H-Pyran-4-carboxamide, 4- ( (4- [5- (2, 3-dihydro- 1H- indol-l-yl) -5-oxopentyl) - 
1-piperidinyU sulfonyl) tetrahydro-N- ( <tetrahydro-2H-pyran-2-yl>oxy) - (CA 
INDEX NAME) 




I20of362 




622386-46-9 CAPLUS 

2H-Pyran-4-carboxamide, tetrahydro-N- hydroxy- 4- {14- l(lE,3E)-5- ((3aR,7aS>- 
octahydro-2H-isoindol-2-yll -5-oxo-l, 3 -pentadienyl) -1-piperidinyl) sulfonyl) - 
, rel- (9CI) (CA INDEX NAME) 



Relative stereochemistry. 
Double bond geometry as shown. 



*ZZiZ2-B6-\V «S2?8?-4.|-7p «22388-4*-*P 
K/238S-47-0P 622388 -52 -7P 622388-53 SP 
SSI771-0S-5P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use) ; BIOL (Biological study) ; PREP (Preparation) ; USES 
(Uses) 

(preparation of piperidinyl-and piperazinyl-sulfonylmethyl hydroxamic acids 
and their use as matrix metalloproteinase inhibitors) 
622382-88-1 CAPLUS 

2H-Pyran-4-carboxamide, 4- I (4- [5- {4- ( 1,3 -dihydro- 1,3 -dioxo-2H- i3oindol-2- 
yljbutylj -2-pyridinyl] -1-piperazinyl] sulfonyl) tet rahydro-N- hydroxy - , 
monohydrochloride (9CI> (CA INDEX NAME) 




RN 622388-47-0 CAPLUS 

CN 2H-Pyran-4-carboxamide, 4- { (4- [ (1B.3B) -5- (l , 3-dihydro-2H- isoindol-2-yl) - 
oxo-l, 3 -pentadienyl) -l-plperidinyl) sulfonyl) tetrahydro-N-hydroxy- (9CI) 
(CA INDEX NAME) 

Double bond geometry as shown. 




• HCl 



RN 6223 88-44-7 CAPLUS 

CN 2H-Pyran-4-carboxamide, 4- [ [4*I(lE,3E)-5-(2, 3 -dihydro- 1H- indol- 1-yl) -5-oxo- 
1, 3 -pentadienyl) - 1 -piperidinyl) sulfonyl) tetrahydro-N-hydroxy- (9CI) (CA 
INDEX NAME) 

Double bond geometry as shown. 



6223 88-52-7 CAPLUS 

2H-Pyran-4-carboxamide, 4- ( [4- [5- (l , 3-dihydro- 2H- isoindol-2-yl) -5- 
oxopentyl) -l-piperidinyl) sulfonyl) tetrahydro-N-hydroxy- (CA INDEX NAME) 



CO"' 



2)4— i i _ ^ N ^_ 1 



6223 88-53-8 CAPLUS 

2H-Pyran-4-carboxamide, tetrahydro-N- hydroxy- 4- [ [4- (5- (octahydro-2H- 
isoindol-2-yl)-5-oxopentyl]-l-piperidinylJsulfonyl}- (CA INDEX NAME) 



CO- 



,_L,. 



jTj-I-P 

U U C-HH-O 



851771-04-5 CAPLUS 

2H-Pyran-4-carboxamide, 4- [ [4- |5- {2, 3 -dihydro-lH- indol-l-yl) -S-oxopentyl) - 
1-piperidinyl] aulfonyl] tetrahydro-N- hydroxy- (CA INDEX NAME) 



CCiJ. 




/.^-:;;e ^2^OPJ8,0MC^ RCU3BBoP.YRIGHTl 

'2004:967784 CAPLUS Full-text 
142: 113968 

Novel diarylBulfonylurea derivatives as potent 
Kim, Semi ,• Park, Ji Hyunj Koo, Sun-Voung; Kim, 
Kim, Ji Eun; Jo, Kiwon; Oeun Choi, Hwan; Lee, 
LG Life Sciences, Ltd/R«J> Park, 104-1 Moonji 
305-380, s. Korea 

Bioorganic u Medicinal Chemistry Letters C 
CODEN: BMCLE8; ISSN: 0960-894X 

Elsevier B.v. 
Journal 
English 

CASREACT 142:113968 



timitotic agents 
ing In; Kim, Min-Hyeung; 
ig Bae; Jung, Sang -Hun 
ing, Yuseong-gu, Dae j on, 

14(24), 6075-6078 



V" 1 



>— p: 
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A series of diarylsulfonyl ureas, e.g., I, were synthesized and evaluated for 
interaction with tubulin and for cytotoxicity against human cancer cell lines. 
These derivs. demonstrated good inhibitory activity against tubulin 
polymerization, which was well correlated with promising antiproliferative 
activity as well as G2/M phase cell cycle arrest. Furthermore, several compds. 
were also efficacious against multidrug- resistant cancer cells, which are 
resistant to many other known microtubule inhibitors. 
503433-81-4P «;>37«',-87-4P 823786- »8- 5F • 

853 7 as- ssi- -J? fjzrnae-tfo-ae 823?66-<»i -gp 

S^3786»5»2»1P 923786-53-2P 823756 ~ 94- JP 
C'23''e6-95-4P 823706-96- 5P 823 780 - &7 -<5P 
S2378c-SrO-7P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); BIOL 

(Biological study) ; PREP (Preparation) 

(preparation, antimitotic and anticancer activity, and tubulin affinity of 
cyclic N-aryl-N* - (arylsulfonyl) ureas using heterocyclization of 
arylsulfonamides with N- [arylsul fonyloxy ethyl] carbamates and acylation 
with acylating agents as key steps) 

503439-81-4 CAPLUS 

1H- Indole- 1-carboxylic acid, 2 , 3 -dihydro-5- I [ <43> -2-oxo-4 -phenyl- 1- 
imidazolidinyl] sulfonyl] - , ethyl ester (ca index name) 



Absolute stereochemistry. 




RN 823786-87-4 CAPLUS 

CN lH-lndole, 2, 3-dihydro- 5- [ I (4S) -2-oxo-4-phenyl -l-imidazolidinyl J sulfonyl] - 
1- (2-thienylacetyl)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



RN 823786-88-5 CAPLUS 

CN lH-lndole, l- ( (2,6-dichloro-4-pyridinyl)carbonyl)-2,3-dihydro-5- [[{4S>-2- 
oxo-4-phenyl-l-imidazolidinyl) sulfonyl] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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RN 823786-89-6 CAPLUS 

CN lH-lndole, 2 , 3 -dihydro-5- [ [(43) -2-oxo-4-phenyl-l- imidazolidinyl] sulfonyl) - 
1- (4-pyridinylcarbonyl) - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



RN 823786-90-9 CAPLUS 

CN lH-lndole, 2,3-dihydro-5- [ [ (4S) -2-oxo-4 -phenyl- l- imidazolidinyl] sulfonyll - 
1- (2-thienylcarbonyl) - (9Ci) (ca index name) 

Absolute stereochemistry. 




RN 823786-91-0 . CAPLUS 

CN lH-lndole, 2,3-dihydro-l- [ ( 5-nitro- 2- furanyl ) carbonyl J -5- [ ( (4S> -2-oxo-4- 
phenyl- 1- imidazolidinyl) sulfonyl) - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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RN 823786-92-1 CAPLUS 

CN lH-lndole, 2,3-dihydro-5- [( (4S) -2-oxo-4-phenyl-l-imidazolidinylJ sulfonyl) - 
1- [(phenyl amino) acetyl) - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



A V 



RN 823786-93-2 CAPLUS 

CN lH-Indole-l-carboxamide, N-cyclohexyl- 2, 3 -dihydro-5- [ [ (4S) -2 -oxo-4 -phenyl - 
l-imidazolidinyl] sulfonyl] - (CA INDEX NAME) 

Absolute stereochemistry. 




RN 823786-94-3 CAPLUS 

CN lH-lndole, 2,3-dihydro-l- (3- (4 -morpholinyl) - 1 -oxopropyl] -5-1 [ <4S) -2-oxo-4- 
phenyl- l-imidazolidinyl] sulfonyl] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 823786-95-4 CAPLUS 

CN 1H- Indole- l-carboxylic acid, 2,3-dihydro-5- [ { (4S) -2-oxo-4-phenyl-l- 

imidazolidinyl] sulfonyl]-, 2- (4-roethyl-l-piperazinyl) ethyl ester (CA 
INDEX NAME) 



Absolute stereochemistry. 
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RN 8237B6-96-S CAPLUS 

CN lH-Indole, 1- (2-furanylcarbonyl) -2 , 3-dihydro-5- ( [2-oxo-4- <2-thienyl> -1- 
imidazolidinyllsulfonyl] - (9CI) <CA INDEX NAME) 



ANSWER-23- OF 80- CAPLUS' COPYRIGHT~2oV7_ACS J>n_JlTN_^ 
2004 : 874609— CAPLUS — Full~text ' 
142:355122 

Indoline derivatives containing free carboxyl group and sulfamide 
fragments in position S 

Shalygina, E. B.; solvov'ev, m. Yu. , Balakin, K. V.j Ivanovskii, 3. A., 
Dorogov, M. V. 

Yarasl. Oos. Pedaaog . Univ. im. K. D. UBhinskogo, Yaroslavl, Russia 
Izvestiya Vysshik/ Uchebnykh Zavedenii, Khimiya i Khimicheakaya 
Tekhnologiya (iop*) , 4 7(4), 97-101 
CODEN: IVUKAR; *TSSN: 0579-2991 

Ivanovskii Gosudarstvennyi Khimiko-Tekhnologicheskii Universitet 

Journal 

Russian 

CAS REACT 142:355122 



RN 823786-97-6 CAPLUS 

CN lH-lndole. l- (4-aminobenzoyl) -2, 3-dihydro-5- ( [2-oxo-4- (2-thienyl) -1- 
imidazolidinyl]aulfonyl] - <9CI> {CA INDEX NAME) 



RN 823786-98-7 CAPLUS 

CN 1H- Indole, 1 - (4-aminobenzoyl) -5- ( (4 - (4 - f luorophenyl ) -2-oxo- l- 
imidazolidinyllsulfonyl] -2,3-dihydro- (9CI) (CA INDEX NAME) 



(Aminosulfonyl) indolines I [n - I, 2> Rl - H, R3 - 2-thienylmethyl , 
cyclopentyl, 4-MeC6H4CH2CH2; Rl - R2 - n-Pr; R1R2N . perhydroazepine , 1,2,3,4- 
totrahydroquinoline, 3-methylpiperidine, etc.l, containing free carboxylic 
group, were synthesized in five steps from unsubstituted indoline and their 
physicochem. properties, such as water solubility, partition coefficient, the 
number of rotating bonds, etc., were calculated to estimate the potential 
bioavailability of these compd9 . 

34t»«?ti-55-rJP 848e?.6-S9-5P SOSSg-SS-OP 

RL: PRP (Propertiea) ; SPN (Synthetic preparation); PREP (Preparation) 

(preparation and physicochem, properties of N-carboxyalkanoyl- substituted 
(aminosulfonyl) indolines) 

84B826-S3-9 CAPLUS 

lH-lndole- l-butanoic acid, 2, 3-dihydro-Y-oxo-5- [ (4- (phenylmethyl ) -l- 
piperidinyHsulfonyl] - (CA INDEX NAME) 



'C— CH2-CH2-CO2H 



RE.CNT 23 THERE ARE 23 CITED REFERENCES AVAILABLE FOR THIS RECORD 
ALL CITATIONS AVAILABLE IN THE RE FORMAT 



848826-59-5 CAPLUS 

1H- Indole- l-pentanoic acid, 5- ( (2-ethyl- 1-piperidinyl) gulfonylj -2,3- 
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dihydro-S-oxo- (CA INDEX NAME) 



C- (CH 2 ) 3 -C0 2 H 



RN 848826-62-0 CAPLUS 

CN 1H- Indole- l-pentanoic acid, 5- t (hexahydro-lH-azepin-l-yl) aulfonyll -2, 3- 
dihydro-S-oxo- (CA INDEX NAME) 



128of362 



C-CH 2 -CH2-C-0Bt 

I '1 



RN 84 8826-3 9-1 CAPLUS 

CN 1H- Indole- l-pentanoic acid, 5- [ <2-ethyl-l-piperidinyl)sulfonylJ -2,3- 
dihydro-8-oxo-, ethyl ester (CA INDEX NAME) 



- (CH 2 ) 3-C0 2 H 



RN 84 8826-63-1 CAPLUS 

CN 1H- Indole- l-pentanoic acid. 2. 3 -dihydro-5- ( (3-methyl- 1- 
piperidinyl) aulfonyl] -6-oxo- (CA INDEX NAME) 



C- (CH 2 ) 3 -C0 2 H 



IT 34 3326 -;>«-?!? 6433i6-:<* -IP 84883fi -41 -5* 

RL: RCT (Reactant) ; SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation and physicochem. properties of N-carboxyalkanoyl-aubstituted 
(aminosulfonyl) indolines) 
RN 848826-36-8 CAPLUS 

CN 1H- Indole- l-butanoic acid, 2, 3-dihydro-y-oxo-5- [ [4- (phenylmethyl) -1- 
piperidinyl]sulfonylJ ethyl eater (CA INDEX NAME) 



RN B48826-41-S CAPLUS 

CN 1H- Indole- l-pentanoic acid, 5- [ (hexahydro- lH-azepin- 1-yl ) aulf onyl] -2 ,3 - 
dihydro-S-oxo-, ethyl ester (CA INDEX NAME) 



RN 848B26-42-6 CAPLUS 

CN lH-lndole- l-pentanoic acid, 2 , 3-dihydro- 5- ( (3-methyl- 1- 

piperidinyl) sulfonyl) -S-oxo- , ethyl ester (CA INDEX NAME) 



C- <CH 2 )3-C-OBt 



C lJll T ^&JSWER"24 OF 8 0 CAPLUS COPY RIGHT 200 7 " ACS on STNj 
Kijr '20041-7566 96 CAPLUS fuJU^text*" ~ 
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DN 141:260561 

TI A preparation of focused library of quinolinecarboxylic acid derivatives, 
useful as caspase enzyme inhibitors 

IN ivashchenki, Alexander Vasilievich; Kobak, Vladimir Vasilievich; Kysil, 
Volodymyr wiikhailovichj Kuzovkova, Yulia Aleksandrovna; Ilyin, Alexey 
Petrovichi Kravchenko, Dmitri Vladimirovich; Tkachenko, Sergey 
Yevgenie/ich; Khvat, Alexander Viktorovich; Okun, Ilya Matusovich 

PA Chemila/ Diversity Research Institute, Ltd., Russia 

SO PCT iV. Appl., 182 pp. 
CODEN: PIXXD2 

DT Patent 
LA Russian 

PAN.CNT 2 

PATENT NO. KIND DATE APPLICATION NO. DATE/ 



PI 
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RN 753493-89-5 CAPLUS 

CN Morpholine, 4- [ [2 , 3-dihydro-2- (2-hydroxyethyl) -4- (methoxymethyl) -1,3-dioxo- 
lH-pyrrolo [3, 4-c]quinolin-8-yl] sulfonyl] - (9CI) (CA INDEX NAME) 



H0-CH2-CH2 



HO 


2004078731 




Al 




20040916 




HO 2004- 


RUB1 






20^0303 








AE , 


AE, 


AG, 


AL, 


AL, 


AM, 


AM, 
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AT, 
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BG, 








BO, 


BR, 
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BW, 


BY, 


BY, 


BZ, 


BZ, 


CA, 


CH, 


CN, 


CN, 


CO, 


CO, 


CR, 


CR, 








CU, 


CU, 


cz, 


CZ, 


DE, 


DE, 


DK, 


DK, 


DM, 


DZ, 


EC, 


EC, 


BE, 


EE, 


EG, 


ES, 








ES, 


PI, 


PI, 


GB, 


GD, 


GE, 


QE, 


GH, 


GM, 


HR, 


HR, 


HU, 


HU, 


ID, 


IL, 


IN, 








13, 


JP, 


JP, 


KE, 


KE, 


KG, 


KG, 


KP, 


KP, 


KP, 


KR, 


KR, 


KZ, 


KZ, 


KZ, 


LC, 








LK, 


LR, 


L3, 


LS, 


LT, 


LU, 


LV, 


MA, 


MD, 


MD, 


MG, 


MK, 


MN, 


MH, 


MX, 


MX, 


RN 






MZ, 


MZ, 


NA, 


NI 


























CN 




RH: 


BW, 


GH, 


CM, 


KE, 


LS, 


MW, 


MZ, 


SD, 


SL, 


SZ, 


TZ, 


UG, 


ZM, 


ZW, 


AT, 


BE, 








BG, 


CH, 


CY, 


CZ, 


DE, 


DK, 


EE, 


ES, 


PI, 


FR, 


GB, 


OR, 


HU, 


IE, 


IT, 


LU, 








MC, 


NL, 


PL, 


PT, 


RO, 


SB, 


SI, 


SK, 


TR, 


BP, 


BJ, 


CF, 


CG, 


CI, 


CM, 


GA, 








GN, 
GN, 


GO, 
GO, 


GW, 
GW, 


ML, 
ML, 


MR, 
MR, 


NB, 
NB, 


SN, 
SN, 


TD, 
TD, 


TG, 
TO 


BF, 


BJ, 


CF, 


CG, 


CI, 


CM, 


GA, 




RU 


2229475 






CI 




20040527 




RU 2003- 


106182 




20030306 




RU 


2260002 






C2 




20050910 




RU 2003- 


124470 




20030808 




RU 


22573B5 






C2 




20050727 




RU 2003- 


125937 




20030826 






(methoxymethyl) -l,3-dioxo-lH-pyrrolol3 , 4-c] quinolin-8-yl] sulf onyl] - (9CI) 
(CA INDEX NAME) 



PRAI RU 2O03-1061B2 
RU 2003-124470 
RU 2003-125937 

OS MARPAT 141 1 260561 

GI 



20030306 
20030808 
20030626 




STRUCTURE DIAGRAM TOO LARGE FOR DISPLAY - AVAILABLE VIA OFFLINE PRINT » 

iB The invention relates to a preparation of focused library of 

quinolinecarboxylic acid derivs. of formulas I, II, and III [wherein: Rl is H, 
halogen, CF3, CN, N02, or OH, etc.; R2 is halogen, (un) substituted alkyl, NH2, 
or OH; R3 is H, halogen, alk{en)yl, (un) substituted NH2 or OH; R4 iB H, C02H, 
or C(0)NH2; R5 is (un) substituted hydroxy- or mercapto- group, NH2, or 
heterocycle, etc.; R6 is H or other inert substituent; R7 is H, CN, CF3, N02, 
NH2, alkylsulfonyl, or hydroxy sulf onyl, etc.; W is O, NH, or N-alkyl, etc.}, 
useful as caspase enzyme inhibitors (no biol . data). For instance, 
quinolinecarboxylate derivative IV was prepared via esterif ication of 
quinolinecarboxylic acid derivative V by 2-FC6H4CH2Br with a yield of 74% 
(example 5) . 

T 7S3403-O9-5P 7534 8 3 - &C - SP 75:MC3 - Ui - 1 P 
753482-94- 2V 

RL: CPN (Combinatorial preparation); PAC (Pharmacological activity); THU 
(Therapeutic use) ; BIOL (Biological study) ; CMBI (Combinatorial study) j 
PREP (Preparation) ; uses (Uses) 

(preparation of focused library of quinolinecarboxylic acid derivs. useful 

as caspase enzyme inhibitors) 



RN 753483-93-1 CAPLUS 

CN Morpholine, 4- I [2, 3 -dihydro-2- (2-hydroxyethyl) -4- (hydroxymethyl) - l , 3 -dioxo- 
lH-pyrrolo[3 ,4-c]quinolin-8-yl) sulfonyl] - (9CI) (CA INDEX NAME) 



HO— CHJ— CH2 
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7534 83-94-2 CAPLUS 

Morpholine, 4- I [2- (3 , 5-dimethyl- lH-pyrazol-4-yl) -2 , 3 -dihydro-4- 

( hydroxymethyl) -1,3-dioxo- lH-pyrrolo [3, 4-cJquinolin-8-yl) sulfonyl] - (9CI) 

(CA INDEX NAME) 





THERE ARE 15 CITED REFERENCES AVAILABLE FOR THIS RECORD 
ALL CITATIONS AVAILABLE IN THE RE FORMAT 

2004:53 6965 CAPLUS Full-text 
141:395372 

Sulfonylalkanoic and sulfonamide carboxylic acids containing N-acylated 
indoline moiety 

Shalygina, E. E. ; Kobylinskii, D. V.; Skorenko, A. V./ Korikov, P. v.; 

Solov'ev, M. Yu. ; Balakin, K. B. ; Dorogov, M. V. 

Yarosl. Gos. Pedagog. Univ., Yaroslavl, Russia 

izvestiya Vysshikh Uchebnykh Zavedenii, Khimiya i Khimicheskaya 

Tekhnologiya (2004), 47(1), 61-66 

CODEN; IVUKAR; ISSN: OS79-2991 

Ivanovskii Gosudarstvennyi Khimiko-Tekhnologicheskii Universitet 
Journal 
Russian 

CASREACT 141:395372 



SOj (CH2) n C02H 




Title compds. I In « l, R « Mei n « 2, R . Me, Et, cyclopropyl) and II were 
prepared starting with the N-acylation of indoline. Partition coeffs., 
solubilities, absorption fractions, H-bond donor and acceptor sites, and 



13285 132of362 

conformational indexes were calculated for I and II, which may have potential 
in Pharmacol, studies. 

78S78S-34-4P 

RL: PRP (Properties); SPN (Synthetic preparation); prep (Preparation) 

(preparation and Pharmacol, indexes of sulfonylalkanoic and sulfonamide 
carboxylic acids containing N-acylated indoline moiety) 

785785-34-4 CAPLUS 

4-Piperidinecarboxylic acid, l- [ [5-bromo-2, 3-dihydro-l- (1-oxopropyl) - 1H- 
indol-7-yl]sulfonyl] - (CA INDEX .NAME) 



RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 

(Reactant or reagent) 

(preparation and Pharmacol, indexes of sulfonylalkanoic and sulfonamide 
carboxylic acids containing N-acylated indoline moiety) 

686756-70-7 CAPLUS 

4-Piperidinecarboxylic acid, 1- | [5-bromo-2, 3-dihydro- 1- (1-oxopropyl) - 1H- 
indol-7-yljBulfonyl]-, ethyl ester (CA INDEX NAME) 




lf26WOF*80MCAPLUS^TOPYRIOHT*2007l»Acsron|ST! 

2004:497469 
141:379857 

Synthesis and cytotoxic activity of l- (l-benzoylindoline-5-sulfonyl) -4- 
phenylimidazolidinones 

Jung, sang -Hun; Lee, Hui-Soon ; Kim, Nam-Soo; Kim, Hwan-Mook; Lee, Moonsun; 
Choi, Dong-Rack; Lee, Jung- Ah; Chung, Yong-Ho; Moon, Eun-Yi; Hwang, 
Hyun-Sook; Seong, Seung-Kyoo; Lee, Dug-Keun 

College of Pharmacy, Chungnam National University, Taejon, 305-764, s. 
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Korea / 
so Archives of Pharmacal Research (fe&04), 27(5), 478-484 

CODEN: APHRDQ, ISSN: 0253-6269 " 

PB Pharmaceutical society of Korea 
DT Journal 
LA English 

OS CAS REACT 141:379857 

AB The novel 1- (1 -benzoyl indoline-5-sulf onyl) -4 -phenyl -4 , 5- di hydro imidazolones 
shows highly potent and broad cytotoxicities. Their cytotoxicities against 
human lung carcinoma A54 9, human chronic myelogenous leukemia K562, and human 
ovarian adenocarcinoma SK-Ov-3 are compatible with doxorubicin. The compound 
(1- | (4-aminobenzoyl) indoline-5- sulfonyl] -4-phenyl-4 , 5-dihydroimidazolone) 
exhibits a cytotoxicity that is far more potent than doxorubicin and also 
exhibits highly effective antitumor activities against murine (3LL, Colon 26) 
and human xenograft (NC1-H23, SH620) tumor models. 

IT 203**1-15-3? 

RL: RCT (Reactant), SPN (Synthetic preparation), PREP (Preparation); RACT 
(Reactant or reagent) 

(synthesis of 1- (1 -benzoylindoline-5-sulf onyl) -4- 

phenylimidazolidinonea) 

RN 203861-15-B CAPLUS 

CN lH-lndole, 2,3-dihydro-5- (<2-oxo-4-phenyl- l- imidazolidinyl) sulfonyl] -l- 
(trifluoroacetyl) - (9CI) (CA INDEX NAME) 
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RN 203860-88-2 CAPLUS 

CN lH-lndole, 2,3-dihydro-l- (4-methylbenzoyl) -5- ( <2-oxo-4-phenyl-l- 
imidazolidinyl ) sulfonyl] - (9CI) (CA INDEX NAME) 




RN 203860-89-3 CAPLUS 

CN lH-lndole, 2,3-dihydro-l- (2-hydroxybenzoyl) -5- [ <2-oxo-4-phenyl-l- 
imidazolidinyl) sulfonyl] - (9CI) (CA INDEX NAME) 




RN 203860-90-6 CAPLUS 

CN lH-lndole, 2,3-dihydro-l- (4-methoxybenzoyl) -5- ( <2-oxo-4-phenyl-l- 
imidazolidinyl) sulfonyl) - (9CI) (CA INDEX NAME) 



IT 203950->37-iP IO306C-99-2P L03&6C - 89 -3P 
203360- 90 -«,P 203?.60-91- ?P 20S8C0- *£-»P 
20J860- 33-vP 2PJ"(«0-a4- 0P £03860 - 35- 1 ? 
iC-3860-D-5-2P 2O3AC0-93 -4P 20i6KO-5v-5P 
CC'3e*l-00-lP 20?»«i-01-2P 2C3S62-02-3P 
iO386I-02-4? 2&3661 -IJ4-5P 2106* 1 -3 5- 3 P 
7Sl£Le-i3-lP 

RL: PAC (Pharmacological activity) ; SPN (Synthetic preparation) ; BIOL 
(Biological study) > PREP (Preparation) 

(synthesis, antitumor activity and cytotoxicity of l- (l-benzoylindoline- 
5 -sulfonyl) -4 -phenyl imidazol idinones) 
RN 203860-87-1 CAPLUS 

CN lH-lndole, l-benzoyl-2.3-dihydro-5- [ (2-oxo-4 -phenyl-1- 
imidazolidinyDsulfonyl) - (9CI) (CA INDEX NAME ) 




RN 203860-91-7 CAPLUS 

CN lH-lndole, l- (3,4-difflethoxybenzoyl) -2, 3-dihydro-5- ( (2-oxo-4-phenyl- 
imidazolidinyl ) sulfonyl] - (9CI) (CA INDEX NAME) 
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RN 203860-92-8 CAPLUS 

CN 1H- indole, l- (4 -ethoxy benzoyl) -2 , 3 -dihydro-s- [ (2-oxo-4-phenyl-l- 
imidazolidinyDsulfonyl) - (9CI) (CA INDEX NAME) 




RN 203 860-93-9 CAPLUS 

CN lH-lndole, l- (4-chlorobenzoyl) -2,3-dihydro-5- [ (2-oxo-4-phenyl-l- 
imidazolidinyl) sulfonyl] - <9CI) (CA INDEX NAME) 




RN 203860-94-0 CAPLUS 

CN lH-lndole, l- (4-f luorobenzoyl) -2 , 3 -dihydro-5- ( <2-oxo-4-phenyl-i- 
imidazolidinyUsulfonyl] - (9CI) (CA INDEX NAME) 




RN 203860-95-1 CAPLUS 

CN 1H- Indole, 2, 3-dihydro-l- (4 -nitrobenzoyl) -5- i (2-oxo-4-phenyl- l 
imidazolidinyl) sulfonyl) - <9ci> (CA INDEX NAME) 



10523285 136of362 

imidazolidinyl) sulfonyl] - (9CI) (CA INDEX NAME) 



RN 203860-98-4 CAPLUS ' 
CN lH-lndole, 1- (3-chlorobenzoyl) -2 , 3-dihydro- 5- [ <2-oxo-4-phenyl- l- 
imidazolidinyl) sulfonyl] - (9CI) (CA INDEX NAME) 



RN 203860-99 -5 CAPLUS 

CN lH-lndole, 1- (3 , S-dichlorobenzoyl) -2, 3-dihydro-5- I (2-oxo-4-phenyl-l 
imidazolidinyl) BUlfonyl]- (9CI) (CA INDEX NAME) 




RN 203 861-00-1 CAPLUS 

CN lH-lndole, 1- l3-fluorobenzoyl)-2,3-dihydro-S- I (2-oxo-4-phenyl-l- 
imidazolidinyDsulfonyl] - <9CI> {CA INDEX NAME) 




RN 203860-96-2 CAPLUS 

CN 1H- Indole, l- (4-cyanobenzoyl) -2, 3-dihydro-S- [ <2-oxo-4-phenyl- l- 



RN 
CN 



203861-01-2 CAPLUS 

lH-lndole, l- <2,4-dif luorobenzoyl) -2, 3-dihydro-5- [ (2-oxo-4-phenyl-l 
imidazolidinyl ) sulfonyl ) - (9CI) (CA INDEX NAME) 




RN 203861-02-3 CAPLUS 

CN lH-lndole, 2,3-dihydro-5- ( (2-oxo-4-phenyl-i-imidazolidinyl) aulfonyl] -l- (3- 
(trifluoromethyl) benzoyl)- (9CI) (CA INDEX NAME) 



RN 203861-03-4 CAPLUS 

CN lH-lndole, 2, 3-dihydro-5- [ {2-oxo-4-phenyl- 1-imidazolidinyl) sulfonyl] -1- [3- 
(tri fluoromethoxy) benzoyl) - (9CI) (CA INDEX NAME) 



RN 203861-04-5 CAPLUS 

CN lH-lndole, 2 , 3-dihydro-5- 1(2- oxo- 4 - phenyl - 1 - imida zol idinyl ) sul f ony 1 ) - 1 - [4- 
(tri fluoromethoxy) benzoyl) - (9CI) (CA INDEX NAME) 



RN 210691-35-3 CAPLUS 

CN lH-lndole, 1- (4-aminobenzoyl) -2, 3-dlhydro-5- t (2-oxo-4-phenyl-l- 
imidazol idinyl) sulfonyl] - (9CI) (CA INDEX NAME) 
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RN -7 81626-23-1 CAPLUS 

CN lH-lndole, 2,3-dihydro-l- (4 -hydroxy benzoyl) -5- ( (2-oxo-4 -phenyl- 1- 
imidazolidinyl) sulfonyl] - (9CI) (CA INDEX NAME) 




fl lt^ISNERja? jlpF-fl O^CAPCUS: :COPYRIGHT J 2007"AC9-on-STN— 
J * 2 004 7433750— CAPLUS Full-text " - - 

DN 141:7131 

TI Preparation of quinazolinea and analogs as Akt inhibitors and indoles as 
protein kinase inhibitors for use in synergistic combination therapy for 
the treatment of cancer 

IN Sarnett, Stanley F. \ Defeo-Jones, Deborah D.; Kartman, George D. ; Huber, 
Hans E.j stirdivant, Steven M. / Heimbrook, David C. 

PA USA 

SO U.S. Pat. Appl. Publ.. 121 pp., which 

CODENi USXXCO 
DT Patent- 
LA English 
PAN.CNT 1 

PATENT NO. 



KIND DATE 



APPLICATION NO. 



PI US 2004102360 
PRAI US 2002-422312P 
US 2003-460911P 
OS MAR PAT 141:7131 
OI 



20040S27 
20lyi030 
20V30407 



US 2003-678565 



STRUCTURE DIAGRAM TOO LARGE FOR DISPLAY - AVAILABLE VIA OFFLINE PRINT ♦ 

B The present invention relates to methods of treating cancer using a 

combination of at least two Akt inhibitors I (wherein Q . (un) substituted 
heterocyclyl, arylj u, V, H, and X - independently CH, N; y", z « independently 
CH, N, provided that at least one of Y and Z - N; n - 0-3/ p - 0-2; q - 0-4 , 
Rl, R2, R7 - independently halo, CN, OH, CHO, N02, or (un) substituted 
(cyclo) alkyl (oxy) , alkenyl (oxy) , alkynyl (oxy) , heterocyclyl (oxy) , acyl , 
carboxy, carbamoyl (oxy) , ureido, sulfamoyl, etc.; R3, R4 - independently H, 
(perfluoro) alkyl; or CR3R4 - cycloalkyl, heterocyclyl; and pharmaceutical ly 
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acceptable salts or stereoisomers thereof) or a combination of .1 and a protein 
kinase inhibitor II (wherein G - H2, o, x - C, N, SOO-2, O; m .* 0-2; n - 0-2; 
p - 0-6; q - 0-4; Rl - independently H, halo, or (un) substituted (cyclo) alkyl, 
heterocyclyl, aryl, carbamoyl, amino, acyl, sulfamoyl, carboxy, etc.; R2 - H 
or (un) substituted (cyclo) alkyl (oxy) , amino, aryloxy, heterocyclyloxy, 
alkenyloxy, alkynyloxy, etc.; R5 - independently H, halo, N02, CN, or 
(un) substituted alkyl, alkenyl, alkynyl, carboxy, acyl, sulfamoyl, carbamoyl, 
ureido. amino, etc.; and pharmaceutical ly acceptable salts or stereoisomers 
thereof], optionally in combination with a third compound Examples include 
syntheses for I and II and assays demonstrating Akt inhibitor activity, 
antitumor activity, and the synergistic effect of combinations of AKT 
inhibitors and/or protein kinase inhibitors on caapase 3 activity. For 
instance, III-HC1 was prepared in an 8- step reaction sequence culminating with 
the cycloaddn. of 4- (2-aminoprop-2-yl) benzil and o-phenylenedi amine using 
glacial acetic acid in H20, followed by work up with chloroform and ethanolic 
HCl. iii-HCl, a selective Akti and Akt2 inhibitor, demonstrated a 3.2-fold in 
caspase 3 activation over control compared to a 1.2- fold increase for a 
protein kinase inhibitor. Combination treatment produced a 9-fold increase in 
caspase 3 activation. 

661467-82-9P 661468 - 61 -IP 661463 - 6 3 - 9P 

RL: PAC (Pharmacological activity); RCT (Reactant); SPN (Synthetic 

preparation) ; THU (Therapeutic use) ; BIOL (Biological study) ; PREP 

(Preparation) ; RACT (Reactant or reagent) ; USES (useB) 

(antitumor agent; preparation of quinazolinea and analogs as Akt inhibitors 
and indoles as protein kinase inhibitors for use in aynergistic 
combination therapy for treatment of cancer) 

661467-82-9 CAPLUS 

lH-Indole-2-carboxamide, 7-amino-3- (4-morpholinylsulfonyl) - (CA INDEX 
NAME) 
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HO 2 WH 2 



RN 661468-63-9 CAPLUS 

CN lH-Indole-2-carboxamide, 7-amino-3- ( | (2S) -2- (phenoxymethyl) -4- 
morpholinyl) sulfonyl) - (CA INDEX NAME) 

Absolute stereochemistry. 



NH J KH2 



>*> — iO 



M- 



6 



RN 661468-61-7 CAPLUS 

CN iH-indole-2-carboxamide, 7-nitro-3- t( (23) -2- (phenoxymethyl) -4- 
morpholinyl] sulfonyl] - (CA INDEX NAME) 

Absolute stereochemistry. 



660413-14-9P, S-Methoxy-3- (morpholin-4-ylsulfonyl) - lH-indole-2- 
carboxamide 660413- 1E-0P, 5-Hydroxy-3- (morpholin-4-ylaulfonyl) - 
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S6I46S-57-1P 661463 -53-2P 661 .4 £a - 5i' - 3 »• 

661468-60-6P 661468-65-1P 66146 "-67- 3 ? 

66146S-6S-4? 6614KS-69-5P 6614«8>70-SP 

65i4S<J-71-9P 661463-72-0F 661468- 73 - 1 P 

661468- '4-2P 661469 -75-3P 6614G8-76-4P 

££1468- 77-5? 66 14 £3 - 78 - C>P 6614SS-7S-7P 

G614«-80-OP &S1468-81.-1P 661468-82-2P 

£61463-33-.sP 661 468 - 34 - 4P 66146S-85-5P 

661468- 86-6P 661468-87-7P 661 4 69- XH- HV 
66146S-S9-3? 661483-90-ZP 661468-31-3? 
S£I4<5I<-5.2-4P 661453-93-5P 6014 5 3 - S-5- 7? 
661453-34-eP 661 »66 -97-9P 6 £14 68 -93-0P 
CC 14 68 -99 -IP 6114C9-00-7P 6614£ i'-0 1 - OP 
661409- 03 -OP 66146S-04-1P 6A1469-3S- 2P 
6614*9-06-3? CG1464-07-4P 661 4Kfr- 03 -SP 
66X4 63-0* -6P 6614 63- 10- <»P 663469-il-fl? 

661469- 12-1? 6SI46S-13-ZP 66146&-14-3P 
6S14e&- 15MF ««146?-16-5F 66143?- 17- 6? 
6614S9-1S-7P 661469-19-3P 6S 146S-2C-1P 
££1469-21-2? 6S14f.s-22-.JP 66]4£i)-2:>-4P 
661469-24 -5P 6*1463-25-6? £61 469- S?0- 7p 
661469-27-*P tfcl«K*-S8-9p 661464- 3* -OP 
661.463- 3&-3P 661463- i 1 -4P 661 4 6 9- 3 2- S" 



4 69- 



661- 



-'-'!•;<:'> 



6S146!>-36-»P 6614<;5- 3 7-Cf 6*146?- 33- IP 
661469-3?-2? 66 1 469 -4 0 - 5 P c 6 146 S> - 4 1 - 6P 
6S14CS-42-7P $614fiy- 43-91' «*l4-5?-44-*P 
6 6 1 4 6 3 - 4 I ■ 0 P 6 6 i 4 6 S - 4 6 - 1 P c«14G»-47-2P 
£614Av-4«-3P '(;«14tv-49-4p 661 46:V- 5ft- 7P 
661469- SI -3P 661463- 52- OP 661469- 53-0? 
661469-54-1? 661460-135-2? 66 1460 - 56 -3P 
4-514v?»- 57 -4P 6614 53-S&-5P 661469- 60- UP 
661469-61-0? 661469-65-4P 66 1464 -7 J -2P 
S6146&-75-6P 661465-77-CP 66146?-?I-4P 
6G1463-83-6P 661463-8S-3P 561469-67-0? 
££1469-39-2? 6614 £y - 9 1 - 6P 661469- 53 -SP 
661403-95-OP 661463- 97-iP 661469-38-3? 
661469-99-4? 66147C-00-4P 66 1470 -CI - SP 
695816-12-7? 695»16-13-8P 

RL: PAC {Pharmacological activity) ; SPN (Synthetic preparation) ; THU 
{Therapeutic use); BIOL (Biological 9tudy) ; PREP (Preparation); USES 
(Uses) 

(antitumor agent; preparation of quinazolines and analogs as Akt inhibitors 
and indoles as protein kinase inhibitors for use in synergistic 
combination therapy for treatment of cancer) 
660413-14-9 CAPLUS 

lH-Indole-2-carboxamide, s-raethoxy-3- (4 -morpholinylsulfonyl) - (CA INDEX 
NAME) 




RN 660413-15-0 CAPLUS 

CN 1H- Indole- 2- carboxamide, 5-hydroxy-3- (4-morpholinylsulfonyl) - (CA INDEX 
NAME) 




RN 661467-77-2 CAPLUS 

CN 1H- Indole- 2- carboxamide, 5-chloro-3 - (4 -morpholinylsulfonyl) - (CA INDEX 



6 



RN 661467-78-3 CAPLUS 

CN lH-Indole-2-carboxamide, 5-bromo-3- (4-morpholinylsulf onyl) - (CA INDEX 



0= fc=0 

6 



RN 661467-79-4 CAPLUS 

CN 1H- Indole -2- carboxamide, s- iodo-3 - (4-morpholinylsulfonyl) - (CA INDEX 

NAME) 
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XtV l ~ 

^5 



RN 661467-80-7 CAPLUS 

CN 1H- Indole- 2 -carboxamide, 6 -methoxy- 3- (4-morpholinylsulfonyl) - (CA INDEX 



6 
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o 
II 

, C— NH 2 



t> 



RN. 661467-84-1 CAPLUS y 
CN lH-Indole-2-carboxamide, 5-chloro-3- (l-piperazinylsulfonyl) - (CA INDEX 
NAME) 



RN 661467-81-8 CAPLUS 

CN 1H- Indole- 2- carboxamide, s- (methylsulfonyl) -3- (4-morpholinylsulfonyl) - 
(CA INDEX NAME) 




RN 661467-83-0 CAPLUS 

CN lH-Indole-2-carboxamide, 3 - (4 -morphol inylsulf onyl ) - 5 -nitro- (CA INDEX 

NAME) 



RN 661467-85-2 CAPLUS 

CN 1H- Indole- 2- carboxamide, 5-chloro-3- ( [4-'<phenylmethyl> -l- 
piperazinyllBulfonyl)- (CA INDEX NAME) 



CH2 — Ph 
RN 6614 67-86-3 CAPLUS 

CN 1H- Indole -2- carboxamide, 3- I (4 -acetyl- 1-piperazinyl) sul f onyl ) -5-chloro- 
<CA INDEX NAME) 



6 



RN 661467-87-4 CAPLUS 

CN lH-Indole-2- carboxamide, 5 - chloro- 3- ( 1-piperidinylsulf onyl > - (CA INDEX 
NAME) 



o=s=o 

6 



RN 661467-88-5 CAPLUS 

CN lH-Indole-2-carboxamide, 5 -chloro- 3- <l- pyrrol id inylsu If onyl) - (CA INDEX 



6 



RN 661467-8 9-6 CAPLUS 

CN lH-Indole-2-carboxamide, 5-chloro- 3- (4-thiomorpholinylsulf onyl) - (CA 
INDEX NAME) 



10523285 146of362 
o 



6 



RN 661467-90-9 CAPLUS 

CN 1H- Indole- 2-carboxamide, 3- {l-azetidinylsulfonyl> -5-chloro- (CA INDEX 



RN 661467-91-0 CAPLUS 

CN lH-Indole-2-carboxamide, 5-chloro-3- [ (l-oxido-4-thiomorpholinyl) aulfonyl] - 
(CA INDEX- NAME) 




RN 661467-92-1 CAPLUS 

CN 1H- Indole -2- carboxamide, 5-chloro-3 - [ (1, l-dioxido-4 - 
thiomorpholinyl) aulfonyl) - (CA INDEX NAME) 
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\ 

RN 661467-93-2 CAPLUS 

CN lH-lndole-2- carboxamide, 5-chloro-3- [ [ (2R.6S) -2,6-dimethyl-4- 
morpholinyl] sulfonyl) rel- (CA INDEX NAME) 

Relative stereochemistry . 
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RN 661467-98-7 CAPLUS 

CN 1H- Indole -2- carboxamide, 5-chloro- 3- [ t (2S) -2- (phenoxymethyl) -4- 
morpholinyl) Bul'fonyl) - (CA INDEX NAME) 

Absolute stereochemistry. 




RN 661467-96-5 CAPLUS 

CN 1H- Indole- 2 -carboxamide, 5-chloro-3- I (3 -hydroxy- i-azetidinyl) sulfonyl] - 
(CA INDEX NAME) 



y 



RN 661467-97-6 CAPLUS 

CN lH-Indole-2-carboxamide, 5- chloro- 3- [ [2- (phenoxymethyl) -4- 
morpholinyl) aulfonyl) - <CA INDEX NAME) 



RN 661467-99-8 CAPLUS 

CN lH-Indole-2-carboxamide, 5-chloro-3- ( I (2R) -2- (phenoxymethyl) -4- 
morpholinyl] aulfonyl] - (CA INDEX NAME) 

Absolute stereochemistry. 




RN 661468-00-4 CAPLUS 

CN 1H- Indole -2- carboxamide, 5-bromo-3- I [4- [2- (dimethylamino) ethyl] hexahydro-5- 
oxo-lH-l,4-diazepin-l-yl] aulfonyl] - (CA INDEX NAME) 



10523285 
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_ CH2- CH2— HMC2 



RN 661468-01-5 CAPLU3 

CN lH-Indole-2-carboxamide, S-brorao-3- [ (hexahydro-5-oxo-lH-l,4-diazepin-l- 
yl) sulfonyl] - (CA INDEX NAME) 



RN 661468-02-6 CAPLUS 

CN lH-Indole-2-carboxamide, S-bromo-3 - ( (3-oxo- 1 -piperazinyl ) aulf onyl] - (CA 
INDEX NAME) 



P 



RN 661468-03-7 CAPLUS 

CN lH-lndole-2-carboxamide, 5-bromo-3- [ (3-hydroxy-l-azetidinyl)sulfonyl] - 
(CA INDEX NAME) 




RN 661468-04-8 CAPLUS 

CN 1H- indole- 2- carboxamlde, 3- [ {2- (aminocarbonyl) -4-morpholinyl) sulfonyl] -5- 
bromo- (CA INDEX NAME) 



.XxV 4 "" 



P 



RN 661468-05-9 CAPLUS 

CN 1H- indole- 2 -carboxamlde, 3- ( l-azetidinylsulfonyl) - 5-bromo- (CA INDEX 



D 



RN 6614 68-06-0 CAPLUS 

CN 1H- Indole- 2- carboxamlde, 5-brorao-3- [ (4- [ <4-methoxyphenyl) aulfonyl] -1- 
plperazinyll sulfonyl) - (CA INDEX NAME) 



6 

o=L= o 



RN 661468-01-1 CAPLUS 

cn iH-Indole-2-carboxamide. 5-bromo-3- ( ]4- I (4 -bromophenyl ) aul f onyl) -1- 
piperazinyl] aulfonyl) - (CA INDEX NAME) 



6 



RN 661468-08-2 CAPLUS 

CN 1H- Indole- 2 -carboxamide, 5-bromo-3- ( 14- [3- (4 -morpholinyl) propyl] -3-oxo-l- 
piperazinyl] sulfonyl) - (CA INDEX NAME) 



10523285 l52of362 
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^"(U)3- 



o 



RN 661468-09-3 CAPLUS 

CN lH-lndole-2-carboxamide, 5-bromo-3- t {4- [3- (dimethylamino)propyl J -3-oxo-l- 
piperazinyl] sulfonyl) - (CA INDEX NAME) 



(CH2) 3— NMea • 



RN 661468-12-B CAPLUS 

CN lH-Indole-2-carboxamide, 5-bromo-3- I [2- (phenoxymethyl) -4 - 
morpholinyl) sulfonyl] - (CA INDEX NAME) 



9 



RN 661468-13-9 CAPLUS 

CN 1H- indole- 2 -carboxamide, 5-bromo-3- ([ (2S) -2- (phenoxymethyl) -4- 
morpholinyl] sulfonyl] - (CA INDEX NAME) 



Absolute stereochemistry. 
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RN 661468-14-0 CAPLUS 

CN lH-lndole-2 -carboxamide, 5-bromo-3- [ [ (2R) -2- (phenoxymethyl) -4- 
morpholinyl]sulfonyl] - (CA INDEX NAME) 

Absolute stereochemistry. 



06 



RN 661468-15-1 CAPLUS 

CN lH-Indole-2-carboxamide, 6-hydroxy-3- (4-morpholinylsulfonyl) - (CA INDEX 
NAME) 




tilt (6146S-K-2 CAPLUS 

CN lH-Indole-2-carboxamide, 3 - U -morpholiny lsul fonyl ) ■ (CA INDEX NAME) 



I54of362 



o 



RN 661468-17-3 CAPLUS 

CN 1H- Indole- 2-carboxamide, 5- (2- furanyl) -3- <4-<norpholinylsulfonyl) - <CA 
INDEX NAME) 



6 



RN 661468-18-4 CAPLUS 

CN 1H- Indole- 2- car boxamide, 3- (4-morpholinylsulfonyl) -5- (phenylechynyl) - 
<9CI> (CA INDEX NAME) 



~6 



RN 661468-19-5 CAPLUS 

CN 1H- Indole- 2- carboxamide, 3- (4-morpholinylsulfonyl) -5- (2 -phenylethyl) - (CA 

INDEX NAME) 
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RN 6614 68-20-8 CAPLUS 

CN 1H- Indole- 2 -carboxamide, 5- (1-hexynyl) -3- (4-morpholinylsulfonyl) - (9CI) 
(CA INDEX NAME) 



o 




RN 661468-21-9 CAPLUS 

CN 1H- Indole- 2 -carboxamide, 5-hexyl-3- (4 -morpholinylsulfonyl) - (CA INDEX 
NAME) 



0 




o 



RN 661468-22-0 CAPLUS 

CN lH-Indole-2-carboxamide, 6- amino- 5-bromo-3- (4-morpholinylsulfonyl) - (CA 
INDEX NAME) 
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o 




RN • 661468-23-1 CAPLUS 

cn 1H- indole- 5 -carboxylic acid, 2- (aminocarbonyl) -3 - (4-morpholinylsulfonyl) - . 
methyl ester (CA INDEX NAME) 



o 




RN 661468-24-2 CAPLUS 

CN 1H- Indole- 2 -carboxamide, 5-ethenyl-3- (4-raorpholinylsulf onyl) - (CA INDEX 
NAME) 




RN 661468-25-3 CAPLUS 

CN lH-Indole-2- carboxamide, S-ethoxy- 3- (4-morpholinylsulfonyl) - (CA INDEX 
NAME) 
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o 



RN 661468-26-4 CAPLUS 

CN 1H- Indole- 2- carboxamide, 3- (4 -morpholinylsulfonyl) -S-propoxy- {CA INDEX 
NAME) 



0 




RN 661468-27-5 CAPLUS 

CN lH-Indole-2-carboxamide, 5- (l-methylethoxy) -3- (4-morpholinylsulfonyl) - 
(CA INDEX NAME) 
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RN 661468-29-7 CAPLUS 

CN 1H- indole- 2- carboxamide, 5- ( (methylsulfonyl >oxy] -3- (4 -morpholinylsul fonyl ) - 
<CA INDEX NAME) 




RN 6614 68-30-0 CAPLUS 

CN lH-Indole-2-carboxamide, 3- (4-morpholinylsulfonyl) -5- (l-propynyl) - (SCI) 
(CA INDEX NAME) 



o=s — 0 

6 



661468-28-6 CAPLUS 

1H- Indole -2 -carboxamide, S-ethyl-3- (4 -morpholinylsulfonyl) - 
NAME) 




661468-31-1 CAPLUS 

1H- Indole- 2 -carboxamide, 3- (4-morpholinylsulfonyl) -5- (2-thienyl) - 
INDEX NAME) 



I590f362 



6 



RN 661468-32-2 CAPLUS 

CN 1H- indole -2 -carboxamide, 3- (l-azetidinylsulfonyl) -s-methoxy- (CA INDEX 
NAME) 




RN 661468-33-3 CAPLUS 

CN 1H- Indole-2-carboxamide, 5 - f ormy 1 - 3 - (4 -morphol iny lsul f onyl ) - (CA INDEX 



RN 661468-34-4 CAPLUS 

CN lH-Indole-2- carboxamide, 5-methyl-3- (4-morpholinylsulf onyl) - (CA INDEX 



I60of362 



q= h— o 



RN 6614 68-35-5 CAPLUS 

CN 1H- Indole -2- carboxamide, 7- (acetylamino) -3- <4 -morpholinylsul fonyl ) - (CA 
INDEX NAME) 



NKAc 



6 



RN 661468-36-6 CAPLUS 

CN 1H- Indole -2-carboxamide, 7- ( (methylsulfonyl) amino] -3- (4- 
morpholinylsul fonyl ) - (CA INDEX NAME) 



"6 



RN 
CN 



661468-37-7 CAPLUS 

1H- Indole- 2 -carboxamide, 5- 1 ( (4 -methoxyphenyl) amino] methyl] -3- (4- 
morpholinylsulfonyl) - (CA INDEX NAME) 



161of362 

o 

'c--NH2 



6 



RN 661468-39-3 CAPLUS 

CN 1H- Indole -2-carboxamide, 3- (4-morpholinylsulfonyl) - 5-phenyl- (CA INDEX 



6 
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'c-NH2 



RN 661468-42-4 CAPLUS 

CN 1H- indole- 2- carboxamide, 3- (4-morpholinylsulf onyl) - 5- <4-pyridinyl) - (CA 
INDEX NAME) 



1L JLm 



a 



RN 661468-40-2 CAPLUS 

CN 1H- indole- 2 -carboxamide, 3- (4-morpholinylsulfonyl) -5-pyrazinyl- (9CI) (CA 
INDEX NAME) 



o—h~ o 

6 



661468-41-3 CAPLUS 

1H- Indole- 2- carboxamide, 

INDEX NAME) 



3- (4-morpholinylsulfonyl) -5- (2-pyridinyl),- (CA 



k RN 6614 68-43-5 CAPLUS 
CN 1H- indole- 2 -carboxamide, 5- (2-benzofuranyl) -3- (4-morpholinylsulfonyl) - 
(CA INDEX NAME) 



o 



H 2 N-C^ ^PO""^^^ 



661468-44-6 CAPLUS 

lH-Indole-2- carboxamide, 5- (5-methyl-2-f uranyl) -3- (4-i 
(CA INDEX NAME) 



arpholinylsulfonyl) - 



t 
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RN 661468-45-7 CAPLUS 

CN 1H- Indole- 2- carboxamide, 5- (3 , 5-dimethyl-4-isoxazolyl> -3- (4- 
morpholinylsulfonyl) - (CA INDEX NAME) 



o 



RN 661468-46-8 CAPLUS 

CN lH-lndole-2-carboxamide, 3- (4-morpholinylsulfonyl) -5- (lH-pyrrol-2-yl) - 
( CA INDEX NAME) 



RN 66146B-47-9 CAPLUS 

CN lH-Indole- 2 -carboxamide, 3 - (4-morpholinylaulfonyl) -5- (3-pyridinyl) - (CA 
INDEX NAME) 



164of362 



o=k=o 

h 



RN 661468-48 - Of CAPLUS 

CN 1H- Indole- 2-carboxamide, 3- (4-morpholinylsulfonyl) -5- (2-thiazolyl> - (CA 
INDEX NAME) 



8 JU 



RN 661468-49-1 CAPLUS 

CN 1H- Indole- 2-carboxamide, 3- (4-morpholinylsulfonyl) - 5- (3 -thienyl) - (CA 
INDEX NAME) 



0=3=0 

h 



RN 661468-50-4 CAPLUS 

CN lH-Indole-2- carboxamide, 5-benzo [b] thien-3 -yl-3- (4-morpholinylsulfonyl) - 
(CA INDEX NAME) 



1 



) 
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RN 661469-51-5 CAPLUS 

CN lH-Indole-2-carboxamide, 3- (1-azetidinylsulfonyl) -5- iodo- (CA INDEX NAME) 




RN 661468-52-6 CAPLUS 

CN lH-Indole-2-carboxamide, 3 -[ <3-hydroxy- 1-azetidinyl) aulfonyl) -5- iodo- (CA 
INDEX NAME) 




RN 661468-53-7 CAPLUS 

CN 1H- Indole- 2 -carboxamide, 5- iodo -3*- [ [2- (phenoxymethyl) -4- 
morpholinyllsulfonyl) - (CA INDEX NAME) 



10523285 !67of362 




RN 661468-57-1 CAPLUS 

CN 1H- Indole- 2 -carboxamide, 7-amino-4 ,6-dibromo-3- (4 -morpholinylsulf onyl) - 
(CA INDEX NAME) 




RN 661468-58-2 CAPLUS 

CN lH-Indole-2- carboxamide, 6-bromo-7- (ditnethylamino) -3- (4- 
morpholinylsulfonyl) - (CA INDEX NAME) 
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RN 661468-54-8 CAPLUS 

CN lH-lndole-2-carboxamide, S- iodo- 3 - [ [ <2S) -2- (phenoxymethyl) -4- 
morpholinyl] aulfonyl) - (CA INDEX NAME) 

Absolute stereochemistry . 




RN 661468-55-9 CAPLU3 

CN 1H- Indole- 2 -carboxamide, 5- iodo- 3 -[( (2R) -2- (phenoxymethyl) -4 - 
morpholinyl] aulfonyl) - (CA INDEX NAME) 

Absolute stereochemistry. 




RN 661468-56-0 CAPLUS 

CN 1H- Indole- 2 -carboxamide, 7-amino- 6-bromo-3 - (4-morpholinylaulfonyl) - (CA 
INDEX NAME) 
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RN 661468-60-6 CAPLUS 

CN lH-lndole-2-carboxamide, 7- { { (2-chloro-4 -pyridinyl >methyl) amino) -3- (4- 
morpholinylaulfonyl)- (CA INDEX NAME) 




RN 661468-65-1 CAPLUS 

CN lH-lndole-2-carboxamide, 3- ([ <2S) -2- (phenoxymethyl) -4- 

morpholinyl) aulfonyl] -7- I (4- py rid inylmethyl) amino) - (CA INDEX NAME) 

Absolute stereochemistry. 



RN 661468-59-3 CAPLUS 

CN 1H- indole -2 -carboxamide, 3- (4-morpholinylaulfonyl) -7- ( (4- 
pyridinylmethyl) amino) - (CA INDEX NAME ) 



169of362 



9 

NJ- 



RN 661468-67-3 CAPLUS 

CN 1H- Indole- 2- carboxamide, 3- 11 (2a) -2- (phenoxymethyl) -4- 

morpholinyl)aulfonyl) -7- I (phenylmethyl) aminol - (CA INDEX NAME) 

Absolute stereochemistry. 




RN 661468-68-4 CAPLUS 

CN lH-Indole-2-carboxamide, 7-chloro-3- (4-morpholinylsulfonyl) - (CA INDEX 
NAME) 



b 



RN 661468-69-S CAPLUS 

CN 1H- Indole- 2- carboxamide, 6 -bromo- 3- (4-morpholinylsulfonyl} - (CA INDEX 
NAME) 



6 



661468-70- S CAPLUS 

1H- Indole- 2-carboxamide, 7-bromo-3- (4-morpholinylaulfonyl) - (CA INDEX 



6 



RN 661468-71-9 CAPLUS 

CN 1H- indole -2- carboxamide, 7-cyano- 3- (4-morpholinylsulfonyl) - (CA INDEX 



RN 661468-72-0 CAPLUS 

CN lH-Indole-2-carboxamide, 7- (methylsulf inyl) -3- (4-morphol inyleulfonyl) - 
(CA INDEX NAME) 
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Q 



RN 661468-73-1 CAPLUS 

CN lH-Indole-2-carboxamide, 7- (aminomethyl) -3- (4-morpholinylsulfonyl) - (CA 
INDEX NAME) 




RN 661468-74-2 CAPLUS 

CN lH-Indole-2-carboxatnide, 5-amino-3 - (4-tnorpholinylsulfonyl) - (CA INDEX 
NAME) 



o 




RN 661468-75-3 CAPLUS 

CN lH-lndole-2- carboxamide, 5-fluoro-3- ( ( (28) -2- (phenoxymethyl) -4- 
morpholinyl]sulfonyl) - (CA INDEX NAME) 

Absolute stereochemistry. 
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RN 661468-76-4 CAPLUS 

CN 1H- Indole -2- carboxamide, 5-f luoro-3- [| (2R) -2- (phenoxymethyl) -4- 
morpholinyl) sulfonyl] - (CA INDEX NAME) 

Absolute stereochemistry. 




RN 661468-77-5 CAPLUS 

CN lH-Indole-2-carboxamide, 5- (acetylamino) -3- (4-morpholinylsulf onyl) - (CA 

INDEX NAME) 




RN 661466-78-6 CAPLUS 

CN 1H- Indole -2 -carboxamide, 5- [ (methylsulfonyl)aminoj -3- (4- 
morp hoi inyl suit onyl) - (CA INDEX NAME) 
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RN 661468-79-7 CAPLUS 

CN lH-Indole-2- carboxamide, 3 - (4-morpholinylsulfonyl) -5- 
[ (trif luoroacetyl) amino] - (SCI) (CA INDEX NAME) 



,c-L 



6 



RN 661468-60-0 CAPLUS 

CN 1H- Indole- 2 • carboxamide, 5- ( (2-aminoethyl) amino) - 3 - (4-morpholinylsulfonyl) - 
(CA INDEX NAME) 



H2N- CH2-CH2-NI 



RN 661468-B1-1 CAPLUS 

CN 1H- Indole- 2 -carboxamide, 5- (dimethylamino) -3- (4 -morpholinylsulf onyl) - (CA 
INDEX NAME) 



6- 



RN 661468-82-2 CAPLUS 

CN 1H- Indole- 2 -carboxamide, 4 , 5-dibromo-3- (4-morpholinylsulfonyl) - (CA INDEX 
NAME) 



6 



RN 661468-83-3 CAPLUS 

CN 1H- Indole -2- carboxamide, 5, 6-dibromo-3- (4-morpholinylsulfonyl ) - (CA INDEX 
NAME) 



6 



RN 661466-84-4 CAPLUS 

CN lH-Indole-2-carboxamide, 5-bromo-3- (4-morpholinylsulfonyl) -4 -nitro- (CA 
INDEX NAME) 
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RN 6 6 14 68 -8S- 5 CAPLUS 

CN lH-Indole-2- carboxamide, 5-bromo-3- (4 -morpholinylsulfonyl) -6-nitro- (CA 
INDEX NAME) 




RN 661468-86-6 CAPLUS 

CN 1H- Indole- 2 -carboxamide, 4 -amino- 5-bromo-3 - (4 -morphol iny laulf onyl) - (CA 
INDEX NAME) 



O 




RN 661468-87-7 CAPLUS 

CN lH-Indole-2-carboxamide, 3- [ [ (23) -2- (phenoxymethyl) -4- 
morpholinyl) aulfonyl) - (CA INDEX NAME) 

Absolute stereochemistry. 
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RN 6614 68-88-8 CAPLUS 

CN 1H- Indole- 2-carboxamide, 5-bromo-3- ( [2- ( ( (cyclohexylmethyl) amino) carbonyl) - 
4-morpholinyl] aulfonyl) - (CA INDEX NAME) 




CN 1H- Indole- 2- carboxamide, 5-bromo-3- ( 12- ( (cyclohexylamino) carbonyl ] -4- 
. morphol inyl) aulfonyl) - (CA INDEX NAME) 




RN 
CN 



661468-90-2 CAPLUS 

lH-Indole-2-carboxamide, 5-bromo-3- [ (2- [ [ (2, 3-dihydro- ih- inden- 1- 
yl ) amino) carbonyl] -4 -morphol inyl) aulfonyl] - (CA INDEX name) 



10523285 
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Ph2CH- CH2-CH2— NH— 



P 



RN 661468-910 CAPLUS 

CN lH-lndole-2-carboxamide. 5-bromo-3- [ [2- [ ( <2-phenylethyl) amino] carbonylj -4- 
morphol inyl] gulf onyl] - (CA INDEX NAME) 



Ph— CH2— CH2- NH— 



P 



RN 6614 68-95-7 CAPLUS 

CN 1H- indole- 2- carboxamide, 5-brotno-3- I [2- [ ( (2-phenoxyethyl) amino] carbonyl) -4- 
morphol inyl] sulfonyl] - (CA INDEX NAME) 



PhO-CH 2 — CH 2 -NH 



0=3 8=0 

P 

l-C 



RN 6614 68-92-4 CAPLUS 

CN lH-lndole-2-carboxamide. 5-bromo-3- [ [2- I [ (3- phenylpropyl) amino] carbonyl) -4- 
morpholinyl] sulfonyl] - (CA INDEX NAME) 



P 

- (CH 2 )3-NH~(f 



RN 661468- 96- 8 CAPLUS 

CN lH-Indole-2-carboxamide, 5-bromo-3- I [2- J [3- (phenylmethyl) - 1- 

pyrrolidinyl] carbonyl] -4 -morphol inyl] sulfonyl ] - (CA INDEX NAME) 



RN 6614 68-93-5 CAPLUS 

CN 1H- indole- 2 -carboxamide, 5-bromo-3- I [2- [ ( (3, 3- 

diphenyl propyl ) amino] carbonyl] -4 -morpholinyll sulfonyl] - (CA INDEX I 



RN 6614 68-97-9 CAPLUS 
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CN 1H- Indole -2- carboxamide, 5-bromo-3- [ [2- (II (1,2, 3, 4-tetrahydro-2- 

naphthalenyl) methyl] amino] carbonyl] -4 -morphol inyl] sulfonyl] - (CA INDEX 



RN 661468-98-0 CAPLUS 

CN 1H- indole- 2 -carboxamide, 5-bromo-3- 1 12- 1 1 (phenylmethyl) amino] carbonyl] -4- 
morphol inyl] sulfonyl] - (CA INDEX NAME) 



Ph-CH 2 -NH- 



RN 661468-99-1 CAPLUS 

CN lH-lndole-2-carboxamide, 5-bromo-3- ( (2- ( 1 1 [3- (trif luoromethyl) phenyl)methy 
1 ] amino] carbonyl] -4 -morphol inyl] sulfonyl) - (CA INDEX NAME) 



l,— nor" 3 



RN 661469-00-7 CAPLUS 

CN 1H- Indole -2 -carboxamide, 5-bromo-3- [ (2 - ( [ (2, 2- 

diphenylethyl) amino] carbonyl] -4-morpholinyl] sulfonyl]- (CA : 



P 

- NH— C 



RN 661469-01-8 CAPLUS 

CN 1H- Indole- 2 -carboxamide, 5-bromo-3- [[2-11 (2,3-dihydro-lH-inden-2- 
yl) amino) carbonyl] -4-morpholinyl] sulfonyl)- (CA INDEX NAME) 



RN 661469-03-0 CAPLUS 

CN IH- Indole- 2 -carboxamide, 5-bromo-3- [ (2- ( I [ (5-methylpyrazinyl)methyl)amino) 
carbonyl) -4-morpholinyl] sulfonyl)- (9CI) (CA INDEX NAME) 



10523285 
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o 




RN 661469-04-1 CAPLUS 

CN 1H- indole- 2 -carboxamide, S-bromo-3- ( (2- ( [ (3-pyridinylmethyl) amino] carbonyl 
1 -4-morpholinylJsulfonylJ - (CA INDEX NAME) 




RN 661469-0S-2 CAPLUS 

CN lH-Indole-2-carboxamide, S-bromo-3- [[2-11 (l-phenylethyl> amino! carbonyl) -4- 
morpholinyl) aulfonyl] - (CA INDEX NAME) 




RN 661469-06-3 CAPLUS 

CN 1H- Indole -2- carboxamide, 5-bromo- 3- [ (2- I t (3 - < 1H- imidazol-1 - 

yDpropyl] amino] carbonyl] -4-morpholinyl] aulfonyl] - (CA INDEX NAME) 




RN 661469-07-4 CAPLUS 

CN lH-Indole-2-carboxamide, 5-bromo-3- ( (2- [ [ I (1R) -1- 

phenylethyl] amino] carbonyl] -4-morpholinyl] aulfonyl] - (CA INDEX NAME) 

Absolute stereochemistry. 




RN 661469-08-5 CAPLUS • ■ 

CN lH-lndole-2-carboxamide, S-bromo-3- [(2- [ [ (2-phenylpropyl) amino] carbonyl] 
morphollnyl] aulfonyl] - (CA INDEX NAME) 



o 




RN 661469-09-6 CAPLUS 

CN 1H- Indole- 2 -carboxamide, 5-bromo-3- [ {2- ( (methyl (phenylmethyl) amino] carbony 
1] -4-morpholinyl] aulfonyl] - (CA INDEX NAME) 



p 

Ph— C»2— N— C 

L 'i 



RN 661469-10-9 CAPLUS 

CN lH-Indole-2-carboxamide, S-bromo-3- I (2- I [4- (phenylmethyl >- 1- 

piperazinyl) carbonyl] -4-morpholinyl] aulfonyl]- (CA INDEX NAME) 



RN 661469-11-0 CAPLUS 

CN lH-Indole-2-carboxamide, S-bromo-3- I (2- I [ (2-pyridinylmethyl) amino) carbonyl 
] -4-morpholinyl] aulfonyl] - (CA INDEX NAME) 



184of362 



i,k - c " 2 -tO 



RN 661469-12-1 CAPLUS 

CN 1H- Indole -2- carboxamide, S-bromo-3- {(2- ( ( (2- ( (1, 1- 

dimethylethyl) thio] ethyl] amino) carbonyl] -4-morpholinyl) aulfonyl] - (CA 
INDEX NAME) 



r ^^*i'c-NH 2 



t-Bufl- CH2-CH2- N"~ 



P 



RN 6614 69-13-2 CAPLUS » 

CN 1H- Indole- 2- carboxamide, S-bromo-3- { [2- ( ( (diphenylmethyl) amino] carbonyl) 
morpholinyl] sulfonyl) - (CA INDEX NAME) 



P 

Ph2CH- NH-C 



RN 661469-14-3 CAPLUS 
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CN ih- Indole- 2 -carboxamide. 5-bromo-3- t (2- I [ [ <2S) -2- 

Pj^ylcyclopropyl) amino) carbonyl] -4-morpholinyl J sulfonyl] - (ca INDEX 

Absolute stereochemistry. 




RN 661469-15-4 CAPLU3 

CN lH-lndole-2 -carboxamide. s-bromo-3- [ la- [ (3 -phenyl -l-pyrrolidinyl) carbonyl] - 
4 -morpholinylj sulfonyl)- <CA INDEX NAME) 



RN 661469-16-5 CAPLU3 

CN 1H- Indole -2- carboxamide, S-bromo-3- f (2- [ {4 ,4-diphenyl- i- 

piperidinyDcarbonylJ -4-morpholinyll sulfonyl] - (CA INDEX NAME) 



661469-17-6 CAPLU3 

lH-Indole-2-carboxamide, s-bromo-3- I [2 - [ [ ( (2. 3-dihydro- 1H- inden-2- 
yl) methyl] amino) carbonyl) -4-morpholinyl] sulfonyl) - (CA INDEX NAME) 



66146 9-18-7 CAPLUS 

1H- Indole- 2 -carboxamide, 5-bromo-3- [ 12- [ [3- {4-pyridinyl) -l- 
pyrrolidinyDcarbonylJ -4-morpholinyl] sulfonyl)- (CA INDEX NAME) 



O=B=0 



RN 661469-19-8 CAPLUS 

CN 1H- indole- 2- carboxamide, 5-bromo-3- I [2- ( { (2, 3-dihydro- 2 -hydroxy- 1H- inden-l- 
yl) amino) carbonyl] -4-morpholinyl) sulfonyl J - (CA index NAME) 



0= C f^j" '1= Q 

H 2 N- 



RN 661469-20-1 CAPLUS 

CN 1H- indole- 2 -carboxamide, 5-bromo-3- [ [2- ( (4 -hydroxy-4 -phenyl- l- 
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piperidinyl) carbonyl) -4-morpholinyl) sulfonyl]- (CA INDEX NAME) 



RN 6 61469-21-2 CAPLUS 

CN 1H- indole- 2 -carboxamide, 5-bromo-3- ( 12- [ (phenylamino) carbonyl] -4- 
morpholinyl) sulfonyl]- <CA INDEX NAME) 



P 



RN 661469-22-3 CAPLUS 

CN lH-indole-2-carboxamide, 5-bromo-3- [ [2- [| (2-oxo-2- 

phenylethyl) amino) carbonyl] -4-morpholinyl ) sulfonyl] - (CA : 



p 
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RN 661469-23-4 CAPLUS 

CN 1H- Indole- 2- carboxamide, 5-bromo-3- | [2- { [ (2,2- 
dimethylpropyl) amino] carbonyl) -4-roorpholinylJ sulfonyl) - (CA : 



e3C- CH2— NH— C 



RN 661469-24-5 CAPLUS 

CN lH-Indole-2-carboxamide, 5-bromo-3- [ [2- ( 1 (1,2- 
diphenylethyl) amino) carbonyl) -4-morpholinyl] sulfonyl] - (CA INDEX I 



p 

— NH— C 



Ph-CH 2 -CH. 

Jh o 



RN 661469-25-6 CAPLUS 

CN IH- Indole- 2 -carboxamide, S-bromo-3- { (2- [ [ <4-chlorophenyl)amino] carbonyl) - 4- 
morpholinyl] sulfonyl] - (CA INDEX NAME) 
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-ex. 



L "CX 



RN 6 614 69-26-7 CAPLUS 

CN in- Indole- 2 - carboxami.de , 5-bromo-3- I [2- f ( i i • phenoxypheny 1 ) amino ) ca i bony 1 ] - 
4-morpholinyl] sulfonyl] - (CA INDEX NAME) 



RN 661469-28-9 CAPLUS 

CN 1H- Indole -2- carboxamide, S-bromo-3- ( {2- ( ( [3- (2-oxo- 1- 

pyrrolidinyl) propyl] amino] carbonyl) -4-morphol inyl) sulfonyl] - (CA INDEX 

NAME) 



o=a=o 



b 



0 — NH — (CH 2 )3 AT\ 



RN 661469-27-8 CAPLUS 

cn iH-Indole-2- carboxamide, 5-bromo-3- t(2- K [4- (l, l- 

d imethylethyl) phenyl] amino) carbonyl] -4-morpholinyl] sulfonyl) - (CA INDEX 



RN 661469-29-0 CAPLUS 

CN 1H- indole- 2 -carboxamide, s-bromo-3- [ 12- [[ [3- (1- 

methylethoxy) propyl) amino) carbonyl] -4-morpholinyl] sulfonyl) - (CA : 



i-pro— (ch 2 ) 



j_ NH — C 
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RN 661469-30-3 CAPLUS 

CN iH-Indole-2-carboxamide, 5-bromo-3- [ [2- [ ( (3-ethoxypropyl ) amino] carbonyl] -4- 
morphol inyl) sulfonyl) - (CA INDEX NAME) 



"5 

- (CH2»3-NH-C 



F 3 C- CF2— CF2- CH2- NH — 



RN 661469-33-6 CAPLUS 

CN lH-Indole-2-carboxamide, 5-bromo-3- [ (2- [ [ [3- {2- 

methylpropoxy) propyl] amino) carbonyl) -4-morpholinyl) sulfonyl) - (CA INDEX 
NAME) 



RN 661469-31-4 CAPLUS 

CN lH-lndole-2-carboxamide, 5-bromo-3- ( [2- ( ( (2- (1-cyclohexen-l- 

yl)ethyl)aminojcarbonyl) -4-morpholinyl) sulfonyl) - {CA INDEX NAME) 



NH- CH 2 ~ CH ; 



i-BuO_ (CH 2 ) 3- NH — 



RN 661469-34-7 CAPLUS 

CN lH-Indole-2-carboxamide, 5-bromo-3- ((2-11 (3 -butoxypropyl ) amino] carbonyl] - 
morpholinyl] sulfonyl) - (CA INDEX NAME) 



RN 661469-32-5 CAPLUS 

CN 1H- indole- 2 -carboxamide, 5-bromo-3 - [ [2- ( [ (2 , 2, 3 , 3 ,4 , 4 ,4- 

heptafluorobutyl) amino) carbonyl] -4-morpholinyl) sulfonyl] - (CA INDEX i 



- <CH 2 I 3- NH — (* 



RN 661469-35-8 CAPLUS 

CN lH-Indole-2-carboxamide, S-bromo-3- [ (2- [ 1 [2- (2- 
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thienyl) ethyl] aminol carbonyl) -4 -morphol inyl] sulfonyl] - (CA INDEX NAME) 



10523285 

(CA INDEX NAME) 
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RN 661469-36-9 CAPLUS 

CN lH-lndole-2-carboxamide, 3- [ [2- [ [ <lH-benzimidazol-2- 

ylmethyl) amino] carbonyl] -4-morpholinyl] sulfonyl) -5-bromo- (CA INDEX NAME) 




RN 661469-37-0 CAPLUS 

CN lH-Indole-2-carboxamide, 5-bromo-3- [[2- [ <hexahydro-lH-azepin- 1- 
yl ) carbonyl) -4 -morpholinyl) sulfonyl] - (CA INDEX NAME) 



o 





RN 661469-39-2 CAPLUS 

CN 1H- Indole- 2-carboxamide, 3- ( [2- [ ( ( [4- (aminosulfonyl)phenyl)methyl]aroino]ca 
rbonyl] -4 -morpholinyl] sulfonyl) -5 -bromo- (CA INDEX NAME) 




■NH2 



RN 661469-40-5 CAPLUS 

CN lH-Indole-2-carboxamide, 5-bromo-3- [ 12- (4-thiomorpholinylcarbonyl) -4- 
morpholinyl] sulfonyl]- (CA INDEX NAME) 



RN 661469-38-1 CAPLUS 

CN 1H- Indole- 2 -carboxamide, S -bromo- 3- ( (2- [ [ [2- [ [ (2,6- 

dichlorophenyl) methyl] thio) ethyl] amino) carbonyl] -4 -morpholinyl] sulfonyl) - 
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RN 661469-41-6 CAPLUS 

CN 1H- indole -2- carboxamide, 5-bromo-3- [ [2- ([ (2-methoxyethyl) amino] carbonyl) -4- 
morpholinyl] sulfonyl) - (CA INDEX NAME) 




RN 661469-42-7 CAPLUS 

cn 1H- Indole -2- carboxamide, 5-bromo-3- [ [2- I ( (2-methoxy- 1- 

methylethyl ) amino] carbonyl] -4 -morpholinyl] sulfonyl) - (CA INDEX NAME) 




Me 0 
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RN 661469-44-9 CAPLUS 

CN 1H- Indole- 2- carboxamide, 5-bromo-3- ( [2- [ [16- (dimethylamino) hexyl] amino] car 
bonyl] -4-morpholinyl] sulfonyl] - (CA INDEX NAME) 



Me 2 N- { CH 2 ) 6 — NH— 1 




RN 661469-45-0 CAPLUS f 

CN lH-Indole-2- carboxamide, 5-bromo-3- [ [2- [ [ [ (tetrahydro-2- 

f uranyl) methyl) amino] carbonyl] -4 -morpholinyl] sulfonyl] - (CA INDEX NAME) 




RN 661469-43-8 CAPLUS 

CN lH-Indole-2-carboxaroide, 5-bromo-3- [ [2- [ [ (l-ethylpropyl) amino] carbonyl] -4- 
morpholinyl] sulfonyl] - (CA INDEX NAME) 



RN 661469-46-1 CAPLUS 



10523285 



!97of362 
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CN lH-lndole-2-carboxamide, 5-bromo-3- [ [2- [ [ (1-phenylcyclopropyl) amino] carbon 
yl] -4-morpholinyl)sulfonyl] - (CA INDEX NAME) 



^t- NH- 



RN 661469-47-2 CAPLUS 

CN 1H- Indole- 2 -carboxamide, 5-bromo-3- ( [2- { [ (phenyl-4- 

pyridinylmethyl) amino] carbonyl] -4-morpholinyl] sulfonyl) - (CA INDEX NAME) 



>i J, 



no 



RN 661469-48-3 CAPLUS 

CN 1H- Indole- 2 -carboxamide, 5 -bromo-3 - [ (2- I ( (dicyclopropy Imethyl ) amino) carbon 
yl] -4-morpholinyl] sulfonyl} - (CA INDEX NAME) 



RN 661469-49-4 CAPLUS 

CN 1H- Indole- 2- carboxamide, 5-bromo-3- l[2- H (1,4 -dioxan-2- 

ylmethyl) amino] carbonyl] -4-morpholinyl] sulfonyl) - (CA INDEX NAME) 



NH— ' 



"~0 



RN 661469-50-7 CAPLUS 

CN lH-Indole-2-carboxamide, 5-bromo-3- [ 12- ( [methyl (2- (4- 

methylphenoxy) ethyl] amino] carbonyl] -4-morpholinyl] sulfonyl] - (CA INDEX 
NAME) 



L- M 
CH 2 - 



1 A 



RN 661469-51-8 CAPLUS 

CN lH-Indole-2-carbOxamide, S-bromo-3- [(2- I [ [ (tetrahydro-1, l-diOxido-S- 
thienyDmethyl] amino] carbonyl] -4-morpholinyl] sulfonyl] - (CA INDEX NAME) 



10523285 



b-NH-CH 2 _<^^ 



RN 661469-52-9 CAPLUS 

CN 1H- indole -2 -carboxamide, 5-bromo-3- [ [2- ( {2- (2-phenylethyl) -1- 

pyrrolidinyl] carbonyl] -4 -morphol inyl { sulfonyl] - (CA INDEX NAME) 



CN 1H- Indole -2- carboxamide, 5-bromo-3- [{2- [ [ ( ( l-methyl - 1H- imidazol-4 - 
yl ) methyl] amino) carbonyl) -4-morpholinyl] sulfonyl] - (CA INDEX NAME) 



NH— 



—Or 



RN 661469-53-0 CAPLUS 

CN lH-Indole-2-carboxamide, S-bromo-3- I (2- [ ( (2-cyclohexylethyl) amino] carbonyl 
] -4-morpholinyl) sulfonyl] - (CA INDEX NAME) 



RN 661469-5S-2 CAPLUS 

CN 1H- Indole- 2 -carboxamide, 5-bromo-3- ( [2- ( I (tetrahydro-l, l-dioxido-3- 
thienyl) amino) carbonyl] -4 -morphol inyl) sulfonyl] - (CA INDEX NAME) 



?• 

kH- CH2— CH; 



RN 66146 9-56-3 CAPLUS 

CN 1H- Indole- 2- carboxamide, 5 -bromo-3- [ 12- [ [ (1-naphthalenylmethyl) amino) carbo 
nyl) -4-morpholinyl] sulfonyl] - (CA INDEX NAME) 



RN 661469-54-1 CAPLUS 



In 

:h 2 



60 



661469-57-4 CAPLUS 

1H- Indole -2- carboxamide. 5-bromo-3- [ [2- [ ( (imidazo 12, l-b] thiaaol-6- 
ylmethyl) amino) carbonyl) -4 -morpholinyll sulfonylj - (CA INDEX NAME) 



RN 661469-58-5 CAPLUS 

CN lH-Indole-2-carboxaraide, 3 - 1 [2- [ [2- (2-benzothiazolyl) - l- 

pyrrol idinyl] carbonyl] -4-morpholinyl] sulfonylj -5-bromo- (CA INDEX NAME) 



202of362 



f H 2 N-C H 



RN 661469-60-9 CAPLUS 

CN 1H- Indole- 2 -carboxamide, 5-bromo- 3- { (4 - (3-phenylpropyl) - 1- 
piperidinyl] Bulfonyl)- (CA INDEX NAME) 



RN 661469-61-0 CAPLUS 

CN 1H- Indole- 2-carboxam ids, 5-chloro-3- [ [2- I (2-ethoxyphenoxy)methyl) -4- 
morpholinyl) sulfonylj - (ca index NAME) 



RN 661469-65-4 CAPLUS 

CN 1H- Indole- 2 -carboxamide, 5-chloro-3 - [ [2- (lH-indol-4-yl) -4- 
morpho liny 1) sulfonylj - (CA INDEX NAME) 
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RN 661469-71-2 CAPLUS 

CN 1H- indole -2 -carboxamide, S-chloro-3- ( (4-f luoro-4- (3-phenylpropyl) - 1- 
piperidinylj sulfonylj - (CA INDEX NAME) 




RN 661469-75-6 CAPLUS 

CN 1H- indole- 2 -carboxamide, 5-chloro-3- ( (4 -phenyl -4- I (phenylmethoxy) methyl] -l- 
piperidinyl] sulfonylj - (CA INDEX NAME) 




RN 661469-77-8 CAPLUS 

CN lH-lndole-2- carboxamide, 5-chloro-3- ( [4 -hydroxy -4- (3-phenylpropyl) -l- 
piperidinyl] sulfonylj - (CA INDEX NAME) 
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RN 661469-81-4 CAPLUS 

CN 1H- Indole -2- carboxamide, 5-chloro-3- I (3- (4-methyl-4H- 1, 2 , 4 -triazol-3-yl > 
piperidinyl] sulfonylj- (CA INDEX NAME) 




RN 66146 9-83-6 CAPLUS 

CN lH-lndole-2-carbcxamide, 5-chloro-3- [ [3- (2-phenylechyl) - l- 
piperidinylj sulfonyl] - (CA INDEX NAME) 




RN 661469-85-8 CAPLUS 

CN 1H- Indole- 2 -carboxamide, 5-chloro-3- ( 13- (2-phenylethyl) -l- 
pyrrolidinyl] sulfonylj - (CA INDEX NAME) 



10523285 
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9 

CH 2 - 



RN 661469-8T-0 CAPLUS 

CN iH-Indole-2-carboxamide, 5-chloro-3- [ (4- [cyclopropyl ( [3- 

(trifluoromethyl) phenyl] sulfonyl] amino] -1-piperidlnyl) sulfonyl) - (CA 
INDEX NAME) 



cn 3-Piperidineacetic acid, l- I [2- (aminocarbonyl) -5-chloro-lH-indol-3- 
yl] sulfonyl] -, l, l -dimethyl ethyl ester (CA INDEX NAME) 



t-BuO-C— CH2 



RN 66146 9-93-8 CAPLUS 

CN 1H- indole- 2 -carboxamide, 5-chloro-3- ( (3 - (phenylmethyl) - 1 - 
piperidinyl] sulfonyl] - {CA INDEX NAME) 



9 



RN 661469-89-2 CAPLUS 

CN 1H- indole -2 -carboxamide, S-chloro-3- [ [2- [ U-chlorophenoxy) methyl] -4- 
morpholinyl] sulfonyl] - (CA INDEX NAME) 



RN 6614 6 9-95-0 CAPLUS 

cn 1H- Indole -2- carboxamide, 5-chloro-3- [ (3- (2-methylphenyl) -1- 

piperidinyl] sulfonyl] - (CA INDEX NAME) 



o — s=o 

9 



RN 661469-91-6 CAPLUS 



RN 661469-9-7-2 CAPLUS 



CN lH-Indole-2-carboxamide, 5-chloro-3- [ {4- [2- (dimethy lamino) ethyl ) -1- 
piperidinyl) sulfonyl) - (CA INDEX NAME) 



..XXV s - 



9 



CH2-CH2- KMe 2 



RN 661469-98-3 CAPLUS 

CN [1,4 --Bipiperidine] -3-carboxylic acid, 1 •-( [2- (aminocarbonyl) -5-chloro-iH- 
indol-3-yl] sulfonyl]-, ethyl ester (CA INDEX NAME) 
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RN 661470-00-4 CAPLUS 

CN 1H- indole- 2 -carboxamide, 5-bromo-N-methoxy-N-methyl-3- { [2- (phenoxymethyl) - 
4-morpholinyl] sulfonyl] - {CA INDEX NAME) 



9 



RN 661410-01-5 CAPLUS 

CN 1H- Indole- 2 -carboxamide, 5-chloro-3- (I (2R, 6R) -2, 6 -dimethyl -4- 
morpholinyl] sulfonyl) - , rel- (CA INDEX NAME) 

Relative stereochemistry. 



— 



RN 661469-99-4 CAPLUS 

CN 1H- indole- 2 -carboxamide, 5-bromo-3- ((3- [ [4- (1, 1- 

dimethylethoxy) phenyl) methyl] - 1-piperidinyl] sulfonyl) - (CA 



INDEX NAME) 



RN 695016-12--7 CAPLUS 

CN lH-Indole-2-carboxamide, 5- I (acetylamino)methyl) -3- (4-morpholinyl sulfonyl) - 
(CA INDEX NAME) 



9 



2_ Ck 

^^OBu-t 



6 
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695816-13-8 CAPLUS 

1H- Indole -2- carboxamide, 5-bromo-3- [ 12- I (3 ,4-dihydro-2 (1H) - 
isoquinolinyl) carbonyl] -4-morpholinyl) sulfonyl] - (CA INDEX NAME) 



S61470-04-8F 6614"7Q-'v7- 1? 6£ 1470 -03- ?.P 
6£147C~11-~P 6S1470-45-7P *> 9591c - 07- OP 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(intermediate; preparation of quinazolines and analogs as Akt inhibitors 

indoles as protein kinase inhibitors for use in synergistic combination 
therapy for treatment of cancer) 
661470-04-8 CAPLUS 

1H- indole- 2 -carboxy lie acid, s-chloro-3- (4-morpholinylBUlfonyl) -l- 
(phenylsulfonyl) -, ethyl ester (CA INDEX NAME) 




661470-07-1 CAPLUS 

lH-Indole-2-carboxylic acid, 5-bromo-3- (4-morpholinylsulfonyl) - 1- 
(phenylsulfonyl) -, ethyl ester (CA INDEX NAME) 



o=s- Ph o 

•A 

6 



RN 661470-08-2 CAPLUS 

CN lH-Indole-2-carboxylic acid, 5-bromo- 3- (4-morpholinylsulfonyl) - , ethyl 
ester (CA index name) 




6614 70-11-7 CAPLUS 

1H- Indole- 2-carboxamide , 



3- (4-morpholinylsulfonyl) -7-nitro- (CA INDEX 




RN 661470- 45 -7 CAPLUS 

CN lH-Indole-2-carboxylic acid, 5-chloro-3- ([ (2S) -2- (phenoxymethyl) -4 - 

raorpholinyl) sulfonyl] - l- (phenylsulf onyl) - , ethyl ester (CA INDEX NAME) 

Absolute stereochemistry. 
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RN 695816-07-0 CAPLUS 

CN lH-Indole-2-carboxylic acid, 5-chloro-3- ((2- (phenoxymethyl) -4- 

morpholinyljsulfonylj -l- (phenylsulf onyl) - , ethyl ester (CA INDEX NAME) 




IT 695315-08-1 695316-0?-:: 

RLj RCT (Reactant); RACT (Reactant or reagent) 

(preparation of quinazolines and analogs as Akt inhibitors and indoles as 
protein kinase inhibitors for use in synergistic combination therapy 
for treatment of cancer) 

RN 695816-08-1 CAPLUS 

CN 1H- Indole -2- carboxylic acid, 5-bromo-3- ( I (2S) -2- (phenoxymethyl) -4- 

morpholinylj sulfonyl) -i- (phenylsulf onyl) - , ethyl ester (CA index NAME) 

Absolute stereochemistry. 
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RN 695816-09-2 CAPLUS 

CN 1H- Indole -2- carboxylic acid, 5-iodo-3- I [(2S) -2- (phenoxymethyl) -4- 

morpholinylj sulfonyl) -1- (phenylsulf onyl)-, ethyl ester (CA INDEX NAME) 

Absolute stereochemistry. 




nlsTN 



DN 141:46748 



Tl N,N-Dialkylated 4- (4-arylsulfonylpiperazine-l-carbonyl) -benzamidines and 
4- ( (4-arylsulfonyl) -2-oxo-piperazin-l-ylmethyl) -benzamidines as potent 
factor Xa inhibitors 

AU Jia, Zhaozhong J.; Su, Ting; Zuckett, Jingmei P.; wu, Yanhong; Goldman, 
Erick A.; Li, Henhao; Zhang, Penglie; Clizbe, Lane A.; Song, Yonghong; 
Bauer, Shawn M . ; Huang, Wenrong; Woolfrey, John; sinha, Uma ; Arfsten, Ann 
B.; Hutchaleelaha, Athiwat; Kollenbach, Stanley J.; Lambing, Joseph L.; 
Scarborough, Robert M. > Zhu, Bing-Yan 

CS Millennium Pharmaceuticals. Inc., south San Fraaeiaco, CA, 94080, USA 

SO Bioorganic & Medicinal Chemistry Letters (2p&*f, 14(9), 2073-2078 

CODEN: BMCLE8; ISSN : 0960- 894X 
PB Elsevier Science B.v. 
DT Journal 
LA English 
OS CAS REACT 141i4674B 

AB A class of N, N-dialkylated 4 - (4 -arylsulfony lpiperazine- 1-carbonyl ) - 

benzamidines and 4- ( (4-arylsulfonyl) -2-oxo-piperazin-l-ylraethyl) - benzamidines 
has been discovered as potent factor Xa inhibitors with desirable in vitro and 
in vivo anticoagulant activity, but with low oral bioavailability. The 5- 
chloroindole and 6-chlorobenzo [b] thiophene groups are optimal as the factor Xa 
SI binding elementB. The strategy of incorporating a aide chain on the 
piperazine nucleus to enhance binding affinity has been examined 

IT 406496-46-6P 

RL i RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation and structure-activity relationship studies of benzamidine 
derivs. as potent factor xa inhibitors) 
RN 4064 96-46-6 CAPLUS 

CN 1H- Indole -l -carboxylic acid, 5-chloro-2- [ (4- I (4 -cyanophenyl) methyl) -3-oxo- 
1-piperazinyl) sulfonyl) - , 1, 1-dimethylethyl ester (9CI) (CA INDEX NAME) 
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Preparation of indolesul fonamidea as tyrosine kinase inhibitors, in 
particular insulin- like growth factor 1 receptor (IGF-1R) inhibitors 



IN Dinsmore, Christopher J. 

Lindsley, Craig w. 
PA Merck & Co., Inc., USA 

SO PCT Int. Appl., 191 pp. 
CODEN : PIXXD2 

DT Patent 
LA English 
FAN.CNT 1 

PATENT NO. KIND 
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OS CASREACT 140:1B1323; MAR PAT 140:181323 



(CRl?2)m Y 

°v N 

(R3)a *SC *■ <CRl? 2 >n z 



)a -s^ - fc 



"ocH- „ 



Title compds . I (wherein Rla, Rib ■ independently H, OH and derivs., NH2 and 
derivs,, (un) substituted cyclo/alkyl, aryl, heterocyclyl ; R2 - H, OH and 
derivB., NH2 and derivs., (un) substituted cyclo/alkyl, aryl; R3 » H, halo, 
(CH2)pOH and derivs., C02H .and derivB., CH:CH2 and derivs., N02, <CH2)pNH2 and 
derivs., NHCHO and derivs., NHS(0)oR4, s(0)oR4, S(0)oNH2 and deriva., CN, 
(CH2)pNH(CH2)pH and derivs., etc.; R4 - (un) substituted cyclo/alkyl, aryl, 
heterocyclyl ; m - 0-6; n ■ 0-6; q ■ 0-4; p - 0-6; o - 0-2; and their 
pharmaceutical^ acceptable salts, hydrates and stereoisomers] were prepared 
for inhibiting, modulating and/or regulating signal transduction of both 
receptor-type and non-receptor type tyrosine kinases. For example, I was 
prepared in 5 steps via substitution of benzenesulf onyl chloride with Et 5- 
chloro-lH-indole-2-carboxylate, sulfonation with concentrated H2S04 in DCM, 
chlorination with oxalyl chloride in the presence of DCM/DMF, substitution 
with methylamine hydrochloride in the presence of TEA/ DCM, and one-pot 
amidation with NH3 /phenyl sul f onyl group deprotection in i-PrOH. I inhibited 
insulin-like growth factor 1 receptor (IGF-1R) or Insulin receptor kinase with 
an IC50 £ 100 jiM. Thus, I and their formulations are useful for treating 
cancer, diabetes, an autoimmune disorder, a hyperproliferat ive disorder, 
aging, acromegaly, and Crohn's disease. 

6G0.U3-14-9P, 5-Methoxy-3- (morpholin-4-ylsulfonyl) - lH-indole-2- 
carboxamide 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(intermediate; preparation of indolesulf onamides as tyrosine kinase 

inhibitors) 
660413-14-9 CAPLUS 

lH-Indole-2-carboxamide, S-methoxy-3- (4-morpholinylsulfonyl) - (CA INDEX 
NAME) 
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C60413- 15-CP, 5-Hydrox'y-3- (morpholin-4-ylsulfonyl) - 1H- indole- 2- 
carboxamide 

RL; SPN (Synthetic preparation) ; PREP (Preparation) 

(preparation of indoleaulfonamides as tyrosine kinase inhibitors) 
660413-15-0 CAPLUS 

lH-Indole-2-carboxamide, 5-hydroxy-3 - (4 -morpho linyl sul f onyl) - (CA INDEX 
NAME) 




CAP^S^CO^RIGHT?2 0 "Q^ACSTorf 



ll ir l^ ft AN3WER t 3 . 0 A 0 ^".^ 
|%»*» 2 VoW2V2lWcAPIIUS ,w 
*^)N 140i59662 

Tl Preparation of indolyl-, azaindolyl-, and related heterocyclic 
sul f ony lure idopiperazines for treatment of HIV and AIDS. 

IN Kadow, John F., Regueiro-Ren, Alicia; Xue, Oiufen May 

PA Bristol-Myers Squibb Company, USA 

SO PCT Int. Appl., 106 pp. 
CODEN : PIXXD2 

dt Patent 

LA English 
FAN.CNT 1 
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US 2004006090 Al 
US 6900206 B2 
AU 2003236512 Al 
EP 1575493 A2 
R: AT, BE, CH, 
IE, 31, LT, 
PRAI US 2002-390195P 
WO 2003-US1B708 
OS MARPAT 140j 59662 
GI 
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. CM, GA, GN, GQ, GW, 



ML, MR, NE, SN, TD, TG, 



Al 20040108 US 2003-457620 
B2 20050531 

Al 20040106 AU 2003-236512 
A2 2O0SO921 EP 2003-737068 
DE, DK, ES, FR, GB, CR, IT, LI, LU, 
LV, FI, RO, MK, CY, AL, TR, BG, CZ, 
P 20020620 
W 20030612 



' 20030609 

20030612 
20030612 

NL, SE, MC, PT, 

EE, HU, SK 




Q(CO)mwso2NRl3Rl4 (m - l, 2; 0 - (substituted) (aza) indolyl; w - (substituted) 
1 , 4 -piperazinyl ; R13 , R14 - H, (substituted) alkyl, alkenyl , alkynyl, alkoxy, 
cycloalkyl, Ph, heteroaryl), were prepared Thus, title compound (I) 
(multistep preparation given) inhibited Hiv-l in HeLa cell3 with ECS0<1 uM. 

6J9519-.12-3P «39519-4«5-3P 63 St 5 1 *-4 7 - 4P 
63951<»-S0-9P 633519-51 -OP 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(preparation of indolyl-, azaindolyl-, and related heterocyclic 
sulfonylureidopiperazines for treatment of HIV and AIDS) 
639519-42-9 CAPLUS 

1H- Indole- 7- carboxamide, 4 - f luoro-N-methyl-3- [ {4- <4-morpholinylsulfonyl) -1- 
piperazinylloxoacetyl] - (9CI) (CA INDEX NAME) 



:- NHMe 0 



63 9519-46-3 CAPLUS 
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CN lH-lndole-7-carboxylic acid. 3- 1 [4 - (l-azetidinylsulf onyl) -l- 
piperazinylloxoacetyl) -4-f iuoro- , methyl ester (9CI) (CA INI 



D 



PlLLO I 




RN 63 9519-47-4 CAPLU3 

CN 1H- indole -7- carboxy lie acid, 4-f luoro-3 - loxo [4- (l-piperidinylsulfonyl) -l- 
piperazinyl] acetyl] -. methyl eater (9CI) (CA INDEX NAME) 



RN 63 9519-50 : 9 CAPLUS 

CN lH-Indole-7 -carboxamide, 4- f luoro-N-methyl-3- [oxo [4- <1- 

piperidinylsulfonyl) -l-piperazinyl] acetyl) - (9CI) (CA INDEX NAME) 



t 



639519-51-0 CAPLUS 

1H- Indole- 7 -carboxamide, 3- [[4- <l-azetidinylsulfonyl) - 1- 
piperazinylloxoacetyl) -4-f luoro-N-methyl- (9CI) (CA INDEX NAME) 



VAN SN BR" 3 l"OF™8 0^CAPLlj9'*PcOPyR IGHT v 20 07^cV £ onVs fN^H. 
2003:1001965 CAPLUS Full- text 
1401314401 

Optimization of the indolyl quinolinone class of kdr (vegfr-2) kinase 
inhibitors effects of 5-amido- and 5- sulphonamido- indolyl groups on 
pharmacokinetics and hERG binding 

Fraley, Mark E.j Arrington, Kenneth L.; Buser, Carolyn A.; ciecko, Patrice 

A.; Coll, Kathleen E . ; Fernandes, Christine; Hartman, George D. ; Hoffman, 

William F. ,■ Lynch, Joseph J.; McFall, Rosemary C; Rickert, Keith; Singh, 

Romi; Smith, Sheri; Thomas, Kenneth A.; Wong, Bradley K. 

Departmenta of Medicinal Chemistry. Cancer Research, Pharmacology, and 

Drug Metabolism, Merck Research Laboratories, West Point, PA, 19486, usa 

Bioorganic fc Medicinal chemiBtry Letters (2004), 14(2), 351-355 

CODEN: BMCLE8; ISSN: 0960-894X 

Elsevier Science B.V, 

Journal 

English 

CASREACT 140:3144 01 

Modifications to the basic side-chain of early lead structures of the indolyl 
quinolinone class of KDR kinase inhibitors resulted in improved 
pharmacokinetic and ancillary profiles. Specifically, compds. bearing 5- 
amido- and 5 -sulfonamido- indolyl substituenta exhibited lower plasma clearance 
and weaker binding affinity for the IKr potassium channel hERG. 
E19148-73-3P S19148-74-4P 

RL: RCT (Reactant) ; SPN (Synthetic preparation) ; PREP (Preparation) ; RACT 
(Reactant or reagent) 

(pharmacokinetics and hERG binding activity of optimized indolyl 

quinolinone KDR kinase inhibitors) 
519148-73-3 CAPLUS 

lH-Indole-l-carboxylic acid, 5- I (4-methyl-l-piperazinyl) sulfonyl) - , 
l,l-dimethylethyl ester (CA INDEX name ) 



C-OBu-t 



RN 519148-74-4 CAPLUS 

CN lH-Indole-l-carboxylic acid, 2-borono-S- I (4-methyl- l-piperazinyl) sulfonyl) - 
, 1- (1,1-dimethylethyl) ester (9CI) (CA INDEX NAME) 



C-0Bu-t 
O 
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^206?«*ACS?ohftSTN.. , 

"003:875262 CAPLUS Full-text 
139:364961 

Preparation of piperidinyl-and piperazinyl-sulfonylmethyl hydroxamic acids 
and their use as protease inhibitora 
IN Barta, Thomas E . / Becker, Daniel P.; Bedell, Louis J.; Boehm, Terri L.j 
Brown, David L.; Carroll, Jeffery N. ; Chen, Yiyuan; Fobian, Yvette; 
Preskos, John N.; Gasiecki, Alan F.; Grapperhaus, Margaret; Heintz, Robert 
M.; Hockerman, Susan L.,- Kassab, Darren J.; Khanna, Ish Kumar; Kolodziej, 
Stephen A., Massa, Mark; Mcdonald, Joseph; Mischke, Brent v.; Mischke, 
Deborah A. ; MullinB, Patrick B. ; Nagy, Mark; Norton, Monica B. ; Rico, 
Joseph G. ; Schmidt, Michelle A.; Stehle, Nathan w.; Talley, John J.j 
Vernier, William F. ; Villamill, Clara I.; Wang, Lijuan Jane; Wynn, Thomas 
A. 

PA Pharmacia Corporation, USA; et al. 
SO PCT Int. Appl., 819 pp. 
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Title compds. I (Al and A2 together with the c to which they are bonded join 
to form (un> substituted-heterocyclyl or -carbocyclyl , or Al and A2 are 
independently selected from H, alkyl. alkoxyalkyl, alkenyl, alkynyl, etc.; Rx 
- H, halo. CN, OH, N02, alkyl, alkenyl, alkoxy, alkoxyalkyl, heterocyclyl, 
etc.; Y - N, CH, or CRx; El - (un) substituted heteroaryl; S2 - O, CO. c(o)o, 
0C(0), bond, s, etc.; E3 - halo, CN, x (un> substituted- alkyl, -alkenyl, - 
alkynyl, -heterocyclyl, heterocyclylalkyl , etc.) and their pharmaceutically 
acceptable salta are prepared and disclosed as protease inhibitors. Thus, 
e.g., II-HC1 was prepared with piperazine ring formation occurring via 
cyclization of 2, 2, 2-trif luoroethoxyaniline (preparation given) with N,N-di(2- 
chloroethyl) methyl sulfonamide (preparation given) to provide piperazinyl 
intermediate III which was converted in five addnl. steps to the desired 
product. This invention is directed generally to proteinase (also known as 
'protease') inhibitors, and more particularly, inhibitors of matrix 
metalloproteinase (also known as 'matrix metal loproteaae ' or "MMP ' ) activity 
and/or aggrecanase activity. In assays to determine inhibition consta. (Ki) 
against MMP-l, MMP- 2, MMP- 9, MMP- 13 and MMP- 14, I poasessed values ranging 
from o. 13->10,000. This invention also is directed to compns. of such 
hydroxamic acids, intermediates for the syntheses of such hydroxamic acids, 
methods for making such hydroxamic acids, and methods for treating conditions 
(particularly pathol . conditions) aaaociated with MMP activity and/or 
aggrecanase activity. 
6a^»93-44-«P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation) ; USES 
(Uses) 

(claimed compds.; preparation of piperidinyl-and piperazinyl-sulfonylmethyl 
hydroxamic acids and their use as matrix metalloproteinase inhibitors) 
6223 93-44-6 CAPLUS 

2H-Py ran- 4 -carboxamide, 4- ( [4- (5- [4- (1,3-dihydro-l, 3-dioxo-2H- isoindol-2- 
yDbutylJ -2-pyridinylJ - l-piperazinyl] sulfonyl) tetrahydro-N-hydroxy- (CA 
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INDEX NAME) 



IT 622322-Be-lP e22333-44-7t 622333-4c-&? 

(J223SS-47-0? ezz.j»«-52--7p 6r.j:>es-s3-sp 

RL : PAC (Pharmacological activity); SPN (Synthetic preparation) ; THU 
(Therapeutic use) , BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(preparation of piperidinyl-and piperazinyl-sulfonylmethyl hydroxamic acids 
and their use as matrix metal loproteinage inhibitors) 
RN 6223 82-88-1 CAPLUS 

CN 2H-Pyran-4-carboxamide, 4- ( [4 -{5- [4- (1, a-dihydro- 1, 3 -dioxo-2H- isoindol-2- 
yl) butyl) -2-pyridinyl] -1-piperazinyl] sulfonyl) tetrahydro-N- hydroxy- , 
monohydrochloride <9CI) <CA INDEX NAME) 



• HC1 
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Relative stereochemistry. 
Double bond geometry as shown. 




RN 622388-47-0 CAPLUS 

CN 2H-Pyran-4-carboxamide, 4- t [4- [UE, 3E) -5- <l,3-dihydro-2H-isoindol-2-yl)'-5 
oxo- 1 , 3-pentadienyl] - l-piperidinyl] sulfonyl] tetrahydro-N- hydroxy- (9CI) 
(CA INDEX NAME) 

Double bond geometry as shown. 




RN 622388-52-7 CAPLUS 

CN 2H-Pyran-4-carboxamide, 4- [ [4- [S- (i,3-dihydro-2H-iaoindol-2-yl) -5- 

oxopentyl] -l-piperidinyl] sulfonyl] tetrahydro-N-hydroxy- (CA INDEX NAME) 



RN 622388-44-7 CAPLUS 

CN 2H-Pyran-4-carboxamide. 4 - I [4 - [ < IE, 3E> -5- (2. 3 -dihydro- 1H- indol- 1-yl) -5-oxo- 
1, 3-pentadienyl] -1-piperidinyl) sulfonyl ) tetrahydro-N-hydroxy- (9CI) (CA 
INDEX NAME) 

Double bond geometry as shown. 




622388-46-9 CAPLUS 

2H-Pyran-4-carboxamide, tetrahydro-N- hydroxy-4 - { [4- ( (IE, 3E) -5- { (3aR, 7aS) - 
octahydro-2H-isoindol-2-yl] -S-oxo-i, 3-pentadienyl) -l-piperidinyl)sulfonyl] - 
, rel- (9CI) (CA INDEX NAME) 



6223BB-53-B CAPLUS 

2H-Pyran-4-carboxamide, tetrahydro-N- hydroxy- 4- ( {4- [5- (octahydro-2H- 
isoindol-2-yl) -5-oxopentyl] -l-piperidinyl) sulfonyl] - (CA INDEX NAME) 
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«t?ifr i&SMERJJS- OR5oZ! CAPLUS .COPYRIGHT 2007- ACS On -STN 
^2003:766640 CAPLUS Full -text 
140:209908 

The 3D-QSAR study of antitumor arylsulfonyl imidazol idinone derivatives by 
CoMFA and COMSIA 

Park Choo, Hea- Young; Choi, Suyoung; 
Ae Nim 

School of Pharmacy, Ewha womans i 
Bioorganic Medicinal Chemii 
CODEN; BMECEP; ISSN : 0968-0896 
Elsevier Ltd. 
Journal 
English 

Three-dimensional quant, structure-activity relation (3D-QSAR) studies for a 
series of arylsulfonyl imidazol idinone derivs. having antitumor activity were 
conducted using comparative mol . field anal. (CoMFA) and comparative mol . 
similarity indexes anal. (CoMSIA). The in vitro cytotoxicity against human 
lung carcinoma (A549) exhibited a strong correlation with steric and 
electrostatic factors of the mols. Pour different types of models have been 
built using CoMFA and CoMSIA method with AMI charge or Gasteiger-Hucke 1 
charge. By comparison of the statistical results of these models, model I 
obtained by CoMFA study with AMI showed the best predictability of the 
antitumor activities based on the cross-validated value (0.642), conventional 
r2 (0.981), standard error of estimate (0.106) and PRESS value (0.170). 
20.»86O-6?-3 2O366O-70>-2 ZC3?G0- 7 1 -3 
203 360- 7.i- 6 2C3 8«0-75-7 
5P3B6C-94-S 203S«0-8S-9 
243SC0- 8*- 3 203S'J0- 9v;-i> 
3O:*9«0-92-8 203360-93-9 

zosaecr-vii-i £03eso-&6-2 

^03860- lrfl-4 303f«0-3&-5 2038*1-00-1 
2C3861-01-2 103961-C2-3 203961-03-4 
20:<.SCl-Ci-5 210S?l-55-3 

RL: PAC (Pharmacological activity); PRP (Properties); THU (Therapeutic 
use) ,• BIOL (Biological study) ; Uses (Uses) 

(3D-QSAR study of antitumor arylsulfonylimidazolidinone derivs. by 
CoMFA and CoMSIA) 
203860-69-9 CAPLUS 

ih- Indole- 1-carboxamide, N- ethyl- 2 , 3 -dihydro- 5 - ( (2-oxo-4 -phenyl - 1- 
imidazolidinyl) sulfonyl] - (9CI) (CA INDEX NAME) 



20.J860-7C- 



a03660-94 
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V 



RN 203860-71-3 CAPLUS 

CN 1H -Indole- l-carboxamide, 2, 3-dihydro-N- (l-methylethyl) -5- ( (2-oxo-4 -phenyl 
1 - imidazol idinyl ) sul fonyl ] - (9CI) (CA INDEX NAME) 



hn^h '_ 



V C— NHPr- t 



RN 203860-73-5 CAPLUS 

CN 1H- Indole- l-carboxamide, N-cyclohexyl-2, 3 -dihydro- 5- [ (2-oxo-4 -phenyl - 
imidazolidinyl) sulfonyl) - (9CI) (CA INDEX NAME) 



RN 203860-74-6 CAPLUS 

CN 1H- Indole- l-carboxamide, 2, 3-dihydro-5- ( (2-oxo-4-phenyl - l- 
imidazolidinyDsulfonyl] -N-phenyl- (9CI) (CA INDEX NAME) 



HK^B _ 



RN 

CN 



203860-70-2 CAPLUS 

1H- indole- l-carboxamide, 
imidazolidinyl) sulfonyl) 



2, 3 -dihydro- 5- [ (2 -oxo- 4 -phenyl- 1- 
-N- propyl- (9CI) (CA INDEX NAME) 



RN 203B60-75-7 CAPLUS 

CN lH-Indole- l-carboxamide, N- (4-aminophenyl) -2,3-dihydro-5- \ (2-oxo-4 -phenyl 
1- imidazolidinyl) sul fonyl]- (9CI) (CA INDEX NAME) 
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RN 203860-76-8 



0 



RN 203860-84 -8 CAPLUS 



RN 20386O-8S-9 CAPLUS 



P+CCi-U-cr" 



RN 203 860-87-1 CAPLUS 



RN 203860-89-3 CAPLUS 



o 



RN 203860-90-6 CAPLUS 



o 



RN 203860-91-7 CAPLUS 
o 

HM^M 1 



RN 203860-92-8 CAPLUS 
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RN 203860-93-9 CAPLUS 



LCr e 



RN 203860-94-0 CAPLUS 



RN 203860-95-1 CAPLUS 



RN 203860-96-2 CAPLUS 
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RN 203860-98-4 CAPLUS 

01 SS^^SSSM.-'-UfSfi-tK---'-**-'- 



RN 203 860-99-5 CAPLUS 



RN 203861-00-1 CAPLUS 



RN 203861-01-2 CAPLUS 




RN 203861- 02-3 CAPLUS 

cn lH-Indole, 2 , 3 -dihydro-5- ( (2-oxo-4-phenyl-l- iroidazolidinyl) sulfonyl] -1- [3- 
(trifluoromethyl) benzoyl) - (9CI) (CA INDEX NAME) 



RN 203861-03-4 CAPLUS 

CN lH-Indole, 2 , 3-dihydro-5- J <2-oxo-4-phenyl-l-imidazoHdinyl) sulfonyl] -l- (3- 
(trifluoromethoxy)benzoyl] - (9CI) (CA INDEX NAME) 



RN 203861-04-5 CAPLUS 

CN 1H- Indole, 2, 3-dihydro-5- t <2-oxo-4-phenyl-l-imida20lidinyl> sulfonyl] -l- (4- 
Urifluoromethoxyjbenaoyl] - <9CI) (CA INDEX NAME) 



RN 2106 91-35-3 CAPLUS 

CN lH-Indole, 1- (4-aminobenzoyl) -2 , 3-dihydro-5- t (2-oxo-4-phenyl- 1- 
imidazolidinyDaulfonyl) - (9CI) (CA INDEX NAME) 
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TI Preparation of piperldino cannabinoid receptor ligands 

IN Friary, Richard J.; kozlowaki, Joseph A.; Shankar, Bandarpalle B . ; Wong, 
Michael K. C; Zhou, Guowel Lavey, Brian J.; Shih, Neng-Yang; Tong, Ling; 
Chen, Lei; Shu, Youheng 
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Title corapds. I (Ll - bond, CH2, CO, C02, S02, etc./ L2 - CH2, CH (alkyl ) , 
C(alkyl)2, etc.; L3 - bond, CO, S02; Rl - H, halo, alkyl, haloalkyl, 
cycloalkyl, etc.; R2 - H, OH, halo. CF3, alkoxy, etc.; R3-4 . H, alkyl, taken 
together form a carbonyl group; R5 - H, alkyl; R6 . H, alkyl, haloalkyl, 
cycloalkyl, amino, etc.; n - 0-3] are prepared For instance, 4- 
(trif luoroacetamidomethyl) piper idine»TFA salt is reacted with p- 
chlorobenzenesulfonyl chloride (CH2C12, Et3N) , the resulting sulfonamide 
functionalized ortho to the sulfonyl group (THF, n-BuLi, Boc20) , the 
trif luoroacetyl group removed (MeOH, K2C03) and the amine refunctionaiized 
with trif luoromethanesulfonic anhydride to give II, Compds . of the invention 
are found to exhibit cannabinoid CB2 receptor binding activity in the range of 
0.1 to 1000 nM and possess ant i- inflammatory and immunomodulatory activity. 
= :-0H5-62-flP 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(preparation of substituted piperidino cannabinoid receptor ligands for 
treatment of inflammatory disorders) 
530115-62-9 CAPLUS 

1H- indole- 1-carboxylic acid. 2- I |4-f luoro-4- | [ [ (trif luoromethyl) sulfonyl] a 
minojmethyl] - l-piperidinyl] sulfonyl) - , 1 , 1 -dimethylethyl ester (CA INDEX 
NAME) 



o 

ty^uo-e r o 
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2 0 0 3 : 3 S 6 1 8 2 CA PLUS Full -te xt 
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indolylguinolinone derivative tyrosine kinase inhibitors, preparation 
thereof, and therapeutic use 

Arrington, Kenneth L. ; Fraley, Mark E. ; Hartnian, George D. 
Merck iCo., Inc. , 



so PCT Int. Appl. 
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DT Patent 
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US 7169788 B2 20070130 

PRAI US 2O01-339O75P P 20011030 

HO 2002-US34379 W 20021025 

OS MARPAT 138:348759 

ab The invention provides indolylquinolinone compds. which inhibit, regulate, 
and/or modulate tyrosine kinase signal transduction, compns. which contain 
these compds., and methods of using them to treat tyrosine kinase- dependent 
diseases and conditions, such as angiogenesis, cancer, tumor growth, 
atherosclerosis, age-related macular degeneration, diabetic retinopathy, 
inflammatory diseases, and the like in mammals. Preparation of selected 
compds. is described. 

IT S0304£-7f,-r»[-* 503045 - 77- vP S1M4S-71' - 3P 
51*140-74 -4P 

RL; RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(indolylquinolinone derivative tyrosine kinase inhibitors, preparation, and 
therapeutic use) 
RN 503045-76-9 CAPLUS 

CN lH-Indole-l-carboxylic acid, 5- [ (4- [ (l, l-dimethylethoxy) carbonyl] - l- 
piperazinyl] sulfonyl] -, l, i -dimethylethyl ester (CA INDEX NAME) 
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CN 1H- Indole- 1-carboxy lie acid, 2-borono-5- [ (4- ( (l , l -dime thy lethoxy) carbonyl] 
l-piperazinyl)aulfonyl)-, 1- (1, 1-dimethylethyl) ester (9CI) (ca index 



\\ ^C-OBu-t 



RN 519148-73-3 CAPLUS 

CN 1H- indole- X-carboxylic acid, 5- I (4-methyl- l-piperazinyl) sulfonyl) - 
1,1-dimethylethyl ester (CA INDEX name) 



C_0Bu-t 



RN 519148-74-4 CAPLUS 

CN 1H- Indole- l-carboxylic acid. 2-borono-S- ( (4-methyl-l-piperazinyl)sulfonyl) - 
. 1- (1, 1-dimethylethyl) ester (9CI) <CA INDEX NAME) 



r 



^2003:301077 CAPLUS Full-text 
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Preparation of 2- (heterocyclylalkyl) - l, 2, 3 ,4-tetrahydroquinolinea and 
analogs as 5-HT1A receptor inhibitors for treatment of urinary tract 
disorders 

Jeff^ 1 ' Amede °'' Motta ' aiann *' Riva, carlo/ Testa, Rodolfo; Corbett, 

Recordati s.A., Switz., Recordati industria chimica e Parmaceutica s.p a 
PCT Int. Appl. , 212 pp. 
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Title compda. I (wherein Rl ..h, halo, OH, (halo)alkyl, (halo) alkoxy, N02, 
NR3R4, or (un) substituted Ph or heterocyclyl , R2 . l or 2 subatituents 
selected from H or alkyl, R3 and R4 - independently H, alkyl, acyl or 
alkoxycarbonyl; y - a bond or CH2, o - CO. CS, or S02, A - (un) substituted 
(cyclo alkyl, (cycle) alkenyl , aryl, heterocyclyl, <di) alkylamino. arylamino, 
or arylalkylamino, n - i or 2, X - (un) substituted piperidinyl or piperazinyl, 
Z - a bond. O, S, CH2, CH2CH2. CO, CHOH. OCH2, NH , NHCO, or NHCONHCH2, or ZB - 
2,3-dihydrobenzo[l,4)dioxin-2-yl, B - (un) substituted monocyclic or bicyclic 
(hetero)aryl, with provisos; and enantiomers, diaatereomers, N-oxides 
crystalline forms, hydrates, solvates, or pharmaceutical^ acceptable' salts 
thereof) were prepared as serotonergic receptor antagonists. For example, 
coupling of 2-chloromethylquinoline with 1- (4-indolyl>piperazine in the 

no^h?^ 01 ^^ DMF 9aV ! l '< 4 - indol y 1 >-"-<^i«olin-2-yl-nethyl,piperazine 
(70%) . which was hydrogenated using Pt02/AcOH/H2 to provide the 
tetrahydroquinoline derivative (76.5%). Amidation with cyclohexanecarbonyl 
chloride in the presence of TEA in CH2C12 afforded II (81%) . The < + >- and (- 
) -enantiomers were separated via chiral column chromatog.. II inhibited the 
human 5HT1A- serotonergic receptor in transfected HeLa cells with Ki of 3.3 nM, 
while (O-II showed a binding affinity with Ki of 0.2 nM. similarly <♦)-!! 
proved more effective than II in suppressing the frequency of rhythmic 
bladder-voiding contractions in rats with ED50 values of 24 ug/kg and 64 
ug/kg, resp. In addition, <*)-n exhibited significant and long-lasting post- 
synaptic 5-HT1A- receptor antagonist activity by suppressing forepaw treading 
induced by B-OH-DPAT in rats with 100% inhibition after 0.5 h and 98% 
inhibition after 4 h of administration of a dose of 1 mg/kg p.o. By contrast 
(-)-lI showed only 19% inhibition after 0.5 h and 5% inhibition after 4 h of 
administration of a dose of 1 mg/kg p.o. 

5U23=.)JZ-iP, i- (4-Indolyl)-4- (1- (2-methyl-5-piperidinosulfonyl-3- 
furoyl) -i,2,3,4-tetrahydroquinolin-2-ylmethyllpiperazine 
5U232-S3-0P. l- (4-Indolyl) -4- (l- ( 2-roethyl - 5 -morpholinosulf onyl- 3- 
f uroyl ) - 1 , 2 , 3 , 4 - tetrahydroquinolin- 2 -ylmethyl] piperazine 
RL: PAC (Pharmacological activity), SPN (Synthetic preparation), THU 
(Ses* PeUtiC US6) ' BI ° L (Biol °9 ical 8t «<ly> ' PREP (Preparation) , uses 
(5-HT1A antagonist, preparation of (aminoalkyl) - and 
(heterocyclylalkyl) tetrahydroquinoline 5-HT1A antagonists from 
haloalkylquinolines and amines or heterocycles for treatment of urinary 
tract and CNS disorders) 
511232-82-9 CAPLUS 

Ouinoline, 1,2,3 , 4 - tetrahydro-2- ( (4- (lH-indol-4-yl) - l-piperazinyl) methyl] - 
l- ( [2-methyl-5- (l-piperidinylsulfonyl) -3- furanyl) carbonyl) - (9CI) (CA 
INDEX NAME) ' ' 
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RN 511232-83-0 CAPLUS 

CN ouinoline i ,2 , 3, 4- tetrahydro-2- ( (4 -( ih- indol-4-yl) - i-piperazinyl) methyl) - 
1- 1 [2-methyl-5- (4-morpholinylsulfonyl) -3- furanyl) carbonyl)- (9CI) ■ (CA 




KN 200 
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.#*ANSWER 37 OF 80 CAPLUS COPYRIGHT 2007 ACS on 3 TN, 
2003 : 242336 CAPLUS Full-text 
DN 138:271678 

Tl preparation of substituted 2- (indazolyl) indoles as tyrosine kinase 
inhibitors 

IN Arrington, Kenneth L., Fraley, Mark B . / Hanney, Barbara, Kim, Yuntae, 

Spencer, Keith L. 
PA Merck & Co., Inc., USA 
SO PCT Int. Appl., 117 pp. 

CODEN : PIXXD2 
DT Patent 
LA English 
PAN.CNT 15 

PATENT NO. RIND DATE 



APPLICATION NO. 



PI WO 2003024969 



Al 



20030327 WO 2002-US28779 20020910 
AE, AG, AL, AM, AT, AU, AZ, BA, BB, BG, BR, BY, BZ, CA, CH. CN, 



CO, CR, CU, CZ, DE, 



CM, HR, HO, 

LT, LU, LV, 

PT, RO, RU, 

UG, US, UZ, 

GH, GM, KE, 

KG, KZ, MD, RU, TJ 

PI. FR, GB, GR, IB 
GA, GN 



ID, IL 

MA. MD 

SD, SB 

VC, VN 

LS, MW 



AU 2002326865 
BR 2002012433 
US 2005070546 
US 7101684 

PRAI US 2O01-322075P 
US 2001-950307 
US 2002-235572 
WO 2002-US2B779 

OS MARPAT 138i271678 

GI 



DK, DM, 
IN, IS, 
MG, MK, 
SG, SI, 
YU, ZA, 
MZ, SD, 
TM, AT, 
IT, LU, 
GO, GW, 
20030401 
20070410 
20050331 
20060905 
20010914 
20010910 
20020906 
20020910 



DZ, EC, EE, 
JP, KE, KG, 
MN, MW, MX, 
SK, SL, TJ, 
ZM, ZW 
SL, SZ, TZ, 
BE, BO, CH, 
MC, NL , PT, 
ML, MR, NE, 
AU 2002- 
BR 2002- 
US 2004- 



GE , GH, 



UG, ZM, 
CY, CZ, 
SE, SK, 
SN, TD, 
326865 
12433 
489594 



GB, GD, 

LC, LK, LR, LS, 

HZ, OM, PH, PL, 

TR, TT, TZ, OA, 

ZW, AM, AZ, BY, 

DE, DK, EE, ES, 

TR, BF, BJ, CF, 



20020910 
20020910 
20040312 




Title compds. I (Z - indazolyl, etc.; q - 1-3; R3 - H, <CO> 00- l-alkyl , aryl, 
etc.; R4 - (CO) 0-lO0-l-alk(en/yn)yl, <CO) 0- 1O0- 1-aryl , COOH, halo, etc.; R5 - 
H, (CO) 0-lO0-i-alk(en/yn)yl, (co)o-ioo-l-aryl, cooh, halo, OH, etc.] are 
prepared For instance, 6 -chloroindazole (preparation given) is converted to 
the corresponding 3-iodo derivative (EtOH, Ag2S04 , 12), coupled to l-(tert* 
butoxycarbonyl) indole- 2- boronic acid (preparation given) (dioxane, Pd<PPh3)4, 
Licl, Na2C03, 80*) and the resulting coupled product deprotected (CH2C12, TFA, 
Me2S). to afford II. I Inhibit, regulate and/or modulate tyrosine kinase 
signal transduction and are useful for the treatment of angiogenesis, cancer, 
tumor growth, atherosclerosis, age related macular degeneration, diabetic 
retinopathy, inflammatory diseases. 

503045- 7C--9P, tert-Butyl 5- ( [4- ( tert- butoxycarbonyl ) plperazin-1- 
yl] sulfonyl) -1H- indole -1-carboxylate 50304 5- 77- op, 
11- ( tert -Butoxycarbonyl) -s- I [4- (tert-butoxycarbonyl) piperazin-1- 
yl) sulfonyl) -1H- indol-2-yl] boronic acid 

RL: RCT (Reactant) ,- SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation of substituted 2- (indazolyl) indoles as tyrosine kinase 

inhibitors) 
50304 5-76-9 CAPLUS 

1H- Indole- 1-carboxylic acid. 5- ( f4- f (1, 1-dimethylethoxy) carbonyl) -1- 
piperazinyl) sulfonyl) -, l, l-dimethylethyl ester (CA INDEX NAME) 
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503045-77-0 CAPLUS 

lH-Indole- l-carboxylic acid, 2-borono-5- I [4- ( (1, 1-dimethylethoxy) carbonyl) - 
1-piperazinyl] sulfonyl)-, l- (l , l-dimethylethyl) eater (9CI) (CA INDEX 
NAME) 
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(J^NSWER :':38\;6F^0 v ^aiPLW>'. > ^MXOHT r, «d0'l ACS on STN *» 
~ 2003:22851 CAPLUS Full- text 
138(55878 

Preparation of bispiperidines as antibacterial agents and inhibitors of 
phosphopantetheine adenylyl transferase. 

Lampo, Thomas; Ehlert, KerBtin; Freiberg, Christoph; Schiffer, Guido 
Bayer Aktiengesellschaf t, Germany 



PCT Int. Appl. 

CODEN: PIXXD2 

Patent 
la German 
FAN.CNT 1 

PATENT NO. 



86 pp. 



DT 



KIND DATE 



PI WO 2003002534 

W: AE, AG, AL, 
CO, CR, CU, 
GM, HR, KU, 
LS, LT, LU, 
PL, PT, RO, 
UA, UG, US, 
RW: GH, GM, KE, 
CY, DE, DK, 
BF, BJ, CP, 
DE 10138234 
AU 2002314172 
PRAI DE 2001-10131134 
DE 2001-10138234 
WO 2002-EP6640 
03 MARPAT 138:55878 
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use of title compds. (I; A - O, (CH2)n; n - 0-2; R1-R3 - K, halo, alkyl, 
cycloalkyl, alkoxy. alkoxycarbonyl , etc.; or R1R2 - C6 aryl, 5-8 membered 
heterocyclyl, ; R3 - H, halo, alkyl, cycloalkyl, alkoxy, alkoxycarbonyl, 
alkylcarbonyl, amino', etc.; R4 - H, alkyl, cycloalkyl, alkylcarbonyl, 
cycloalkyl carbonyl, arylcarbonyl , etc.), for treatment of bacterial infection 
is claimed. I are useful for the treatment of diseases caused by bacteria 
requiring phosphopantetheine adenylyl transferase (CoaD) enzyme for CoA 
synthesis. Tested I (general preparation given) inhibited CoaD activity with 
ICSO * 0.65-12.5 |am, and showed rain, inhibitory concns. of <0.2 mm to 100 uM 
against B. subtilis Al 796. 
4?9*!S-f>l-2P 479613-07-3P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use) ; BIOL (Biological study) ; PREP (Preparation) ; USES 
(Uses) 

(preparation of bispiperidines as antibacterial agents and inhibitors of 
phosphopantetheine adenylyl transferase) 
479618-91-2 CAPLUS 

Piperidine, l- [ (l-formyl-2, 3-dihydro- 1H- indol -5-yl) sulfonyl) -4- [2- (4- 
piperidinyljethyl) - (9CI) (CA INDEX NAME) 



479619-07-3 CAPLUS 

Piperidine, 1- I ( 1 - f ormyl -2 , 3 -dihydro- 1H- indol - 5 -y 1 ) sul f ony 1 1 -4- (3- (4- 
piperidinyl ) propyl) - (9CI) (CA INDEX NAME) 



"0-< 
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JNSWERjfiJloF ^0?"' CAPLUS ^COPYRIGHT 2O0J7^ACS on STN" 
<™ofT6893l6 CAPLUS Full-tbxt 
138:265122 

TI Recognition of the importance of imidazolidinone motif for cytotoxicity of 
4-phenyl-i-arylsulf.onylimidazolidinones using thiadiazol idine- 1 , 1 -dioxide 
analogs 

AU Kim, Il-whan; Jung, Sang-Hun 

CS college of Pharmacy, chungnam National University, Daejeon, 305-764, S. 
Korea 

SO Archives of Pharraacal Research (2002), 25(4), 421-427 
CODEN: APHRDQ;, ISSN: 0253-6269 

PB Pharmaceutical Society of Korea 

DT Journal 

LA English 

OS CAS REACT 138:265122 

AB For probing the importance of planarity of imidazolidinone motif of 4-phenyl- 
1- (N-acylindoline-5-sulfonyl) imidazolidinones l for their cytotoxicity, 4- 
phenyl-l- (N-acylindoline-5-sulfonyl) (1,2,5) thiadiazolidine- l, l-dioxides 2 
were prepared and their cytotoxicity were measured against human lung 
carcinoma (A549) , human colon carcinoma (COLO205) , human ovarian cancer (SK- 
OV-3) , human leukemic cancer (K562) , and murine colon adenocarcinoma (Colon26) 
cell lines in vitro. Although only carbonyl moiety of imidazolidinone ring 
was replaced with sulfonyl group, compds. 2 do not show any activity against 
all five cancer cell lines unlike 1. Therefore the planarity of 
imidazolidinone ring of 1 should be an important factor for their cytotoxic 
activity . 

IT £p;"_<6l-20-5P S034;>9-«i- JP 503439- 82-5P 
S03532-19OP 

RLj PAC (Pharmacological activity); PRP (Properties); SPN (Synthetic 
preparation) ; THU (Therapeutic use) ; BIOL (Biological study) ; prep 
(Preparation); USES (Uses) 

(imidazolidinone motif impact on aryl&ulfonylimidazolidinones 
cytotoxicity using thiadiazolidine dioxide analogs) 
RN 20386 1- 20- S CAPLUS 

CN lH-Indole, 2,3-dihydro-l- (4 -nitrobenzoyl) -5- t [ (4S) -2-oxo-4 -phenyl- l- 
imidazolidinyl) sulfonyl] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. Rotation (♦) . 



RN 5034 3 9-81-4 CAPLUS 

CN 1H- Indole- 1-carboxy lie acid, 2 , 3 -dihydro- 5 - [ ( (43) - 2 -oxo- 4 -pheny 1 - 
imidazolidinyl] sulfonyl] - , ethyl ester (CA INDEX NAME) 

Absolute stereochemistry. 
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RN 503439-82-5 CAPLUS 

CN lH-lndole, 2,3-dihydro-5- [ [ (43) -2-oxo-4-phenyl-l-imidazolidinyll sulfonyl] - 
1- (trifluoroacetyl) - (9CI) (CA INDEX name) 

Absolute stereochemistry. 



JL v 



503539-19-3 CAPLUS 

lH-lndole, l- (4-aminobenzoyl) -2,3-dihydro-5- {[ (4S) -2-oxo-4-phenyl-l- 
imidazolidinylj sulfonyl) - (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 



/ 
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ANSWER 40 OP "80 CAPLUS COPYRIGHT 2007 ACS on STN" 
20O2t581540 CAPLUS . Full -text ■-- j 

138:231346 

A novel stereo-selective sulfonylurea, l- [i- (4-aminobenzoyl) -2, 3 -dihydro- 
lH-indol-6-sulfonylJ-4-phenyl-imidazolidin-2-one, has antitumor efficacy 
in in vitro and in vivo tumor models 

Lee, Chang Woo; Hong, Dong Ho; Han, sang Bae; Jung, sang -Hun; Kim, Hyung 
Chin; Fine, Robert L. ; Lee, Sang-Han ; Kim, Hwan Mook 

Biopotency Evaluation Laboratory, Korea Research Institute of Bioscience 

and Biotechnology (KRIBB) , Taejon, 305-333, s. Korea 

Biochemical Pharmacology (2002), 64(3), 473-480 

CODEN: BCPCA6; ISSN: 0006-2 952 

Elsevier Science Inc. 

Journal 
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English 

The antitumor activities of novel 1- [1- (4-aminobenzoyl) -2, 3-dihydro-lH- indol- 
6-sulfonyl] -4-phenyl-imidazolidin-2-ones were studied to determine the 
potential of these compds. as antitumor candidates. The agents studied were- 
DW2143 (l- [l- (4-aminobenzoyl) -2, 3-dihydro- lH-indol-6-sulfonyll -4- phenyl - 
imidazolidin-2-one) , a racemic mixture, and DW2282 I (4S) -l- (l- (4- 
aminobenzoyl) -2 , 3-dihydro-lH-indol- 6-sulf onylj -4-phenyl- imidazolidin-2-one) , 
an s- isomer. DW2143 and DW2282 suppressed the in vitro growth of tumor cells 
at lower concna. than doxorubicin, but tumor specificity was not observed 
between the compds. These compds. when administered orally were not active in 
syngeneic models of murine Colon 26 adenocarcinoma and L1210 leukemia. 
However, DW2X43 suppressed the growth of SW620 (human colon cancer) and NCI- 
H23 (human lung cancer) cells in nude mice, inhibiting tumor growth by 87 and 
67%, resp. DW2282 was a more potent inhibitor-of SW620 tumor cell growth in 
nude mice and was also lower in toxicity than DW2143. Moreover, DW2282 did 
not produce a series of toxic symptoms caused by the aniline metabolites of 
sulfonylureas, including hypoglycemia. These results suggest that DW2282, an 
S-isomer, could be a novel antitumor candidate with higher specificity and 
lower toxicity than other orally active sulfonylureas. 
203060-97-3, DW2143 203361-05-6, DW2282 

RL: PAC (Pharmacological activity); THU (Therapeutic use); BIOL 
(Biological study); USES (Uses) 

(novel stereo- selective sulfonylurea compds., DW2143 and DW2282 has 

antitumor efficacy in in vitro and in vivo tumor models) 
203860-97-3 CAPLUS 

lH-lndole, l- (4-aminobenzoyl) -2, 3-dihydro-5- [ <2-oxo-4 -phenyl -i- 
imidazolidinyDsulfonylJ -, monohydrochloride (9CI) (CA INDEX name) 



jVhOO-C-cr' 



• HCl 



203861-05-6 CAPLUS 



1H- indole, 1 ? (4-aminobenzoyl) -2, 3-dihydro- 5- [ t(4S) - 2-oxo-4 -phenyl -l- 
imidazolidinyllsulfonyl]-, monohydrochloride (9CI) (CA INDEX NAME) 



Absolute stereochemistry. Rotation ( + ) . 




• HCl 
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f ANSWER 41 OF 80 CAPLUS COPYRIGHT 2007 ACS on STN^ 
2002:312012 CAPLUS FuJJ^Jtext " """" 

136:340996 

Preparation of sulfamides as metalloprotease inhibitors 

Broka, Chris Allen; Campbell, Jeffrey Allen, caste lhano. Arlindo Lucas; 

Chen, Jian Jeffrey, Hendricks, Robert Than, Melnick, Michael Joseph, 

Walker, Keith Adrian Murray v 

Syntex (U.S.A.) LLC, USA; Agouron Pharmaceuticals, Inc. 

U.S., 47 pp., cont.-in-part of U.S. 6,143,744. 

CODEN: USXXAM 



DT Patent 
LA English 
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MARPAT 136:340996 

Sulfamides rcocri R2 NR3 S02NR4 R5 (R - oh, nhoh or N/o-alkyl or -aryl derivs • 
Rl, R2, R3 - H, alkyl, alkenyl, haloalkyl, cycloalkyl, 
cycloalkylalkyl, (hetero) aryl, acylalkyl, etc., R1R2C may be a 
(hetero)carbocycle or R3 together with Rl or R2 form a heterocycloamino group, 
R4, R5 - H , alkyl, heteroalkyl, cycloalkyl, cycloalkylalkyl, aryl, 
(hetero) aralkyl or -aralkenyl, R4R5N may be a . heterocycloamino group or R4 or 
R5 together with R3 forms an alkylene group (with provisos) ) , as individual 
isomers or mixts. of isomerB, or their pharmaceutical^- acceptable salts or 
prodrugs were prepared as inhibitors of metalloproteases. Thus, 2- (R) - 
t(l,2,3,4-tetrahydro-P-carbolino-2- su If onyl) amino] propionic acid (claimed 
compound) was prepared by treating D-alanine Me ester hydrochloride with 
chlorosulfonyl isocyanate/2- chloroethanol , reaction of the oxazolidone formed 
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with i,2,3,4-tetrahydro-p-carboline, and saponification Metalloprotease and 
TNF-a inhibitory test data are tabulated. 

210916-51-1? 

RL: PAC (Pharmacological activity); Rct (Reactant) ; SPN (synthetic 
preparation) } THU (Therapeutic use) ,• biol (Biological study) ; prep 
(Preparation) , ract (Reactant or reagent)., USES (Uses) 

(preparation of sulfamides as metalloprotease inhibitors) 
210916-51-1 CAPLUS 

1,3-Piperazinedicarboxamide, Ni,Nl-dimethyl-N3- (phenylmethoxy) -4- [ (4- 
(4,s,6,7-tetrafluoro-lH-indol-3-yl) -l-piperidinyl] sulfonylj - , (3R) - (9CI) 
(CA INDEX NAME) 

Absolute stereochemistry. 



IT 



CN 




210515- 38- IP 2109.15-40-5P 310915- S7-4P 
210915-59-6P 210915-S0-9P 210915 -61 -OP 
210S>iS-6S-0P 210?15-71-2P 210915-72- 3P 

210915- VC-7P 21091S-78-9P 210S15-00-3P 
210?a5-83-6P 210*15-86-SP 210915-87-OP 
210315- 68- li> in 0915-89- 2P 21 09.15-90- 5P 
2 1 0 9 1 5 - 9.1 -*P 2 1 0 9 1 5 - 92 ~7P 2 10 9 1 5 - 93 - 9 P 
210315-94-9P 210915- SS^DP 210915- 96- IP 

210916- 02- IP 21091C-0S-5P 210916-08-SP 

210516- 0S-SF 210916-14-6P 21 C91S - 16- Gp 
210916-17-9P 21091<>-4«-4P 210».l«-47 >5P 
21Gvl6-48-6P 210916-49- 7P 21091£ -SO-OP 
21031«-{Ji-2P 21091'..- 53-3P 21 0M6-54-4F 
2i09.16-B5-5P 210916-97-5P 23.091 7- C0-3P 

210517- 01-4P 21Q917-04-7P 4 1 6S4-5 - 37 - 2? 
•J16846-33-3P 

RL: PAC (Pharmacological activity), SPN (Synthetic preparation), THU 
(Therapeutic use), BIOL (Biological study), prep (Preparat ion) , USES 
(Uses) 

(preparation of sulfamides as metalloprotease inhibitors) 
210915-38-1 CAPLUS 

2-Piperidinecarboxamide, l- I [4- (5-f luoro-iH-indol-3-yl) -l- 
piperidinyl) sulfonyl] -N-hydroxy- (9CI) (CA INDEX NAME) 
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RN 210915-40-5 CAPLUS 

CN 2-Piperidinecarboxamide, 1- { [4- (6-chloro- 1H- indol-3 -yl) - 1- 
piperidinyl] sulfonyl] -N-hydroxy- (9CI) (CA INDEX NAME) 




RN 210915-57-4 CAPLUS 

CN 2-Piperidinecarboxamide, 1 - [ [4 - ( 5- chloro- 1H- indol- 3 -yl) -1- 
piperidinyl) sulfonyl] -N-hydroxy- <9CI) <CA INDEX NAME) 




RN 210915-59-6 CAPLUS 

CN 1-Piperazinecarboxylic acid, 4 - I (4 - (5-fluoro- 1H- indol-3 -yl> - 1- 

piperidinyl] sulfonyl) -3- [ {hydroxyamino) carbonylj - , pheny lmethyl ester 
(9CI) (CA INDEX NAME) N 




RN 210915-60-9 CAPLUS 
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CN 1-Piperazinecarboxylic acid, 4 - [ [4- (6-chloro-lH-indol-3 -yl) • 1- 

piperidinyl] sulfonyl] -3- ( (hydroxyamino) carbonyl ) -, pheny lmethyl ester 
(9CI) (CA INDEX NAME) 




RN 210915-61-0 CAPLUS 

CN 2-Piperazinecarboxamide, 4 -acetyl -N- hydroxy- 1 - ( [4- (6-methyl-lH- indol - 3-' 
1-piperidinyl] sulfonyl] - (9CI) (CA INDEX NAME) 




RN 210915-69-8 CAPLUS 

CN 2-Piperidinecarboxamide, 1- [ [4- (4-chloro-lH-indol-3-yl) -1- 
piperidinyl) sulfonyl] -N-hydroxy- (9CI) (CA INDEX NAME) 



0 




di 



RN 210915-71-2 CAPLUS 

CN 2-Piperidinecarboxamide, 1- [ [4- (6-f luoro-lH-indol-3-yl) -l- 

piperidinyl} sulfonyl] -N-hydroxy-, (2R)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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RN 210915-72-3 CAPLUS RN 210915-80-3 CAPLUS 

CN 2-Piperidinecarboxamide, N-hydroxy-i- [(4- (5-methoxy-lH-indol-3-yl) -1- cn 2-Piperidinecarboxamide, 1- [ [4- (5-chloro-iH- indol-i-yl) - 1- 

piperidinyl) sulfonyl] - (9CI) (CA INDEX NAME) piper idinyl) sulfonyl] - N- hydroxy- (9CI) (CA INDEX NAME) 




RN 210915-76-7 CAPLUS RN 210916-03-6 CAPLUS 

CN 2-Piperidinecarboxamide, N-hydroxy-1- [ (4- < 5-hydroxy- 1H- indol-3 -yl) -1- CN 2-Piperidinecarboxamide, N-hydroxy- 1 - [ (4 - (4 , 5 , 6 , 7- tetraf luoro- 1H- indol - 3 

piperidinylj sulfonyl] - (9CI) (CA INDEX NAME) yl )- l-piperidinyl] aulfonyl] - , <2R) - (9CI) (ca INDEX NAME) 

Absolute stereochemistry . 




CN 2-Piperidinecarboxamide. 1- 1 [4- <5-cyano-lH-indol-3-yl) -l- ' 
piperidinyl) sulfonyl] -N-hydroxy-, (2R) - (9CI) { CA INDEX NAME ) 

Absolute stereochemistry. 

RN 210915-86-9 CAPLUS 

CN 1,3-Piperazinedicarboxamide, Nl- (1 , l-dimethylethyl) -4- [ f4- (5- f luoro- 1H- 
indol-3-yl) -1-piperidinyl] sulfonyl] -N3-hydroxy- (9CI) (CA INDEX NAME) 
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RN 210915-87-0 CAPLUS 

CN 1-Piperazinecarboxylic acid, 3- I (hydroxy amino) carbonyl J -4- [ [4- (4 , 5, 6 , 7- 
tetraf luoro- l- ( (2- (trimethylsilyl) ethylj sulfonyl] -1H- indol-3-yl] -l- 
piperidinyl] sulfonyl) phenylmethyl ester (9CI) (ca index name) 




RN 210915-88-1 CAPLUS 

CN 1-Piperazinecarboxylic acid, 3- I (hydroxyamino) carbonyl] -4- [ [4- (4 , 5, 6 , 7- 
tetraf luoro- lH-indol-3-yl) - 1-piperidinyl] aulfonyl) - , phenylmethyl ester 
(9C1) (CA INDEX NAME) 
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RN 210915-90-5 CAPLUS 

CN 2-Piperazihecarboxamide, 1- ( (4- (5-f luoro-lH-indol-3-yl) - 1- 

piperidinylj sulfonyl] -N-hydroxy-4- 1 (tetrahydro-2H-pyran-4-yl) carbonyl] - 

(9CI) (CA INDEX NAME) 



RN 210915-91-6 CAPLUS 

CN 2-Piperidinecarboxamide, 1- [ [4- (5- (acetylaaino) -lH-indol-3-yl] -1- 
piperidinyl) sulfonyl] -N-hydroxy-, (2R)- (9C1) (CA INDEX NAME) 



Absolute stereochemistry. 




RN 210915-89-2 CAPLUS 

CN 1-Piperazinecarboxylic acid, 4- I (4- (5-f luoro-iH-indol-3-yl) -1- 

piperidinyl] sulfonyl] -3- I (hydroxyamino) carbonyl] -, methyl ester (9CI) (CA 
INDEX NAME) 



RN 21091S-92-7 CAPLUS 

CN 2-Piperazinecarboxamide, 4- [ (2S) -2-amino-3-methyl-l-oxobutyl] -1- [ [4- (6- 

f luoro- lH-indol-3-yl)-l-piperidinylj sulfonyl] -N-hydroxy- (9CI) (CA INDEX 

NAME ) 

Absolute stereochemistry. 



RN 210915- 93 -B CAPLUS 

CN 1, 3-Piperazinedicarboxamide, N3-hydroxy-Nl ,Nl-dimethyl-4- ((1- (4 , 5,6,7- 
tetrafluoro-lH-indol-3-yl)-l-piperidinyl)sulfonyl)-, (3R)- (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 




N^^-NI 



J 



210915-94-9 CAPLUS 

2-Piperazinecarboxamide, 4- (cyclopropylmethyl) - 1- [ 14- (6-f luoro- lH-indol-3- 
yl) -1-piperidinyl] sulfonyl) -N-hydroxy-, (2R)- (9CI) (CA INDEX name) 

lute stereochemistry. 



RN 210915-95-0 CAPLUS 

CN 2-Piperazinecarboxamide, 4- I (dimethylamino) aulfonyl] - 
indol-3-yl) -1-piperidinylJ sulfonyl] -N-hydroxy- (9CI) 



- 1 [4- (5-f luoro-lH- 
(CA INDEX NAME) 



RN 210915-96-1 CAPLUS 

CN 2-Piperazinecarboxamide, 4- [bis (dimethylamino) phosphinyl] - l- { [4- (6-f luoro- 
lH-indol-3-yl)- l-piperidinyl) sulfonyl] -N-hydroxy- (9CI) (CA INDEX NAME) 



RN 210916-01-1 CAPLUS 

CN l, 3-Piperazinedicarboxamide, 4- [ [4- (5-cyano-lH-indol-3-yl) -1- 

piperidinyl) sulfonyl) -Nl- (i, i-dimethylethyl) -N3-hydroxy- , (3R) - (9CI) (CA 

INDEX NAME) 



Absoi) 

V 



ute stereochemistry. 




NHBu-t 

r 0H 



RN 210916-05-S CAPLUS 

CN 2-Piperazinecarboxamide, l- I [4 T (5-cyano-lH-indol-3 -yl) -l- 

piperidinyl) sulfonylj -N-hydroxy-4- (4-morpholinylcarbonyl) - , (2R) - (9CI) 
(CA INDEX NAME) 

Absolute stereochemistry. 
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RN 210916-08-B CAPLUS 

CN 2-Piperidinecarboxamide, 1- 1 [4- (5-cyano-l- (methylsulfonyl) -1H- indol-3 -yl] - 
1-piperidinyl) sulfonyl) -N-hydroxy-, (2R>- <9CI> <CA INDEX NAME) 

Absolute stereochemistry. 




RN 210916-09-9 CAPLUS 

CN 3-Thiomorpholinecarboxamide, 4- ( (4- (5-cyano-lH- indol-3-yl) -1- 

piperidinyl] sulfonyl] -N-hydroxy-2, 2-dimethyl- , OR) - (9CI) (CA INDEX 
NAME) 



Absolute stereochemistry. 




RN 210916-14-6 CAPLUS 

CN 2-Piperazinecarboxamide, 1- I (4- (5-cyano-lH-indol-3-yl) -1- 

piperidinyl) sulfonyl] -N- hydroxy- 4- (pyrazinylcarbonyl) -, (2R)- (9CI) -(CA 
INDEX NAME) 
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Absolute stereochemistry. 




RN 210916-16-8 CAPLUS 

CN l-Piperazinecarboxylic acid, 4- [ [4- {6-chloro-l- [ [2- 

(trimethylsilyl)ethyl) sulfonyl) - 1H- indol-3-yl) -1-piperidinyl) sulfonyl] -3- 
({ hydroxy ami no) car bony 11 -, phenyl methyl ester (9CI) {CA INDEX NAME > 




RN 210916-17-9 CAPLUS 

CN l-Piperazinecarboxylic acid, 4 - [ [4- (6- f luoro.- 1- { [2- 

<trimethylailyl)ethyl]sulfonyl)-lH-indol-3-yl] -1-piperidinyl) sulfonyl] -3- 
l (hydroxy ami no) car bonyl] phenylmethyl ester <9CI) (CA INDEX NAME) 




RN 210916-46-4 CAPLUS 

CN 2-Piperazinecarboxamide, l- ( [4- (5- f luoro-lH- indol-3-yl) - 1- 
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piperidinylj sulfonyl) -4-formyl-N- (phenylmethoxy) - (9CI) (CA INDEX NAME) 



NK-0-CH2- Ph 



RN 210916-47-5 CAPLUS 

CN 2-Piperidinecarboxamide, N- (phenylmethoxy) -1- I (4- (4 , 5, 6, 7-tetraf luoro- 1K- 
indol-3-yl) -1-piperidinylJ sulfonyl]-, (2R>- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



210916-4S-6 CAPLUS 

1- Pipe razinecarboxy lie acid, 4- ( (4 - (5- f luoro- 1H- indol -3-yl) - 1 - 
piperidinylj sulfonyl) -3- U (phenylmethoxy) amino) car bonyl] methyl ester 
(9CI) (CA INDEX NAME) 




0 C-NH-0-CH 2 -Ph 



210916-49-7 CAPLUS 

2-Piperazinecarboxamide, l- ( (4- (5-fluoro-lH-indol-3-yl) -l- 
piperidinyll sulfonyl) -N- (phenylmethoxy) -4- ( (tetrahydro-2H-pyran-4- 
yDcarbonyl) - <9CI) (CA INDEX NAME) 
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RN 210916-50-0 CAPLUS 

CN 1, 3-Piperazinedicarboxamide, Nl- (1 , 1-dimethy lethyl ) -N3- (phenylmethoxy) -4- 
I (4- (4, 5,6, 7-tetraf luoro- 1H- indol -3-yl) -l-piperidinyl) sulfonyl) - , (3R) - 
(9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 210916-52-2 CAPLUS 

CN 2-Piperidinecarboxamide, N-hydroxy-N- (4-morpholinylraethyl) -1- ((4- (4,5,6,7- 
tetrafluoro-lH-indol-3-yl)-l-piperidinyl]sulfonyl) -, (2R>- (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 




RN 210916-53-3 CAPLUS 

CN 2-Piperidinecarboxamide, l- ( [4- (5-f luoro-lH-indol-3-yl) -l- 

piperidinyl) sulfonyl] -N-hydroxy-N-methyl-, <2R) - (9CI) (CA INDEX NAME) 



10523285 257of362 
Absolute stereochemistry. 



it a 
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CN 2-Piperidinecarboxylic acid, l- [ [4- (6-chloro-lH-indol-3-yl) -l- 
piperidinyl] sulfonyl] - , <2R)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



XX. 



HN 210916-54-4 CAPLUS 

CN 1,3-Piperazinedicarboxamide, 4- I (4- (5-cyano- lH-indol-3-yl) -1- 

piperidinyl] sulfonyl] -Nl ,Nl-dimethyl-N3 - (phenyltnethoxy)-, (3R)- (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 



RN 210916-55-5 CAPLUS 

CN 2-Piperidinecarboxamide, 1- ( [4- (5-cyano-lH-indol- 3-yl) -1- 

piperidinyl] sulfonyl] -N-tnethoxy-N-methyl-, (2R) - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



Xx, 



RN 210917-00-3 CAPLUS 

CN 2-Piperidinecarboxylic acid, 1- ( [4- (5-chloro- 1H- indol-l-yl) -1- 
piperidinyljsulfonyl] - (9CI) (CA INDEX NAME) 



/ o «°2 C ^^^ 



RN 210917-01-4 CAPLUS 

CN 2-Piperidinecarboxylic acid, 1- [ [4- (5-chloro- 1H- indol-3-yl> - 1- 
piperidinyl) sulfonyl] - (9CI) (CA INDEX NAME) 



H — 



RN 210917-04-7 CAPLUS 

CN 2-Piperidinecarboxylic acid, 1-1(4- (5-methyl- lH-indol-3-yl) -l- 
piperidinyl) sulfonyl)- (9CI) (CA INDEX NAME) 



RN 210916-97-5 CAPLUS 



RN 416646-37-2 CAPLUS 

CN 2-Piperazinecarboxamide, 1- ( [4- (5-cyano-lH-indol-3-yl) -l- 



piperidinyl) sulfonyl] -4- ( (dimethylamino) sulfonyl] -N-hydroxy-, (2R) - (9CI) 
(CA INDEX NAME) 



Absolute stereochemistry 




416846-38-3 CAPLUS 

2-Piperazinecarboxamide, 4- (cyclopropylmethyl) - 1- [ (4- (5- f luoro- lH-indol-3- 
yl) -l-piperidinyl) Bulfonyl] -N-hydroxy-, (2R)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



210917-45-7P 310S17-47-8P 210917-51-4P 
210!*l*>-52-5P 210317- 53-6P 210917- KB- OP 
21C917-55-5P 210917-57- OP 210&1'' -53- IP 
210517-59-2P 2I0?l?-60-3P 210 ?1 7- 6 &--IP 
416S46-40-7? 

RL: RCT (Reactant)/ SPN (Synthetic preparation)/ PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation of sulfamides as metalloprotease inhibitors) 
210917-46-7 CAPLUS 

1,3-Piperazinedicarboxylic acid, 4 - ( (4- [5 - f luoro- 1 - ( (2- 

(trimethylsilyl) ethyl] sulfonyl) -lH-indol-3-yl) -l-plperidinyl] sulfonyl]-, 
1- (phenylmethyl) ester (9CI) (CA index NAME) 
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0='A— CH2 — CH2-SiMe3 




C02H 



C— O- CH2-Ph 

O 



210917-47-8 CAPLUS 

l-Piperazinecarboxylic acid, 4- [ [4- 15-f luoro-l- I [2- 

(trimethylsilyl)ethyl) sulfonyl] -lH-indol-3-yl) -l-piperidinyl] sulfonyl] -3- 
( (hydroxyamino) carbonyl) - , phenylmethyl ester (9CI) (CA INDEX NAME) 



/ 0='L-CH2-CH2-Sil 



210917-51-4 CAPLUS 

l, 3-Piperazinedicarboxylic acid, 4- ( |4- (4 , 5 ,6, 7- tetraf luoro- lH-lndol-3-yl) - 
l-piperidinyl) sulfonyl] -, l- (l, l-dimethylethyl) ester, (3R)- (9CI) (CA 
INDEX NAME) 



Absolute stereochemistry. 




<^"^> C02H 



N^^OBu-t 



RN 210917-52-5 CAPLUS 

CN l-Piperazinecarboxylic acid, 3- ( I (phenyltnethoxy) amino) carbonyl] -4- [J4- 
(4,5,6,7-tetrafluoro-lH-indol-3-yl) -l-piperidinyl] sulfonyl) - , 
1,1-dimechylethyl ester, (3R)- (9CI) (CA INDEX name) 



10523285 

Absolute stereochemistry- 
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10523285 262of362 
Absolute stereochemistry. 




RN 210917-53-6 CAPLUS 

CN 2-Piperazinecarboxamide, N- (phenylmethoxy) -1-1(4- (4,5,6, 7-tetraf luoro- 1H- 
indol-3-yl) - 1-piperidinyl) sulfonylj - , (2R) - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 210917-55-8 CAPLUS 

CN 2-Piperidinecarboxylic acid, l- { (4 - (5-f luoro-lH- indol-3-yl) - l- 

piperidinyl] sulfonyl]-, methyl ester, (2R) - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 210917-56-9 CAPLUS 

CN 2-Piperidinecarboxylic acid, 1- ({4- (5-f luoro-lH-indol-3-yl) -1- 
piperidinyl) sulfonyl) -, <2R) - (9CI) (CA INDEX NAME) 




RN 210917-S7-0 CAPLUS 

CN 2-Piperidinecarboxamide, 1- t [4- (5-f luoro-lH- indol-3-yl) -1- 

piperidinyl) sulfonyl] -N- (phenylmethoxy) - , (2R) - (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 




RN 210917-58-1 CAPLUS 

CN 2-Piperidinecarboxamide, l- [ [4- (5-f luoro-lH- indol-3-yl) -l- 

piperidinyl) sulfonyl] -N-methyl-N- (phenylmethoxy) -, (2R) - (9CI) (CA INDEX 




RN 210917-59-2 CAPLUS 

CN 2-Piperidinecarboxylic acid, 1- [ [4- (5- hydroxy- 1H- indol-3-yll - 1- 
piperidinyl] sulfonyl)- (9CI) (CA INDEX NAME) 



263o f 362 



RN 210917-68-3 CAPLUS 

CN 2-Piperazinecarboxamide, 1- [ (4- [5-cyano-l- ( |2- 

( trimethyls ily 1) ethyl 1 sulfonyl J -lH-indol-3-yl] - 1-piperidinyl) sulfonyl) -N- 
(phenylmethoxy)-, (2R) - <9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




210917-69-4 CAPLUS 

2-Piperazinecarboxamide, l- [[4- [5-cyano-l- ([2- 

(trimethylsilyl)ethylj sulfonyl! -lH-indol-3-ylJ - 1-piperidinyl) sulfonyl) -4- 
[ (dimethylamino) sulfonyl) -N- (phenylmethoxy)-, (2R)- (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 




XX, 



s 



N^"^ NMe2 



416846-40-7 CAPLUS 

2-Piperazinecarboxamide. 1 - 114- [5-f luoro-i- [ [2- 

( trimethyls ilyl) ethyl) sulfonyl) - 1H- indol - 3 -y 1] - 1-piperidinyl) 3 

(phenylmethoxy)-, (2R> - (9CI) (CA INDEX name) 
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STRUCTURE DIAGRAM TOO LARGE FOR DISPLAY - AVAILABLE VIA OFFLINE PRINT * 

>B The title compds. {I or II; A - MeNHC ( : nh) , i-methylimidazol-2-yl; 

PrNMeC ( i NH) , etc. R - H. alkyl, cycloalkyl, etc.; Q - III-VII; Rl - h , halo, 
alkyl, etc.; Jl « (un) substituted Ph, pyridyl, pyrimidinyl, furyl, thienyl; J2 
- (un) substituted 2-naphthyl, 2-benzothienyl , etc.; n • 0-2 ( oi • 1-2; p - 0- 
11, having activity against mammalian factor Xa (no data given), and useful in 
vitro or in vivo for preventing or treating conditions in mammals 
characterized by undesired thrombosis, were prepared E.g., a multi-step 
synthesis of vm was given. 

T 4064 96- 46 -«P 

RL: RCT (Reactant); SPN (Synthetic preparation), PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation of piperazin-2-one amides as inhibitors of factor Xa) 
IN 406496-46-6 CAPLUS 

:N 1H- Indole- l-carboxylic acid, 5-chloro-2- [ (4- [ (4 -cyanophenyl) methyl) -3-oxo- 
1-pipecazinyl) sulfonyl)-, 1 , 1-dimethylethyl ester (9CI) (CA INDEX NAME) 



IB, SI 
US 2004O827B6 

PRAI US 2000-236161P 
WO 2001-US3031S 

OS MARPAT 136:294851 
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CI, CM, GA, GN, GO, GW, ML, MR. NE, SN, TD, TG 
A2 20030702 EP 2001-975505 20011001 

AT, BE, CH, DE. DK, ES, FR, CB, GR, IT, LI, LU. NL , SE,*MC, PT, 
LT, LV, FI, RO. MK, CY, AL, TR 

Al 20040429 US 2003-381928 20031016 
P 20000929 
20011001 
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TI Preparation of piperazine (hetero)aryl ketones and sulfones as factor Xa 

inhibitors for treatment of thrombosis or coagulation disorders 
IN Zhu, Bing-Yan; Jia, Zhaozhong Jon; Zhang, Penglie; Huang, Wenrong; Hu, 

Yanhong; Zuckett, Jingmei Fan; Goldman, Erik A. ; Nang, Lingyan; Song, 

Yonghong; Scarborough, Robert M. 
PA cor Therapeutics, Inc., USA 
SO PCT int. Appl., 128 pp. 

CODEN: PIXXD2 

DT Patent , 
LA English 
FAN.CNT 1 

PATENT NO. KIND DATE APPLICATION NO. DATE 



PI WO 2002026720 A2 20020404 WO 2001-US30315 20011001 

WO 2002026720 A3 20021031 

W: AE, AG, AL, AM, AT, AU, AZ, BA, BB, BG, BR, BY. BZ, CA, CH, CN, 

CO, CR, CU, CZ, DE, DK, DM, DZ, EC, EE, ES, FI, GB, GD, GE, GH, 

GM, HR, HU, ID. IL, IN, IS, JP, KE, KG, KP, KR , KZ, LC, LK, LR, 

LS, LT, LU, LV, MA, MD, MG, MK, HN MW, MX, MZ, NO, NZ, PH, PL, 

PT, RO, RU, SD, SB, SO, SI, 8K, SL, TJ, TM, TR. TT, TZ, UA, UG, 

US, UZ, VN, YU, ZA, ZW, AM, AZ, BY, KG, KZ, MD, RU, TJ, TM ' 

RW: GH, GM, KE. LS, MW, MZ, SD, SL, SZ, TZ, UG, ZW, AT, BE, CH, CY, 

DE, DK, ES, FI, FR, GB, GR, IE, IT, LU, MC, NL, PT, SE, TR, BF, 



Title compds. I [wherein A - (un) substituted imidazolinyl, 
tetrahydropyrimidinyl, tetrahydro-lH- l ,3-diazepinyl, imidamido(alkyl) , 
guanidinyl, amino (alky 1) , ammoniomethyl, Ph, pyridinyl, etc.; 0 - 
(un) substituted phenylene. pyrimidinediyl , pyridinediyl, pyrazinediyl , 
pyrroledlyl, furandiyl, thiophenediyl , piperidinediyl, or pyrrolidinediyl; V > 
CH2 or CO, G - CO or S02; J - (un) substituted naphthyl, (iso)quinolinyl , 
quinazolinyl, indolyl, benzothiophenyl, benzofuranyl. benzimidazolyl, 
benzothiazolyl, benzoxazolyl. etc.; Rl and R2 - independently H, alkyl, 
hydroxyalkyl, aminoalkyl. cyanoalkyl, carboxyalkyl, alkoxycarbonylalkyl, or 
carbamoylalkyl, and pharmaceutically acceptable isomers, salts, hydrates, 
solvates, and prodrugs thereof) were prepared For example, l-Boc-5-chloro-2- 
indolylsulfonyl chloride was coupled with l-Boc-piperazine in DCM in the 
presence of pyridine to give the sulfonamide (95%). Deprotection using HC1 
gas (99%), followed by acylation with 4-cyanobenzoyl chloride in pyridine in 
the presence of DMAP (73%) and treatment with HC1 and dimethylamine, afforded 
II. I are highly selective inhibitors of factor Xa and are useful for the 
treatment of diseases characterized by undesired thrombosis or coagulation 
disorders (no data) . 
•106T19-74-2P 406119-03-3P 

RLi RCT (Reactant), SPN (Synthetic preparation); PREP (Preparation); RACT 

(Reactant or reagent) 

(intermediate; preparation of piperazine (hetero)aryl ketones and sulfones 
as factor Xa inhibitors for treatment of thrombosis or coagulation 
disorders) 

406719-74-2 CAPLUS 

1H- indole- l-carboxylic acid, 5-chloro-2- [ [4- ( (l, 1- dimethyl ethoxy) carbonyl) - 
l-piperazinyl) sulfonyl) - , 1 , 1-dimethylethyl ester (9CI) (CA INDEX NAME) 
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RN 406719-83-3 CAPLUS 

CN lH-Indole-l-carboxylic acid, s-chloro-2- ( [4- (4-cyanobenzoyl) -3- 

(methoxycarbonyl) -l-piperazinyl] sulfonyl] -, 1, 1-dimethylethyl ester (9CI) 
(CA INDEX NAME) 
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Preparation of basic compounds containing tertiary amides with activity on 
tachykinin receptors 

Guidi, Antonio,- Pasqui, Franco, Altamura, Maria; Maggi, Carlo Alberto 
Menarini Ricerche s.p.A., Italy 



PCT Int. Appl. 
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Basic compds. containing tertiary amides II; wherein [(A)(X)(Y)J - (Cl- 
Cl2)alkenyl group or an aromatic group, with X, Y, independently - CO, S02, 
heterocycle, aryl, heteroaryl, etc.; Rl, R3, independently - (C2- 
C5) alkyl idene-T-Ari (wherein T - a bond, or S, SO, or S02; Arl - benzene, 
pyridine, pyrimidine, etc.); R2, R4, independently - H, (C1-C5) alkyl, etc.) 
were prepared Thus, the synthesis of N, N 1 -bis- {2- UH- indol-3-yl) -ethyl) -N- 
methyl-N'- [2- [4- (3- nitrophenyl carbamoyl) -piperazin-l-yl) -ethyl) -phthalamide 
{I; wherein A - benzene, X - Y - CO, Rl - R3 - 2- (l-H- indol-3-yl) -Et, R2 - Me, 
R4 - 2- 14- (3-nitrophenylcarbamoyl) -piperazin-l-yl) -ethyl ) is described. The 
prepared compds. present activity on the tachykinin receptors, and, in 
particular, are useful for the treatment of diseases that require the use of 
NK2 antagonists . The prepared compds. were evaluated in binding 'tests using 
Chinese hamster ovary membranes transfected with the NK2 receptor of the human 
ileum and the radioligand (125I)NKAn at the concentration of 100 pM in 
competition studies, obtaining pKl values of up to 9.2. 
403994-4S-6P 

RLi PAC (Pharmacological activity) , SPN (Synthetic preparation); THU 
(Therapeutic use) , BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(preparation of basic compds. containing tertiary amides with activity on 
tachykinin receptors) 
403994-45-6 CAPLUS 

2-Thiophenecarboxylic acid, 3- I (4- (2- ( (2- < 1H- indol-3-yl)ethyl] (2- ( [ [2- (1H- 
indol-3-yl)ethyl)methylamino) carbonyl] benzoyl) amino) ethyl) -1- 
piperazinyl] sulfonyl] - , methyl ester (9Ci) (CA INDEX NAME) 



-CH 2 -CH 2 -N— c- 

fc 



to 
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* *2002:U54B' & CAPLUS Full - text 
136:303564 

Evaluation of Che role of imidazolidinone motif of antineoplastic 
4-phenyl- l-arylsulfonylimidazolidinones using 4-phenyl-2- 
aryl8ulfonyloxazoline9 

Jung, sang-Hun,- Park, Kyung-Lae; Lee; Hui-soon; Whang, Jee-Sun 

College of Pharmacy, Chungnam National University, Taejon, 305-764, S. 

Korea , 

Archives of Pharmacal Research (2001), 24(6), 499-502 

CODEN: APHRDQ; ISSN: 0253-6269 

Pharmaceutical Society of Korea" 

Journal 

English 

CAS REACT 136:303564 

To evaluate the role of imidazol idinone moiety of potential anticancer 4- 
phenyl- l-arylsulfonylimidazolidinones (I) for their cytotoxicity, 
conf ormat ional ly similar 4-phenyl -2-arylsulfonylaminooxazolines (II) were 
synthesized and compared their cytotoxicities with those of the corresponding 
I. II showed much reduced activity compared to I. This result might indicate 
that the imidazolidinone ring of I have the other roles for the activity as an 
essential structural motif in addition to conformational contribution. 
411024 -71-6 41 2024-72 -7 

rl : PAC (Pharmacological activity); THU (Therapeutic use); BIOL 

(Biological study); uses (Uses) 

(preparation and antitumor structure activity relations of evaluation of 
arylsulfonylimidazolidinones and ary lsulf onyloxazolines and the role of 
imidazolidinone motif for the activity) 

412024-71-6 CAPLUS 

lH-Indole-l-carboxylic acid, 2, 3 -dihydro-5- { (2-oxo-4 -phenyl- 1- 
imidazolidinyl) sulfonyl]-, butyl ester (9CI) (CA INDEX NAME) 



V C— OBu-n 



412024-72-7 CAPLUS 

1H- indole -l-carboxy lie acid, 2, 3-dihydro-5- [ (2-oxo-4-phenyl- 1- 
imidazolidinyl) sulfonyl] - , 2-methylpropyl ester (9CI) (CA INDEX NAME) 
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Sj^ANSHE R ' 4'6 6pjf 8 0 CAP LUS . qOPJR IGHT 2007 ACS L 6tf-J'fH 
2001:8664 65 CAPLUS~ Full text' 
136: 193804 ; 

Induction of 02/M phase arrest and apoptosis by a new synthetic 
anti -cancer agent, DW2282, in promyelocyte leukemia (HL-60) cells 
Piao, Wenhua; Yoo, Jeman; Lee, Dug Keun; Hwang, Hyun Jin,- Kim, Jeong Hee 
Department of Biochemistry, College of Dentistry, Kyung Hee University, 
Seoul, 130-701, 9. Korea , 
Biochemical Pharmacology (2001), 62(11), 1439-1447 
CODEN: BCPCA6 ; ISSN : 0006-2952 

Elsevier Science Inc. 

Journal 

English 

The authors studied the effect of DN22B2- , { (S) - {♦) -4-phenyl- 1- [N- (4- 
aminobenzoyl) - indoline- 5 - sulf onyl-4 , 5-dihydro-2- imidazolone] -hydrochloride) , 
a newly developed anti-cancer agent, on cell proliferation, cell cycle 
progression, and induction of apoptosis in human promyelocytic leukemia (HL- 
60) cells. DW2282, a diarylsulfonylurea compound, was cytotoxic to HL-60 
cells, with an ICS0 of 1.0 ug/mL. Treatment with DW2282 fragmented DMA in a 
concentration- and time-dependent manner, suggesting that these cells 
underwent apoptosis. Flow cytometric anal, further confirmed that DW22B2- 
treated HL-60 cells were hypodiploid, in terms of DNA content, and were 
arrested at the 02/M phase. The cell cycle arrest was reversible upon the 
removal of DW22B2 , HL-60 cells also underwent distinct morphol. changes in 
response to DW2282 treatment, including the appearance of elongated cells with 
conical tails and other apoptotic characteristics. G2/M phase cell cycle 
arrest was accompanied by a decrease in the levels of cdc2, a protein that 
plays a critical role for progression through the G2/M phase. Treatment of 
HL-60 cells with DW22S2 was also associated with decreased levels of the anti- 
apoptotic protein Bcl-2, activation of caspase-3, and proteolytic cleavage of 
poly(ADP-ribose) polymerase. Taken together, these results demonstrate that 
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DW2282 dramatically suppressed HL-60 cell growth by inducing apoptosis after 
G2/M phase arrest. These findings are consistent with the possibility that 
02/M phase arrest was mediated by the down- regulation of cdc2 levelB in HL-60 
cells. The data also suggest that DH22 82 triggered apoptosis by decreasing 
Bcl-2 levels and activating caspase-3 protease. These results provide 
important new information towards understanding the mechanisms by which DW2282 
and other diarylsulf onylureas mediate their therapeutic effects. 

IT 203361- OS-*;, DW2282 

RL: DMA (Drug mechanism of action) » THU (Therapeutic use) ; BIOL 
(Biological study) ,- USES (Uses) 

(induction of G2/M phase arrest and apoptosis by DW2282) 

RN 203861-05-6 CAPLUS 

CN lH-Indole, 1- (4-aminobenzoyl) -2, 3-dihydro- 5- {( (4S) -2-oxo-4 -phenyl- 1- 
imidazolidinyl) sulfonyl] -, monohydrochlor ide (9CI) (CA INDEX NAME) 

Absolute stereochemistry. Rotation <♦). 




• HCl 
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DN 135:313616 

TI Heterocyclic sulfonyl compounds and activated blood coagulation factor x 

(FXa) inhibitors containing them 
IN Kobayashi, Shozo,- Komoritani, Satoshi; Haginoya, Noriyasu; Suzuki, 

Masanori; Yoshino, Toshiharu; Nagahara, TakayaBU; Yoshikawa, Kenji; Muto, 

Akira; Ozanai, Takeshi; Nakamoto, Yumi; Mochizuki, Akiyoshi; Nagata, 

Tautomu 

PA Daiichi Seiyaku Co., Ltd., Japan 
SO Jpn. Kokai Tokkyo Koho, 304 pp. 

CODEN: JKXXAP 
DT Patent 
la Japanese 

FAN.CNT 1 

PATENT NO. KIND DATE APPLICATION NO. DATE 



JP 2000-38100 



20000209 



PI JP 2001294572 A 20011 

PRAI JP 2000-38100 20000209 
OS MARPAT 135:313 616 

AB Pharmaceuticals, useful for prevention and/or treatment of thrombus and 

embolus, contain Q1Q2T1S02QA [i, qi . (un) substituted bicyclic or tricyclic 
group; 02 « single bond, o, s, ci-6 alkylene, etc.; Q3 - N-containing cyclic 
group; OA - (un) substituted (hetero)arylalkenyl , bicyclic or tricyclic group, 
etc.; Tl - CO, (un) substituted methylene, etc.], their salts, or solvates. 
(2RS) -2- (N-tert-butoxycarbonylaminomothyl) -6- methoxycarbonyl-1,2, 3,4- 
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tetrahydronaphthalene was treated with NaOH, condensed with l-[(6- 
chloronaphthalen-2-yl) sulf onyl] piperazine . HCl , and deprotected to give <RS) - 
I. HCl (Ql - 6-aminomethyl-5, 6,7,8- tetrahydronaphthalen- 2-yl, 02 - bond, Tl - 
CO, Q3 - 1,4-piperazinediyl, QA - 6-chloronaphthalen-2-yl> . I. HCl (01 - 5- 
methyl-4,5,6,7- tetrahydrothiazolo [5 ,4-c) pyridin-2-yl , 02 - bond, Tl - CO, 03 
- 1,4-piperazinediyl, QA - 6-chloronaphthalen-2-yl) in vitro inhibited human 
FXa with IC50 of 20 nM. 
IT 3<56435>-*.l-;P 3*0442- 2! 

RL: BAC (Biological activity or effector, except adverse) ; BSU (Biological 
study, unclassified); SPN (Synthetic preparation); THU (Therapeutic use); 
BIOL (Biological study) ; PREP (Preparation) ; USES (Uses) 

(preparation of heterocyclic sulfonyl compds. aa activated blood 
coagulation 

factor X inhibitors) 
RN 368439-91-2 CAPLUS 

CN Thiazolo[S,4-cJpyridine-5(4H) -carboxylic acid, 2- (4- ( (5- f ormyl- 1H- indol-2 - 
yDsulfonyl] -2- [2- (4 -morphol inyl ) -2-oxoethyl) - 1- piperaziny 1| -6, 7-dihydro- , 
l, l-dimethylethyl ester <9CI) (CA INDEX NAME) 



._<Or^K«" 

1 h. 

6 



368442-21-1 CAPLUS 

Piperazine, 1- I (5-Chloro-l- (methoxymethyl) - 1H- indol -2-y 1 ) sul f onyl J -4- 
[[4,5,6,7-tetrahydro-6- (methoxymethoxy) -2-benzothiazolyl] carbonyl) - (9CI) 
(CA INDEX NAME) 



J 
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Preparation of aminosulfonyl isatins as inhibitors of caspases for 
prevention of apoptosis. 

Lee, Dennis; Long, Scott A.; Elliott, John D.; Oleason, John G. 
Smithkline Beecham Corp., USA 
PCT Int. Appl. , 55 pp. 
PIXXD2 
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APPLICATION NO. 
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DATE 
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PI WO 2001022966 A 

W: AU, CA, JP, US 

RW; AT, BE, CH, CY, DE, DK, ES, FI, FR, GB, GR, IB, IT, LU, MC, NL, 
PT, SE 

EP 1242081 Al 20020925 EP 2000-965555 20000929 

AT, BE, CH. DE, DK, E8, FR, GB, GR, IT, LI, LU, NL, SE, MC, PT, 



IB, FI, CY 
JP 2003510278 

PRAI US 1999-156877P 
WO 2000-US27030 

OS MAR PAT 134:280708 

OI 



20030318 
19990930 
20000929 



JP 2001-526178 



20000929 



AB A method of blocking excess or inappropriate apoptosis of neurons and 

oligodendroglia comprises administration of title compds. [I, ri . h, alkyl; 
R2 - alkyl, (substituted) aralkyl, heteroarylalkyl, cycloalkyl, R1R2N - atoms 
to form a 3-io membered ring; R3 , R4 - H, alkyl, N02, halo; R5 - H, alkyl, 
aralkyl, heteroarylalkyl J (no data) . Thus, 5-chlorosulfonylisatin 
(preparation given) in THF/CHC13 at 0» was treated with (s)-2- 
methoxymethylpyrrolidine and (Me2CH)2NEt in CHC13 to give 31% (S) -5- (l- fa- 
me thoxymethoxypyrrol id inyl) sulfonyl) isatin. 

IT 22051.0-51 -OP 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified); SPN (Synthetic preparation), THU (Therapeutic use); 
biol (Biological study); PREP (Preparation), USES (Uses) 

(preparation of aminosulfonylisatins as inhibitors of caspasea for 
prevention of apoptosis) 
RN 220510-51-0 CAPLUS 

CN Pyrrolidine, l- I {2, 3-dihydro- 1- (methoxymethyl) -2, 3-dioxo-lH-indol-5- 
yl] sulfonyl J -2- (phenoxymethyl)-, (2S) - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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Preparation of heterocyclic compounds as inhibitors of factor Xa 

Zhu, Bing-Yan, Scarborough, Robert M. ; Clizbe, Lane; Doughan, Brandon, 

Jia, Zhaoz hong -Jon, Kane- Magu ire, Kim, Marlowe, Charles; Song, Yonghong; 

Su, Ting, Teng, Willy; Zhang, Penglie 

Cor Therapeutics, Inc., USA, et al. 



SO PCT int. Appl., 3 87 pp. 
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DT Patent 
LA English 
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A - alkyl. cycloalkyl, (un) substituted Ph, etc.; 0 - 
— .«ww wi*, etc.; D - (un) substituted Ph, 6-membered heteroaryl 

having 1-2 ring N atoms; M . NR16CO. NR16CS, CR17R18CO, etc.; R16-R18 - H. 
halo, alkyl, etc., E - a direct link, CO, .CONR5, etc., R5 - alkyl, alkenyl, 



The title compds. (I; 
direct link, CH2 , CO, 
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alkynyl, etc., O . a direct link, CR7R8, CR7aR8aCR7bR8b, CR7 Ci CR8c; R7, R8, 
R7a, R7b, R7c, R8a, R8b, RBc - H, halo, alkyl, etc., J - a direct link, o, s 
etc., Y - (un) substituted Ph, naphthyl, monocyclic or fused bicyclic 
heterocyclyl, L - H , CN, CONR12R13, R12, R13 - H, alkyl, OH, etc.] having 
activity against mammalian factor Xa, and useful in vitro or in vivo for 
preventing or treating coagulation disorders, were prepared and formulated 
E.g., a multi-step synthesis of the title compound II was given. 
327045-3?-6P 

RL: BAC (Biological activity or effector, except adverse), bsu (Biological 
study, unclassified); SPN (Synthetic preparation)-; THU (Therapeutic use), 
BIOL (Biological study), prep (Preparation), USES (Uses) 

(preparation of heterocyclic compds. as inhibitors of factor Xa) 
327045-89-6 CAPLUS 

lH-lndole, l- Hi- [3- (aminoiminomethyl)phenyl]-3-methyl-iH-pyrazol-5- 
yllcarbonyl] -2, 3-dihydro-S- (4-morpholinylsulfonyl) - <9CI) (CA INDEX NAME) 
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compounds useful as factor Xa/lla inhibitors 
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Heinz w., He, Wei; Condon, Stephen M. ; Davis, Roderick S,, Hanney, Barbara 
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The invention is directed to piperazinones I and their pharmaceutically 
acceptable salts, prodrugs, N-oxides, hydrates, and solvates (wherein A - CH 
or N, Gl and G2 - LICyl or L2Cy2; cyl and Cy2 - (un) substituted aryl, 
heteroaryl, cycloalkyl, cycloalkenyl, heterocyclyl, etc., Ll - null, o, s, so. 
S02, or (un) substituted sulfamoyl, methylene, (alkyl) keto(alkyl) , carbamoyl, 
etc.; L2 . null or linking group; Rl, Rla, R2, R2a, R3, R3a, R4, R4a - 
independently H, carboxy, alkoxycarbonyl , alkyl, (hetero)aryl , aralkyl, 
heteroarylalkyl, etc.; m and n - independently 0-2]. The compds. inhibit 
factor xa (no data) and factor Ha, and thereby the production of thrombin, 
and are thus useful as anticoagulants in the treatment of a wide variety of 
conditions. The invention is also directed to pharmaceutical compns., 
synthetic intermediates, and a method of inhibiting factor Xa. Examples 
include the synthesis of approx. 1600 invention compds. and several hundred 
intermediates. For instance, condensation of 5-chloro-2-thienyloxyacetic acid 
with the corresponding N - ben zy loxycar bony 1- pro tec ted piperazinone derivative 
(prepns. given), using DIPEA and TBTU in DMF, gave II. 
323S33-33-5 

RL: RCT (Reactant) , RACT (Reactant or reagent) 

(starting material? preparation of piperazinone derivs. and other 
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substituted oxoazaheterocyclyl compds. as factor Xa/IIa inhibitors) 
RN 323593-33-5 CAPLUS 

CN lH-tndole-l-carboxylic acid, 2- [ [ (3R> -4- ( <4-amino-7-quinazolinyl)methyl) -3- 
■ (l-methylethyl) -5-oxo- 1-piperazinyl] sulfonyl] -6-chloro- , 1, l-dimethylethyl 
ester <9Ci> (ca index name) 

Absolute stereochemistry. 



o 




IT 3a35i*?-0£-SP 3235<i3-03-9P 323S93 -fl6-2P 
;'^: j 533-0-7-3P 323593- 10-8P 323 593-11-5*? 
321593-14-2? 3 21 5 f »3 -1 5 -3 P 3 23593 - 1 8 - 6P 
?23f 53- 3235J3-20-0P 

RL: BAC (Biological activity or effector, except adverse) ; BSU (Biological 
study, unclassified); SPN (Synthetic preparation) / THU (Therapeutic use); 
BIOL (Biological study); PREP (Preparation); USES (Uses) 

(target compound; preparation of piperazinone deriva. and other substituted 
oxoazaheterocyclyl compds. as factor Xa/IIa inhibitors) 
RN 323593-02-8 CAPLUS 

CN 1H- Indole- 1-carboxylic acid, S-chloro-2- [ [ (3R) -4- ( (4-cyano-3- 

[ (diphenylmethylene)amino)phenyl)methyl] -3- (l-methylethyl) -5-oxo-l- 
piperazinyl] sulfonyl) - , 1 , 1 -dimethylethyl ester OCI) (CA INDEX NAME) 

Absolute stereochemistry. 
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piperazinyll sulfonyl) - , 1 , 1 -dimethylethyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 323593-06-2 CAPLUS 

CN lH-Indole-l-carboxylic acid, 5-chloro-2- [ I (33) -4- [ [4-cyano-3- 

((diphenylmethylene)aminoj phenyl] methylj -3- (l-methylethyl) -5-oxo- l- 
piperazinyll sulfonyl] - , l , l-dimethylethyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




t-Buo^ ^-o 




RN 323593-07-3 CAPLUS 

CN 1H- indole- l-carboxylic acid, 6-chloro-2- [ ( (3S) -4- [ [4-cyano-3- 

( (diphenylmethylene) amino) phenyl) methyl) -3- (l-methylethyl) -5-oxo- 1- 
piperazinyl] sulfonyl] - , 1 , 1 -dimethylethyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



RN 323593-03-9 CAPLUS 

CN lH-Indole-l-carboxylic acid, 6-chloro- 2- [ 1 (3R) -4- I {4 -cyano- 3- 

[ (diphenylmethylene)amino] phenyl) methyl) -3* (l-methylethyl) -5-oxo-l- 
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RN 323593-10-8 CAPLUS 

CN lH-Indole-l-carboxylic acid, S-chloro-2- (( (3R) -4- { l4-cyano-3- 

[ (diphenylmethylene) amino] phenyl) methyl) -3- (2-methylpropyl > -5-oxo-l- 
piperazinyl) sulfonyl) - , l , l-dimethylethyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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RN 323593-14-2 CAPLUS. 

CN 1H- indole- l-carboxylic acid, s-chloro-2- [( (33) -4- [ [4-cyano-3- 

{ (diphenylmethylene) amino) phenyl] methyl) -3- (2-methylpropyl) -5-oxo-l- 
piperazinyl) sulfonyl) - , 1 , 1 - dimethylethyl eBter (9CI) (CA INDEX NAME) 

Absolute stereochemistry.. 




.CPh 2 




RN 323593-11-9 CAPLUS 

CN lH-indole-1-carboxylic acid, 6-chloro-2- [ [ (3R) -4- [ (4 -cyano-3- 

( (diphenylmethylene) amino] phenyl] methyl] -3- (2-methylpropyl) -5-oxo-l- 
piperazinyl) sulfonyl) 1 , l-dimethylethyl ester (9CI> (CA INDEX NAME) 

Absolute stereochemistry. 




RN 3235 93-15-3 CAPLUS 

CN lH-lndole-i-carboxylic acid, 6-chloro-2- { [ (3S) -4 - { {4-cyano-3 - 

{ (diphenylmethylene) amino) phenyl] methyl] -3 - (2-methylpropyl) -5-oxo- l- 
piperazinyl) sulfonyl] - , 1 , 1 -dimethylethyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




CPh2 



RN 323593-18-6 CAPLUS 

CN 1H- Indole -l-carboxy lie acid, 6-chloro-2- ( ( <3R> -4- ( (4-cyano-3- 

I ( di pheny lme t hy lene ) am i no ] pheny 1 ) me t hy 1 ] - 3 - ( me t hoxyme thy 1 ) - 5 - oxo - 1 - 
piperazinyll sulfonyl] -, l , l-dimethylethyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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r 2001! 11065 CAPLUS Full-text 



RN 323593-19-7 CAPLUS 

CN IH-Indole-l-carboxylic acid, 6-chloro-2- 1 1 (3S> -4- { [4-cyano-3- 

[ (diphenylmethylene)amino] phenyl Jmethyl] -3- (methoxymethyl) -5-oxo-l- 
piperazinyl ] sulfonyl] -, l , l -dimethylethyl eater (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



t-BuO^ ,0 



LA 




RN 
CN 



CAPLUS Full-text 
134:231502 

Effect of subatituents on benzenesulf onyl motif of 4-phenyl-l- 

arylsulfonylimidazolidinones for their cytotoxicity 

Lee, Hui-soon, Park, Kyung-Lae, Choi, Sang-Un; Lee, Chong-Ock; Juna, 

Sang-Hun 3 

College of Pharmacy, Chung-Nam National University, Taejon, 305-764 s 

Korea 

Archives of Pharmacal Research (2000), 23 (6> 579-584 

CODEN ; APHRDQ; ISSN : 0253-6269 

Pharmaceutical society of Korea 

Journal 

English 

To explore the effect of substituents on Ph motif on sulfonyl function of 
nr!J-h!! tlC - nCer J'P^^^-^n^w^onylimidawlidinonea, electron donating 
or withdrawing substituents were introduced at 3 or 4-position and the analogs 
were tested against human lung (A549) and colon (HCT-15) cancer cell lines 
SerimolTv^" activit y relatio " ° f the 4-substituted series shows that only 
SnSn-i in! i !! < correlated. The increment of substituent - s volume 

enhances the activity against both cell lines. The small substituent at 3- 
position addnl. increases the activity. However naphthyl group in place of Ph 
reduces the activity. Therefore the Ph motif with sterically large 
f^jT nt " 4 -P° aition Md ama " substituent at 3-position may be important 
for their activity. Integration of these substituents' effects into the 
structural design led to discover the more potent analog, 4-phenyl- l- (n- 
acetylindoline- 5- sulfonyl ) imidazolidinone 
33-5446-&6-3P 

RLi BAC (Biological activity or effector, except adverse); BSU (Biological 
«™? y ; n r? a ? fl \ fied) ' SPN (svnth9ti c Preparation); thu (Therapeutic use); 
BIOL (Biological study) , prep (Preparation) USES (uses) 

33oi« e ?6-3 tl CApS!!s antUum ° r Q3AR ° f Phenylarylsulfonylimidazolidinones) 
lH-lndole, l-acetyl-2,3-dihydro-5- [ <2-oxo-4 -phenyl -i- 
imidazolidinyl ) sulfonyl] - (9CI) (ca INDEX NAME) 



323593-20-0 CAPLUS 

1H- indole- 1-carboxylic acid, 5-chloro-2- [ [ (3S) -4- { (4-cyano-3- 
[(diphenylmethylene) amino] phenyl] methyl] -3- (methoxymethyl) -5-oxo-l- 
piperazinyl] sulfonyl]-, i , l -dimethylethyl ester (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 
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TI Indolinyl sulfonamide derivatives as virucides 
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ID, IL, IN, IS, JP, KE, KG, KP, KR, KZ, LC, LK, LR, LS, LT, Lu' 

LV, MA, MD, MG, MK, MN, MW, MX, MZ, NO, NZ, PL, PT, RO, RU, Sd' 

SE, SG, SI, SK, SL, TJ, TM, TR, TT, TZ, UA, UG, US, UZ, VN Yu' 
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CODR2R3 I 

N**^Me t 



2ii? c S pds ;- 1 l ? : N ' CH ' R1 * R2 ' RS ■ H ' alkv1 ' R3 - (un > ^tituted Ph , 

alkyl, benzodioxolylmethyl, R4 - h, (un) substituted alkyl, NR4R5 - 
Tf Heroes SLi!" pr ° P * Ced for U3e a8 virucides, especially in the treatment 
1" ! imP H „ Th . a ' ^^"yi^-^thyl-e-indolinesulfonyl chloride is 

,ZZ * t° ^? N " meth yl^id^ deacetylated, and converted to the 1-acetyl 
chloride which is aminated with 4-pyrrolidinoaniline to give the amide II n 
had an IC50 against HSV-l F/Vero of 25 nM, cf. Zovirax lu« 
313*S9-80-.»P 313683-61- BP 313689-92-6P 
3I3S8S-87-1P 3136a&-!S>2-$P 313650- 10- 7P 

RL: SPN (synthetic preparation), THU (Therapeutic use), BIOL (Biological 
study), prep (Preparation); USES (Uses) biological 

(preparation of indolinylsulfonamides as virucides) 
313689- SO-4 CAPLUS 

iv^^° le ; 1 ; CarbOXam ! de ' N " ( 4 - eth °*yPhenyl) -2, 3-dihydro-2-methyl-6- ( (4- (2- 
pyridinyl) -i-piperazinylj sulfonyl] - (sci) (CA INDEX NAME) 



0-Cr\rO±r~ 



RN 313689-81-5 CAPLUS 

CN ih- indole -1-carboxamide. 6- [ (4- [2- (dimethylamino) ethyl] -i- 

Se^naS 1 *" 1 ^ (9CI) <C 



OBt 



Me 2 N-CH 2 - Cti? 



hji 313689-82-6 CAPLUS 
^ ^hv^ a o ine ^ r ?°^ 1 ! C /f id ' 4 -'f 1 -"< 4 -«thoxyphenyl)amino]carbonyl)-2,3- 
(CA JSex"^^ - 1H - indol - 6 - y ^sulfonyl]-, 1,1-dimethylethyl ester (9CI, 



OBt 



RN 313689-87-1 CAPLUS 
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CN lHr Indole- l-carboxamide, N- (4 -ethoxyphenyl) -2, 3 -dihydro-2-methyl -6- [ [4- (2- 
pyrimidinyl) -1-piperazinyl) sulf onyl] - (9CI) (CA INDEX NAME) 



O-CrV 



m / 

j Me \S 



RN 313689-92-8 CAPLUS 

CN 1H- Indole- 1-carboxamide, N- [1 , 1 ' -biphenyl) -4-yl-2,3-dihydro-2-methyl-5- (4- 
morpholinylsulfonyl) - (9CI) (CA INDEX NAME} 



q-StOCc" ._Or 



V 



RN • 313690-10-7 CAPLUS 

CN 1H- Indole- 1-carboxamide, N~ (4 -ethoxyphenyl) -2, 3-dihydro-2-methyl-6- 1(4- 
methyl-l-piperazinyl) sulfonyl] - (9CI) (CA INDEX NAME) 



OEt 

ik/^ANSWER 53 OP 80 "CAPLUS "COPYRIGHT 2007 JjCS on' STN A 
aI/ 2000:787779 CAPLUS Ful l-_text 
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Tl . Multicentre hydrogen bonds in a 2:1 arylsulf onylimidazolone hydrochloride 
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AU Park, Kyung-Lae; Moon, Byoung-Gi; Jung, Sang-Hun; Kim, Jin-Gyu; . suh, 
Il-Hwan 

C3 College of Pharmacy, Chungnam National University, Taejeon, 3 05-764, S. 
Korea 

SO Acta Crystallographica, Section C-. Crystal Structure Communications 

(2000), CS6(I0), 1247-1250 

CODEN s ACSCEE; ISSN: 010B-2701 
PB Munksgaard International Publishers Ltd. 
DT Journal 
LA English 

AB The title compound, <S) - ( + ) -4- [5- (2-oxo-4-phenyl-4 , S-dihydroimidazol- 1- 
ylsulfonyl) indolin- 1-ylcarbonyl J anilinium chloride (S) - (♦) -1- (1- (4- 
aminobenzoyl) indoline- 5 -sulfonyl] -4 -phenyl- 4 , 5 -di hydro imidazol - 2 -one , 
C24H23N404S+ • CI - • C24H22N404S , crystallizes in space group C2 from a 
MeOH/CH2C12 solution Crystal log. data are given. In the crystal structure, 
there are two different conformers with their terminal C6 aromatic rings 
mutually oriented at angles of 67.69(14) and 61.16(15)°. The distances of the 
terminal N atoms (of the two conformers) from the chloride ion are 3.110(4) 
and 3.502(4) A. There are eight distinct H bonds, i.e. four N-H...C1, three 
N-H...0 and one N-H...N, with one N-H group involved in a bifurcated H bond 
with two acceptors sharing the H atom. C-H...0 contacts assist in the overall 
H-bonding process. 

IT 3C?14.'i- 33- 1 

RL: PRP (Properties) 

(crystal structure and multicenter hydrogen bonds in) 

RN 303143-33-1 CAPLUS 

CN lH-Indole, 1- (4-aminobenzoyl) -2 , 3 -dihydro- 5- t t US) -2-oxo-4 -phenyl- l- 
imidazolidinyl) sulfonyl] -, hydrochloride (2:1) (9CI) (CA INDEX NAME) 

Absolute stereochemistry. Rotation ( + ) . 




#1/2 HC1 
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The title compds. [I; X - CH2, 302; Rl = (un) substituted aryl, heteroaryl; R2 
= C02H, CN, COCH20H, etc.; R3 - OR15 (wherein R15 « substituted alkyl or 
cycloalkyl, (un) substituted heteroaryl), S(0)qRl5 (q « 0-2), (CH2) 3 co2H (s - 
0-4), etc.; R4-R7 - H, (un) subst ituted hydrocarbyl , heterocyclyl , etc.) and 
their pharmaceutical^ acceptable salts, amides or esters, useful- in the 
preparation of a medicament for the inhibition of monocyte chemoattractant 
protein- l and/or RANTES induced chemotaxis, were prepared and formulated. 
Thus, hydrolysis of the corresponding ester afforded 93% II which showed ICS0 
of 6.86 hm against hMCP-l receptor binding. 

St)77ES- 10- 4P 2S777.5-1.1-5P 2877E5-13-7? 

'20T>25 -3?-7P I&--25-'!2--p LS? 725- 43- SP 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified) ; SPN (Synthetic preparation) ; THU (Therapeutic use) ; 
BIOL (Biological study); PREP (Preparation); USES (Uses) 
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(preparation of 3-substituted indole-2-carboxylic acids for the inhibition 
Of monocyte chemoattractant prOtein-1 and/or RANTES induced chemotaxis) 
287725-10-4 CAPLUS 

1H- Indole -2- carboxylic acid,' 1- [ (3,4-dichlorophenyl)methylJ -3- (4- 
morpholinylsulfonyl) - (9CI) (CA INDEX NAME) 




i-O 



RN 297725-11-5 CAPLUS 

CN lH-lndole-2-carboxylic acid, 1- ( (3 , 4 -dichlorophenyl) methyl] -3 - [ (1 , 1- 
dioxido-4-thiomorpholinyl)sulfonyl] - (9CI) (CA INDEX NAME) 



ci 



RN 287725-13-7 CAPLUS 

CN lH-Indole-2-carboxylic acid, 1-1(3 ,4 -dichlorophenyl) methyl) -3- [ (4 -methyl- l- 
piperazinyl) sulfonyl]- (9CI) (CA INDEX NAME) 




10523285 
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RN 287725-39-7 CAPLUS 

CN 1H- Indole- 2 -carboxylic acid, 3- I U-carboxy-l-pyrrolidinyl) Bulfonyl] - l- 
[ (3,4 -dichlorophenyl) methyl] - (9CI) (CA INDEX NAME) 



H02C-— 

.L 



RN 287725-42-2 CAPLUS 

CN 1H- Indole- 2 -carboxy lie acid, 1- [ (3 , 4 -dichloropnenyl) methyl] -3 - ( [4- (2- 
hydroxyethyl) -1-piperazinyl] sulfonyl] - (9CI) (CA INDEX NAME) 




/ 



pry- ; cr ---- 



RN 287725-48-8 CAPLUS 

CN lH-Indole-2-carboxylic acid, 3- [ (4 -acetyl-l-piperidinyl) sulfonyl] -l- [(3 ,4- 
dichlorophenyl) methyl ] - (9C1) (CA INDEX NAME) 



CrirJ 



J 

-cr 



RN 267725-50-2 CAPLUS 

CN iH- Indole- 2- carboxylic acid, 1- ( (3 ,4 -dichloropnenyl) methyl] -3- [ (3-hydroxy- 
I-pyrrolidinyl> sulfonyl) - (9CI) (CA INDEX NAME) 



HO / 

b / 

o— I— 0 cl 



287726-24-3P 287726-25-4P 

RL: RCT ( React ant ) ; SPN (Synthetic preparation); PREP (Preparation); RACT 

(Reactant or reagent) 

(preparation of 3-substituted indole-2- carboxylic acids for the inhibition 
of monocyte chemoat tract ant protein-1 and/or RANTES induced chemotaxis) 

287726-24-3 CAPLUS 

1H- Indole- 2-carboxylic acid, 1- I (3 ,4-dichlorophenyl)methyl] -3- (4- 
morpholinyl sulfonyl) ethyl eBter (9CI) (CA INDEX NAME) 



2 o 



' 6 



287726-25-4 CAPLUS 

lH-lndole-2-carboxylic acid, 1- ( (3, 4 -dichlorophenyl) methyl] -3- ( (1.1- 
dioxido-4 -thiomorpholinyl) sulfonyl] -, ethyl ester (9CI) (CA INDEX NAME) 
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Characterization of the anticancer activity of DW2282, a new anticancer 
agent 

Hwang, Hyun sook; Moon, Eun Yi; Seong, Seung Kyoo; Choi, 
Yong Ho/ Jung, Sang Hun; Lee, Dug Keun; Yoon, Sung June 
Central Research Laboratories, Dong Wha Pharm. Ind. Co. 
430-010, s. Korea 
Anticancer Research (1999), 19(6B), 5087-5093 
CODEN : ANTRD4; ISSN: 0250-7005 
international Institute of Anticancer Research 
Journal 
English 

DW2282 ( (S) - <♦) -4 -phenyl -1- IN- (4-aminobenzoyl) indoline- 5 -sulfonyl] -4,5- 
dihydro-2-imidazolone) ■ hydrochloride was derived from diarylsulf onylurea and 
was identified as a prominent new anticancer agent. We examined the 
characteristics of DW2282 activity on the proliferation of human lung 
carcinoma cells, A54 9 and human leukemic cells, K562. DW2282 effectively 
inhibited cancer cell. proliferation in vitro. Colony forming assay and 
viability tests demonstrated that DW2282 is a cytotoxic agent rather than a 
cytostatic agent. The isotope uptake test exhibited that DW2282 inhibited or 
inactivated protein synthesis.' Also, under conditions which cause RNA or 
protein synthesis inhibition, by co-treatment with actinomycin D or 
cycloheximide, reduced the anticancer effects of DW2282. This means that the 
cytotoxicity of DW2282 depends partially on RNA or protein synthesis and 
proteins affected by DW2282 may inactivate or alter the process of the 
synthesis of another protein. DW2282 activity was highly diminished in the 
presence of colcemid, a metaphase Bpindle blocker. This result suggests that 
DW2282 may be related to the cell cycle. After exposure to DW2282, morphol. 
apoptotic cells appeared in A549 cells and fragmented DNA was detected in KS62 
cells. It demonstrated that apoptosis is one of the mechanisms by which 
DW22B2 inhibits the proliferation of A549 and K562 cells. 
203861-CS-S, DW2282 

RL: BAC (Biological activity or effector, except adverse); Bsu (Biological 
study, unclassified) ; THU (Therapeutic use) ; BIOL (Biological study) ; USES 
(Uses) 

(mechanism of anticancer activity of DW2282) 

203861-05-6 CAPLUS 



lH-lndole, 1- <4-aminobenzoyl> -2, 3-dihydro-5- 1 1 (4S) -2-oxo-4 -phenyl- l- 
imidazolidinyl] sulfonyl] - , monohydrochloride (9CI) (CA INDEX NAME) 



Absolute stereochemistry^ Rotation ( + ) 




• HCl 



THERE ARE 2 0 CITED REFERENCES AVAILABLE FOR THIS RECORD 
ALL CITATIONS AVAILABLE IN THE RE FORMAT 

&ktf> t! s w e r * 5 6* b f , b 0 ca f Lu 33 >p,yr'ight 2007 Ac^'SnTimJ - 

A^*VoT :2 67lT caplus' Full -text ' - ^-Wi 
DN 132j202740 

TI Effect of DH2282 on the induction of methemoglobinemia, hypoglycemia or 

wbc count and hematological changes 
AU Moon, Eun-Yi; Hwang, Hyun -s 00k; Choi, Chung -Ha; Jung, Sang -Hun; Yoon, 

Sung- June 

CS Central Research Laboratories, Dong-Wha Pharm. Ind. Co. Ltd., Anyang City, 

430-017, s. Korea 
SO Archives of Pharmacal Research (1999), 22(6), 565-570 

CODEN: APHRDQ; ISSN: 0253-6269 

PB Pharmaceutical Society of Korea 
DT Journal 
LA English 

AB DW2282, (S) - ( + ) - 4 -phenyl- 1 - [l- (4 -aminobenzoy 1 ) - indol ine - 5- sulf onyl] -4 , 5- dihy 

dro-2-imidazolone hydrochloride, is a new anticancer agent which is thought to 
exhibit a characteristic mechanism of action in the inhibition of tumor 
growth. In this study, we estimated the toxicities of DW2282 in mice. When 
mice were orally dosed for five consecutive days at the dosages of 50, 100 and 
150 mg/kg, DW2282 did not induce methemoglobinemia and hypoglycemia at any of 
these doses. However, increased ALT and AST values were observed in the 150 
mg/kg dosing group, and white blood cells (WBC) were significantly decreased 
at all doses. However, the changes in WBC count, ALT and AST immediately 
reversed after the cessation of drug administration, in addition, we found 
that DW2282 did not cause an increase in hemolysis in human blood. Taken 
together, these data suggested that DW2282 may have a relatively low level of 
toxicity, and that there may be a quick recovery from any toxicity it does 
produce . 

IT 203861-05-6, DW 2282 

RL: ADV (Adverse effect, including toxicity); BAC (Biological activity or 
effector, except adverse); BSU (Biological study, unclassified); THU 
(Therapeutic use) ; BIOL (Biological study) ; uses (Uses) 

(effect of DW228 2 on the induction of methemoglobinemia, hypoglycemia 
or WBC count and hematol. changes) 

RN 203861-05-6 CAPLUS 

CN lH-lndole, 1- (4-aminobenzoyl) -2,3-dihydro-5- [ [ (43) - 2-oxo-4 -phenyl -l- 
imidazolidinyl] sulfonyl]-, monohydrochloride (9CI) (CA INDEX NAME) 
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Preparation of imidazole derivatives as prenyl transferase inhibitors 
Dong, Zheng Xin; Shen, Yeelana 

Societe de conseils de Recherches et d' Applications Scientif iques (SCRAS) ,' 
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SO PCT Int. Appl. 
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DT Patent 
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The title compds. I (m, n, p, q - 0, 1 ; T - CR26R27, s, 0, CO, etc.; X = NY, 
S, O; Z - H, halo, etc.; R1-R6, R11-R13 - H, halo, OH, alkyl , etc.; R7, R8,iR9 
« H, aryl, aryloxy, etc.], useful aB prenyl transferase inhibitors (no data), 
were prepared E.g., 3- (3-chlorophenyl) -5- [ (4- chlorophenyl) hydroxy <l-methyl- 
lH-imidazol-5-yl)methylJ indole was prepared 
2!»2Sfi&-S4-3P 2S2«E9-2S-4 P 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified) ; SPN (Synthetic preparation) ; THU (Therapeutic use) ; 
BIOL (Biological study); PREP (Preparation); USES (Uses) 

(preparation of imidazole derive, as prenyl transferase inhibitors) 
252668-94-3 CAPLUS 

1H- Indole- 5-methanol , 3- (3-chlorophenyl) -a- (4-chlorophenyl) -a- 
(l-methyl-lH-imidazol-5-yl) -1- ( (4 -methyl - 1 -piperazinyl) sulfonyl] - (9CI) 
(CA INDEX NAME) 




252669-26-4 CAPLUS 

1H- Indole- 5-methanol, 3- (3-chlorophenyl) -a- (4-chlorophenyl) -a- 
(1-methyl-lH-imidazol-S-yl) -l- (4-morpholinylsulf onyl) - (9CI) (CA INDEX 
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Preparation of indole derivatives with antiviral activity 
Fujishita, Toshio? Yoshinaga, Tomokazu 
Shionogi t Co.,. Ltd., Japan 
SO PCT Int. Appl., 104 pp. 
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dt Patent 
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CH= t— Y 



The title compds. I [Rl represents hydrogen, lower alkyl, optionally 
substituted arylsulf onyl, etc.; R2 represents hydrogen, lower alkyl, 
optionally substituted aralkyl, etc.; R3 , R4, R5, and R6 each independently 
represents hydrogen, halogeno, lower trihaloalkyl, etc.; X represents hydroxy 
or optionally substituted amino; and Y represents C02R (R is hydrogen or an 
ester residue), optionally substituted aryl, or optionally substituted 
heteroaryl] are prepared They have integrase inhibitory activity and are 
useful as ant i- HIV agents. The title compound II in vitro showed IC50 of 0.31 
ug/mL against integrase. 
£4 S425 - 85 - 3P £4 Si 26 •■ 42- CP 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified); SPN (Synthetic preparation); THU (Therapeutic use); 
BIOL (Biological study) ; PREP (Preparation) ; USES (Uses) 

(preparation of indole derivs. with antiviral activity) 
24 5425-85-8 CAPLUS . 

2-Butenolc acid, 4- [S-chloro-1- (4-morpholinyl3Ulfonyl) - lH-indol-3-ylJ -2- 
hydroxy-4-oxo-, ethyl ester (9CI> (CA INDEX NAME) 



\— ch= c- C— O Et 



24 54 26-42-0 CAPLUS 

2-Butenoic acid, 4- (5-chloro-l- (4 -morpholinylsulfonyl) -lH-indol-3-yl] -2- 
hydroxy-4-oxo- (9CI) (CA INDEX NAME) 
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Antitumor activity of 4-phenyl- l-arylsulfonylimidazolidinone, DW2143 
Moon, Eun-Yi, Seong, Seung-Kyoo; Jung, Sang- Hun; Lee, Moon sun; Lee, 
Dug-Keun, Rhee, Dong-Kwon; Pyo, Suhkneung, Yoon, Sung- June 
Central Research Laboratories, Dong wha Pharm. Ind. Co. Ltd., Kyunggido, 
s. Korea 

Cancer Letters (Shannon, Ireland) (1999), 140(1,2), 177-187 

CODEN; CALEDQ; ISSN: 0304-3835 
Elsevier Science Ireland Ltd. 
Journal 
English 

The authors examined the ability of the sulfonylurea derivative, DW2143 (4- 
phenyl-l- [l- (4-aminobenzoyl) -indoline-5-sulfonyl) -4 , 5-dihydro-2- imidazolone 
hydrochloride), to inhibit the growth of tumor cells in vitro and in vivo. 
When its anti-prolif erative activities were tested on 5 murine tumor (B16, 
Colon26, EL4, 3LL, and P3 88) and 9 human tumor (BxPC-3, Hep 02, LoVo, MCF-7, 
NCI-H69, SW480, wiDR, KB, and KBV20C) cells of diverse tissue origins, the in 
vitro antitumor activities of DW2143 were comparable to those of doxorubicin 
against all tumor cell lines. In addition, the anti-proliferative activities 
of DW2143 against KBV20C, a vincristine- resistant cell line, are similar or 
superior to those of doxorubicin, when the in vivo antitumor activities using 
3 murine tumor cells were tested after oral administration of DW2143, a wide 
range of tumor growth inhibition was observed Tumor growth inhibition against 
3LL at doses of 50 and 100 mg/kg DW2143 was 84.3% and 47.2%, resp. , which was 
comparable or superior to those of doxorubicin (5 mg/kg). Tumor growth 
inhibition of B16 at a dose of 100 mg/kg in the DW2l43-treated group was 42% 
as compared to 54% for doxorubicin (5 mg/kg) . When mice implanted with 
Colon26 were tested, tumor growth inhibition at a dose of 80 mg/kg DW2143 was 
36% as compared with 37% for doxorubicin (5 mg/kg). Taken together, these 
results indicate that the novel sulfonylurea derivative, DW2143, is an 
attractive candidate for further development as a useful oral anticancer drug. 
203860-97- 3 , DW 214 3 

RL: thu (Therapeutic use) ; BIOL (Biological study) i USES (Uses) 

(antitumor activity of DW2143 in murine and human tumor cells) 
203860-97-3 CAPLUS 

IH-Indole, l- (4-aminobenzoyl) -2 , 3-dihydro-5- ( (2-oxo-4-phenyl- l- 
imida2olidinyl)sulfonyl) -, monohyd roc hlo ride (9CI) (CA INDEX NAME) 
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Title compds. [1/ R - S02NR1R2, m ■ H or alkyl , R2 - (cyclo) alkyl , 
(hetero)arylalkyl, etc.i NR1R2 • heterocyclyl; R3,R4 - H, - halo, N02, alkyl; R5 
- H, alkyl, (hetero)arylalkyl' were prepared Thus, S-chlorosulf onylisatin was 
amidated by (S) -2-methoxymethylpyrrolidine to give I |R ■ (S) -2-raethoxymethyl- 
l-pyrrolidinylsulfonyl, R3-R5 - H) . Data for biol. activity of I were given. 
22051Q-S1-0P 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified); SPN (Synthetic preparation); THU (Therapeutic use); 
BIOL (Biological study); PREP (Preparation); USES (Uses) 

(preparation of 5-sulfamoylisatins as caspase inhibitors) 
220510-51-0 CAPLUS 

Pyrrolidine, 1- I (2, 3-dihydro- 1- (methoxyroethyl) -2, 3-dioxo- 1H- indol-5- 
yDsulfonyl] -2- (phenoxymethyl) - , (2S) - (9CI) (CA INDEX NAME) 



Absolute 8tereochemi3try . 
PhO 
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R10COCR1R2NR3SO2NR20R21 [I; R1-R3 w H, (CO- interrupted) alkyl, 
heterocyclyl (alkyl) , (hetero)aryl (alkyl) , etc.; R1R2, R1R3, R2R3 - atoms to 
complete a ring, Rio . NRUOR12; R11.R12 - H or (ar) alkyl, R20.R21 - H, alkyl 
(hetero)aryl (alk(en)yl] , etc., NR20R21heterocyclyl) were prepared Thus, <R)-i 
[4- (4-chlorobenzoyl)piperidine-l-sulfonyl]piperidine-2- carboxylic acid was 
amidated by H2NOCMe3 and the product deprotected to give title compound (R) - 
II. Data for biol. activity of I were given. 

2101U5-3S-1P 21 0!>15-40-!>P 2IvM5 - 57 -4F 

210315- 5S-6P 210*15- *0-!>P 210<>1S-Si-0P 

2.!.09iS-'j9-SP 21(mS-11-2P 210915-72-3P 

2iGvIS-7&-?P 210S1S-78-9P 21091 5-30- 3P 

210315-S3-6P 210»15-e(;-'*I» 210915- «?- 0B* 

210$1S-S?-1P 210&15-B9-2P !£l*mS-0O-5F 

2I0315-V1-6P 210?lS-32-T 2 1 0915- ?3 - 6P 

210*15-94-2? 21&*15-*S-OP Z10&15-&6-1P 

210913-01-1P 210?ie-05-5P 210915-0S-&P 
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21&*lo-0*-*iP 21Cfr3fc-l4 -«P lii(j91l-14-SP 

:u?"»ifc-i~-*p :i09i<;.--»«.-4P :m'*i*-J7-5T 

210vl6-4?-?P ilO'»16-4?.7P ilOMS-SC-OP 
21G?i6-Si-iP 210M*-E2-2t 21091S- E3- 3P 
riC9i«;-S«-4P 21C».i.*-5S-5P 

RL: BAC {Biological activity or effector, except adverse); BSU {Biological 
study, unclassified),- SPN (Synthetic preparation); THU (Therapeutic use) ; 
BIOL (Biological study); PREP (Preparation); USES (Uses) 

(preparation of N-sulfamoylpiperidine-2-hydroxamic acids and analogs as 

metalioproteinase inhibitors) 

210915-38-1 CAPLUS 

2- Piper id inecarboxamide, l- ( [4- (5-fluoro-lH- indol- 3 -yl) -l- 
piperidinyl] sulfonyl] -N-hydroxy- (9CI) (CA INDEX NAME) 



^ HO— NH — \ 



210915-40-5 CAPLUS 

2-Piperidinecarboxamide, 1- [14- (6-chloro-lH- indol-3-yl) - 
piperidinyl] sulfonyl) -N-hydroxy- (9CI) (CA INDEX NAME) 



HO— NH— C 



210915-57-4 CAPLUS 

2-Piperidinecarboxamide, 1- ( [4- (5-chloro- 1H- indol-3-yl ) - 1- 
piperidinyl) sulfonyl) -N-hydroxy- (9CI) (CA INDEX NAME) 



RN 210915-60-9 CAPLUS 

CN l-Piperazinecarboxylic acid, 4- 1 (4- (6-chloro- 1H- indol - 3 -yl ) -l - 

piperidinyl] sulfonyl] -3- ( (hydroxy amino) carbonyl) -, phenylmethyl ester 
<9CI) (CA INDEX NAME) 



RN 210915-61-0 CAPLUS 

CN 2-Piperazinecarboxamide , 4 -acetyl -N-hydroxy- 1- [ (4- {6 -methyl- lH-indol-3-yl) - 
1-piperidinyl) sulfonyl] - <9CI) (CA INDEX NAME) 




«, RN 210915-59-6 CAPLUS 
CN 1-Piperazinecarboxylic acid, 4- { [4- (5-f luoro-lH-indol-3-yl) -l- 

piperidinyl] sulfonyl] -3-1 (hydroxyamino) carbonyl) - , phenylmethyl ester 
(9CI) (CA INDEX NAME) 



RN 210915-69- B CAPLUS 

CN 2-Piperidinecarboxamide, 1- { (4- (4-chloro-lH-indol-3-yl) -1- 
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RN 210915-71-2 CAPLUS 

CN 2-Piperidinecarboxamide, 1- ( (4- <6-f luoro- 1H- indol-3-yl ) -l- 

piperidinyl] sulfonyl) -N-hydroxy-, <2R)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 210915-72-3 CAPLUS 

CN 2-Piperidinecarboxamide, N-hydroxy-l- [ (4- (5-methoxy-lH-indol-3-yl) -1- 
piperidinyl) sulfonyl] - (9CI) (CA INDEX NAME) 



RN 210915-76-7 CAPLUS 

CN 2-Piperidinecarboxamide, N-hydroxy-l- [ (4- (5-hydroxy- lH-indol-3-yl) -1- 
piperidinyl] sulfonyl) - (9CI) (CA INDEX NAME) 



/ 

. / HO— NH — C 



RN 210915-78-9 CAPLUS 

cn 2-Piperidinecarboxamide, 1- [ (4- (s-cyano-iH-indol-3-yl> -1- 

piperidinyl] sulfonyl] -N-hydroxy-, (2R)- (9CI) (CA INDEX NAME) 



1052328/ 
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JO 



RN 210915-80-3 CAPLUS 

CN 2-Piperidinecarboxamide, l- 1(4- <5-chloro- 1H- indol-l-yl) -l- 
piperidinyl] sulfonyl) -N-hydroxy- (9CI) (CA INDEX NAME) 



— NH— C 

ft. 



RN 210915-83-6 CAPLUS 

CN 2-Piperidinecarboxamide, N-hydroxy-l- [ t4 - (4 , S , 6, 7- tetraf luoro-lH- indol -3- 
yl) -1-piperidinyl) sulfonyl] -, (2R) - (9CI) (CA INDEX NAME) 



Absolute stereochemistry 




210915-66-9 CAPLUS 

1,3-Piperazinedicarboxamide, Nl- ( 1 , 1-dimethylethyl) -4- 
indol-3-yl)-l-piperidinyl]sulfonyl] -N3-hydroxy- <9CI) 



[4- {5-fluoro-lH- 
(CA INDEX NAME) 



Absolute stereochemistry. 



10523285 



<xx^o-!-9.. 
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o 

.C— NHBu-t 



RN 210915-87-0 CAPLUS 

CN 1-Piperazinecarboxylic acid, 3- [ (hydroxyamino) carbonyl) -4- ( [4- (4, 5,6,7- 
tetraf luoro-l- [ (2- (trimethylsilyUethyl] sulfonyl) -lH-indol-3-yl] -l- 
piperidinyljsulfonyl) - , phenylmethyl ester (9CI) (CA INDEX NAME) 



CH2-CH2-S1M03 



10523285 



RN 210915-90-5 CAPLUS 

CN 2-Piperazinecarboxamide, 1- I [4- (5-f luoro-lH- indol-3-yl> - 1- 

pi per idinyl) sulfonyl) -N- hydroxy- 4 - [ (tetrahydro-2H-pyran-4-yl) carbonyl] - 
(9CI) (CA INDEX NAME) 



210915-88-1 CAPLUS 

l-Piperazinecarboxylic acid, 3- { (hydroxy amino) carbonyl J -4-1 (4 -(4, 5,6,7- 
tetrafluoro-lH-indol-3-yl) - l-piperidinyl] sulfonyl] - ( phenylmethyl ester 
'■*•"-• (CA INDEX NAME) 




RN 210915-91-6 CAPLUS 

CN 2-Piperidinecarboxamide, 1- ( (4- (5- (acetylamino) - lH-indol-3-yl] -i- 
piperidinyl] sulfonyl] -N-hydroxy-, (2R) - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 210915-89-2 CAPLUS 

CN l-Piperazinecarboxylic acid, 4- ( {4- (5-f luoro-lH-indol-3-yl) -l- 

piperidinyl] sulfonyl] -3- {{hydroxyamino) carbonyl]-, methyl ester (9CI) (CA 
INDEX NAME) 



RN 210915-92-7 CAPLUS 

CN 2-Piperazinecarboxamide, 4- [ (23) - 2- amino-3 -methyl- l-oxobutyl) -l- [ 14- (6- 

fluoro-lH-indol-3-yl) -l-piperidinyl] sulfonyl] -N-hydroxy- (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. 
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RN 210915-93-8 CAPLUS 

CN 1,3-Piperazinedicarboxamide, N3-hydroxy-Nl,Nl-dimethyl-4- I (4- (4,5,6,7- 
tetrafluoro-lH-indol-3-yl)-i-piperidinyl] sulfonyl] -, (3R>- (sci) (CA 
INDEX NAME) 



Absolute stereochemistry. 




RN 210915-94-9 CAPLUS 

cn 2-Piperazinecarboxamide, 4- (cyclopropylmethyl) - l- l"[4- (6-f luoro-lH-indol-s- 
yl) -l-piperidlnyl) sulfonyl) -N-hydroxy-, (2R)- (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 
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o 




RN 210915-96-1 CAPLUS 

CN 2-Piperazinecarboxamide. 4- Ibis (dimethylamino) phosphinyl] -l- [ [4- (6-f luoro- 
lH-indol-3-yl) -l-piperidinyl) sulfonyl] -N-hydroxy- (9CI) (CA INDEX NAME) 



'A 



RN 210916-01-1 CAPLUS 

CN 1, 3-Piperazinodicarboxamide, 4 - [ [4- (5-cyano-lH-indol- 3-yl) -l- 

piperidinyl] sulfonyl] -Nl- (l, i-dimethylethyl) -N3-hydroxy- , (3R) - (9CI) (CA 
INDEX NAME) 




RN 210916-05-5 CAPLUS 

CN 2-Piperazinecarboxamide, 1- I (4- (5-cyano-lH-indol-3-yl) -1- 

piperidinyl) sulfonyl] -N-hydroxy-4 - (4 -morpholinylcarbonyl) - , (2R) - (9CI) 
(CA INDEX NAME) 



RN 210915-95-0 CAPLUS 

CN 2-Piperazinecarboxamide, 4- ( (dimethylamino) Bulfonyl] -l - [ [4 - (5-f luoro- 1H- 
indol-3-yl) -l-piperidinyl] sulfonyl) -N-hydroxy- (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 



RN 210916-08-8 CAPLUS 

cn 2-Piperidinecarboxamide, l- [ [4- (5-cyano-l 
l-piperidinyl] sulfonyl] -N-hydroxy- , (2R) - 

Absolute stereochemistry. 



(methylBulfonyl) - 1H- indol-3 -yl] - 
(SCI) (CA INDEX NAME) 




RN 210916-09-9 CAPLUS 

CN 3-Thiomorpholinecarboxamide, 4- [ [4 - (S-cyano- lH-indol-3 -yl) - l- 

piperidinyl) sulfonyl] -N-hydroxy-2, 2-dimethyl- , (3R) - (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. 



/ 



210916-14-6 CAPLUS 

2-Pipera2inecarboxamide, l- [ (4- (S-cyano-lH-indol-3-yl) -l- 
piperidinyl] aulfonyl] -N-hydroxy-4- (pyrazinylcarbonyl) - , (2R) - 
INDEX NAME) 



10523285 3l0of362 
Absolute^ tereochemiatry. 



210916-16-8 CAPLUS 

l-Piperazinecarboxylic acid, 4 - [ [4- (6-chloro- 1- [ [2- 

(trimethylailyl)ethyl) sulfonyll - 1H- indol-3-yl] -l-piperidinyl] sulfonylj -3- 
[(hydroxyamino)carbonyl) phenylmethyl ester (9CI) (CA INDEX NAME) 



CH2— CH2— SiMej 




b '^NH-OH 

^ O- O- CH2- P 



210916-17-9 CAPLUS 

l-Piperazinecarboxylic acid, 4- [ [4- [6- fluoro- l- I [2- 

(trimethylsilyl)ethyl) sulfonyl} - 1H- indol-3-yl) -l-piperidinyl] sulfonyl] -3- 
[(hydroxyamino)carbonyl)-, phenylmethyl ester (9CI) tCA INDEX NAME) 




210916-46-4 CAPLUS 

2- Piperazinecarboxamide, 



l- ( 14- (5-f luoro-lH-indol-3-yl) -1- 



10523285 3 1 1 of 362 



NH-O- CH2- Ph 



RN 210916-47-5 CAPLUS 

CN 2-Piperidinecarboxamide, N- (phenylmethoxy) -l- [ [4- (4 , 5, 6, 7- tetraf luoro-lH- 
indol-3-yl) -l-piperidinyl] sulfonyl) - , (2R)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 210916-48-6 CAPLUS 

CN l-Piperazinecarboxylic acid, 4- J (4- (5-f luoro-lH-indol-3-yl) -1- 

piperidinyl) sulfonyl] -3- ( t( phenylmethoxy) amino) carbonyl] -, methyl eater 
(9CI) (CA INDEX NAME) 



/ 



NH — Q- CH 2 - Ph 



210916-49-7 CAPLUS 

2- Piperazinecarboxamide, 1- ( {4- (5-f luoro-lH- indolr3-yl) -1- 
piperidinyl) sulfonyl) - N- (phenylmethoxy) -4- ( (tetrahydro-2H-pyran-4- 
yDcarbonyl] - (9CI) (CA INDEX NAME) 



10527285 

V 
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rJ-O 



NH-0-CH2- Ph 



RN 210916-50-0 CAPLUS 

CN l, 3-Piperazinedicarboxamide, Nl- (1, l-dimethylethyl) -N3- (phenylmethoxy) -4- 
[(4- (4,5.6,7-tetrafluoro-lH-indol-3-yl)-l-piperidinylJsulfonylJ -, OR) - 

(9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



^^^^y^ ^^^^ j^^N-^NHBu-t 



RN 210916-51-1 CAPLUS 

CN 1,3-Piperazinedicarboxamide, Nl , Nl-dimethyl-N3- (phenylmethoxy) -4- [ [4- 

(4,5,6,7-tetraf luoro-lH-indol-3-yl) -l-piperidinyl] sulfonyl] - , (3R) - (9CI) 
(CA INDEX NAME) 



Absolute stereochemistry. 




210916-52-2 CAPLUS 

2-Piperidinecarboxamide, N-hydroxy-N- (4-morpholinylmethyl) -1- [(4- (4,5,6,7- 
tetrafluoro- 1H- indol-3 -yl) -l-piperidinyl) Bulfonyl] -, (2R)- (9CI) (CA 



Absolute stereochemistry. 



10523285 
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10523285 
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RN 210916- 53 -3 CAPLUS 

CN 2-Piperidinecarboxamide, 1- [ [4- (5- f luoro-lH-indol-3-yl> -1- 

piperidinyl] sulfonyl] -N-hydroxy-N-methyl- . <2R) - (SCI) (CA INDEX NAME) 




RN 210916-54-4 CAPLUS 

CN 1,3-Piperazinedicarboxamide, 4- [ [4- (5-cyano- 1H- indol-3-yl> -1- 




RN 210916-55-5 CAPLUS 

CN 2-Piperidinecarboxamide, 1- [ [4- (5-cyano- lH-indol-3-yl) -l- 

piperidinyl) sulfonyl) -N-methoxy-N-methyl-, <2R> - (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 




U 



IT 210910-97-SP 210917-00-3P 210917-01-4P 
210917-04-7P 210S17-46-7P 210Sfl7-47-8P 
210S17-S1 -4P 210917- 52-SP 210917-53-6F 
210f>17-55-eP 2105-17-56-9P 210f»n-57-0P 
210517- 50 - IP 210917-5*- 2P 210917-47* 2P 
21091T-«S-3P 210917-69-4P 210*17 - 10 -TP 

RLi RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation of N-sulf amoylpiperidine-2-hydroxamic acids and analogs as 
metalloproteinase inhibitors) 
RN 210916-97-5 CAPLUS 

CN 2-Piperidinecarboxylic acid, 1- t [4- (6-chloro- 1H- indol-3-yl) - l- 
piperidinyl) sulfonyl] -, (2R>- (9CI) (CA INDEX NAME) 




RN 210917-00-3 CAPLUS 

CN 2-Piparidinecarboxylic acid, 1- [ (4- (5-chloro-lH-indol-l-yl) -1- 
piperidinyl] sulfonyl]- (9CI) (CA INDEX NAME) 
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RN 210917-01-4 CAPLUS 

CN 2- Piper idinecarboxylic acid, 1- I (4- (5-chloro-lH-indol-3-yl) -l- 
piperidinyl ] sulfonyl) - (9CI) (CA INDEX NAME) 



* H 0 2 



RN 210917-04-7 CAPLUS 

CN 2-Piperidinecarboxylic acid, 1- [ (4 - (5-methyl-lH-indol-3-yl) -l- 
/piperidinyl) sulfonyl) - (9CI) (CA INDEX NAME) 



RN 210917-46-7 CAPLUS 

CN 1, 3-Piperazinedicarboxylic acid, 4- [ [4- (5-fluoro-l- [ [2- 

(trimethylsilyl)ethylj sulfonyl] - lH-indol-3-ylJ -i-piperidinyl] sulfonyl) - 
1- (phenylraethyl) ester (9CI) (CA INDEX NAME) 



CH2-CH2-SiMC3 



RN 210917-47-8 CAPLUS 

CN l-Piperazinecarboxylic acid, 4- 1 14- 15-f luoro-1- [ [2- 

(trimethylsilyl)ethyl)sulfonyll -iH-indol-3-ylJ -l-piperidinylj sulfonyl] -3- 
[(hydroxyamino)carbonyl)-, phenylmethyl ester (9CI) (CA INDEX NAME) 
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CH2~CH2-SiMe3 



. v. O C-NH- 

°-rrX 



C— O- CH2- Ph 
o 



RN 210917-51-4 CAPLUS 

CN 1,3-Piperazinedicarboxylic acid. 4- I [4- (4 , 5 , 6, 7- tetraf luoro- 1H- indol - 3-yl> - 
1-piperidinyl] sulfonyl) -, 1- (1, l-dimethylethyl) ester, OR) - (9CI> (CA 
INDEX NAME) 



lolute stereochemistry. 



N^^O 



RN 210917-52-5 CAPLUS 

CN 1-Plperazinecarboxylic acid, 3 - 1 ( (phenylmethoxy) amino) carbonyl) -4- 1 (4- 
(4,5,6,7-tetrafluoro-lH-indol-3-yl) -1-piperidinyl) sulfonyl) - , • 
1, l-dimethylethyl ester, OR)- (9CI) (CA INDEX NAME) 

Abaolute stereochemistry. 



AbSC 



RN 
CN 



210917-53-6 CAPLUS 

2-Piperazinecarboxamide, N- (phenylmethoxy) -l- 1 (4- (4,5,6, 7-tetraf luoro-lH- 
indol-3-yl)-l-piperidinyl)sulfonyll -, (2R)- (9CI) (CA INDEX NAME) 
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Absolute stereochemistry. 




S 



RN 210917-55-8 CAPLUS 

CN 2-Piperidinecarboxylic acid, l- ( [4 - (5-f luoro-lH-indol-3-yl> -l- 

piperidinylj sulfonyl) - , methyl ester, (2R) - (9C1) (CA INDEX NAME) 



Absolute stereochemistry. 




TXQ 
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RN 210917-58-1 CAPLUS 

cn 2-Piperidinecarboxamide, l-.[ 14- (5-f luoro-lH- indol-3 -yl) - 1- 

piperidinyl) sulfonyl] -N-methyl-N- (phenylmethoxy) - , (2R) - (9CI) {CA INDEX 
NAME) 




210917-56-9 CAPLUS 

2-Piperidinecarboxylic acid, 1- [ [4- (5-f luoro- lH-indol-3-yl) -l- 
pineridinyl] sulfonyl} - , <2R)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



XX x O 



RN 210917-57-0 CAPLUS 

CN 2-Piperidinecarboxamide, l- [ (4- <S-fluoro-lH-indol-3-yl) -l- 

piperidinyll sulfonyl] -N- (phenylmethoxy) - , (2R) - (9CI) (CA INDEX I 

Absolute stereochemistry. 




210917-59-2 CAPLUS 

,peridinecarboxylic acid, 
ridinyl] sulfonyl] - (9CI) 



- [[4- <5-hydroxy-lH-indol-3-yl>- 
(CA INDEX NAME) 



f H 0 KU2< -^^\ 



RN *■ 210917-67-2 CAPLUS 

CN 2-Piperidinecarboxylic acid, l- [ (4- [5-cyano- 1- (methylaulfonyl) - 1H- indol-3- 
yl) -l-piperidinyl] sulfonyl] -, (2R) - (9CI) (CA INDEX NAMS) 

Absolute stereochemistry. 




RN 210917-68-3- CAPLUS 

CN 2-Pipera2inecarboxamide, 1- ] [4- [5-cyano-l- [ 12- 

(trimethylsilyl)ethyl) sulfonyl] - 1H- indol-3 -yl] -l-piperidinyl] sulfonyl] -N- 
( phenylmethoxy) - , (2R)- (9CI) (CA INDEX NAME) 




RN 210917-69-4 CAPLU3 

CN 2-Pipera2inecarboxamide, 1- [ (4- {5-cyano-l- [ (2- 

(trimethylsilyl)ethyl] sulfonyl] - 1H- indol-3 -ylj -l-piperidinyl] sulfonyl] -4- 
I (dimechylamino) sulfonyl] -N- (phenylmethoxy)-, (2R>- <9CI> (CA INDEX NAME) 



Absolute stereochemistry. 
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RN 210917-70-7 CAPLUS 

CN 2-Piperazinecarboxamide, l- [ [4- (5-cyano- 1H- indol-3 -yl) - 1- 

piperidinyl] sulfonyl] -4- ( (dimethylamino) sulfonyl] - N- (phenylmethoxy) - , 
(2R) - (9CI) (CA INDEX NAME) 




TI structure-Based Design, Synthesis, and Biological Evaluation of 

Irreversible Human Rhinovirus 3C Protease Inhibitors. 1. Michael Acceptor 
Structure-Activity studies 

AU Dragovich, Peter 3. ; Webber, Stephen E.j Babine, Robert E. » Puhrman, 

Sheila A.; Patick, Amy K. j Matthews, David A.,- Lee, Caroline A.,- Reich, 
Siegfried H.» Prins, Thomas J. ; Marakovits. Joseph T. ; Littlefield, Ethel 
s.; Zhou, Ru; Tikhe , Jayaahreej Ford, Clifford E.; Wallace, Michael B.,- 
Meador, James H., Ill; Ferre, Rose Ann; Brown, Edward L.; Binford, Susan 
L.; Hair, James E. V.j DcLielc, Dorothy M. > Norland, Stephen T. 

CS Agouron Pharmaceuticals Inc., San Diego, CA, 92121, USA 

SO Journal of Medicinal Chemistry (1998), 41(15), 2806-2818 

CODENi JMCMAR; ISSNi 0022-2623 

PB American Chemical Society 
DT Journal 
LA English 

AB The structure-based design, chemical synthesis, and biol. evaluation of 
peptide-derived human rhinovirus, (hrv) 3C protease (3CP) inhibitors are 
described. These compds. incorporate various Michael acceptor moieties and 
are shown to irreversibly bind to HRV serotype 14 3 CP with inhibition 
activities (kobs/[I]l ranging from 100 to 600 000 M-l s-l. These inhibitors 
are also shown to exhibit antiviral activity when tested against HRV-14- 
infected Hl-HeLa cells with EC50"s approaching 0.50 ^M. Extensive structure- 
activity relationships developed by Michael acceptor alteration are reported 
along with the evaluation of several compds. against HRV serotypes other than 
14. A 2.0 A crystal structure of a peptide-derived inhibitor complexed with 
hrv - 2 3 CP is also detailed. 

IT 199004-?6-r<P 

RL: BAC (Biological activity or effector, except adverse); bsu (Biological 
study, unclassified); SPN (Synthetic preparation) ; BIOL (Biological 
study); PREP (Preparation) 

(structure- based design, synthesis, and biol. evaluation of 
irreversible human rhinovirus 3C protease inhibitors which incorporate 
Michael acceptor moieties) 
RN 199004-86-9 CAPLUS 

CN L-Phenylalaninamide, N- ( (phenylmethoxy) carbonyl] -L-leucyl-N- I (is, 28) -1- (3- 
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amino-3-oxopropyl)-4- (2, 3-dihydro-6- <l-pyrrolidinylsulfonyl) -lH-indol-l- 
yl] -4-oxo-2-butenyl)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
Double bond geometry as shown. 



/ 

* o o 
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1998T4 27363 CAPLUS Full-text * 

129:136131 

Synthesis and antitumor activity of 4-phenyl-l- 
arylsulfonylimidazolidinones 

Jung, Sang-Hun; Lee, Hui-Soon; song, Jae-Shin; Kim, Hwan-Mook; Han, 
sang-Bae; Lee, Chang-Woo; Lee, Moonsun; Choi, Dong- Rack; Lee, Jung-Ah; 
Chung, Yong-Ho; Yoon, Sung -June; Moon, Eun-Yi; Hwang, Hyun-Sook; Seong, 
Seung-Kyoo; Lee, Dug-Keun 

college of Pharmacy, chungnam National University, Taejon, 305-764, s. 
Korea 

Bioorganic & Medicinal Chemistry Letters (1998), 8(12), 1547-1550 

CODEN: BMCLE8 ; ISSN: 0960- 894X 

Elsevier science Ltd. 

Journal 

English 

Novel I- (l-benzoylindoline-5-sulfonyl) -4-phenyl-4 , 5-dihydroimidazolones were 
prepared and show highly potent and broad cytotoxicities. The 4-aminobenzoyl 
derivative (DW2143) exhibits much more potent cytotoxicities than doxorubicin 
and highly effective antitumor activities against murine (3LL, Colon 26) and 
human xenograft (NCI-H23, SH620) tumor models. 
203CCO-95-1P 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified); RCT (Reactant) ; SPN (Synthetic preparation); BIOL 
(Biological study) i PREP (Preparation) ; RACT (Reactant or reagent) 

(preparation and antitumor activity of benzoylindolinesulf onylimidazolones) 
203860-95-1 CAPLUS 

lH-lndole, 2,3-dihydro-l- (4-nitrobenzoyl) -5- ( <2-oxo-4-phenyl-l- 
imidazolidinyDsulfonyl] - (9CI) (CA INDEX NAME) 
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;:o3a60-&7-ip 2io*9i-35-3p 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified); SPN (Synthetic preparation) ; BIOL (Biological 
study); PREP (Preparation) 

(preparation and antitumor activity of benzoylindolinesulfonylimidazolones) 
203860-87-1 CAPLUS 

1H- indole, 1 -benzoyl -2 , 3 -dihydro-5- [ (2-oxo-4- phenyl -1 - 
imidazolidinyDsulfonyl) - (9CI) (CA INDEX NAME) 



RN 210691-35-3 CAPLUS 

CN lH-lndole, 1- (4-aminobenzoyl) -2, 3-dihydro-5- [ (2-oxo-4-phenyl- l- 
imidazolidinyDsulfonyl) - <9CI) (CA INDBX NAME) 



THERE ARE 6 CITED REFERENCES AVAILABLE FOR THIS RECORD 
ALL CITATIONS AVAILABLE IN THE RE FORMAT 



a ANSHER ft 64» O F w 80 ^CAPLU3 rt ^mPYRIOHTtf2p L 07 ^ 
■iy9B?l77y"7^CAPLU3*y^ : * 

DN 128:204885 

TI Preparation of arylsul f onylimidazolones as antitumor agent 

IN Yoon, Sung June; Chung, Yong Ho; Lee, Moon Sun; Choi. Dong Rack; Lee, Jung 

A.; Lee, Hee Soon; Yun, Hae Ran; Lee, Dug Keun; Moon, Bun Yi; Hwang, Hyun 

Sook; Choi, Chung Ha; Jung, Sang Hun 
PA Dong Hha Pharm. Ind. Co., Ltd., S. Korea 
SO PCT int. Appl., 8 5 pp. 

CODEN: PIXXD2 
DT Patent 
LA English 
FAN . CNT 1 
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OS MAR PAT 128:204885 



GI 



^ XX>-» 



C0 2 Et II 



AB The title compds. [I; Rl - H, Me; R2 - chloroacetyl , allylaminoacetyl, Cl-S 
alkylaminoacetyl, etc.] and their pharmaceuticaliy acceptable salts and 
stereoisomers, which show a superior antineoplastic activity in contrast to 
the known sulfonylurea antitumor agents as well as little side effect, were 
prepared Thus, reaction of 4-phenyl- l- (indoline- 5-sulfonyl) -2- imidazolone 
with ethylchloroformate in the presence of pyridine in CH2C12 afforded 96% the 
title compound II which showed IC50 of 0.374 ng/mL against human lung 
carcinoma (A54 9) cell line growth. 

IT 203 860- 9S- IF 203 861 -OS-';? 
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RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified); RCT (Reactant); SPN (synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); RACT 
(Reactant or reagent); USES (Uses) 

(preparation of arylsulf onylimidazolones as antitumor agent) 

RN 203860-95-1 CAPLUS 

CN 1H- indole, 2,3-dihydro-l- (4-nitrobenzoyl) - 5- [ (2-oxo-4-phenyl-l- 
imidazolidinyDBulfonyl] - (9CI) (CA INDEX NAME) 




RN 203B61-05-6 CAPLUS 

CN lH-lndole, l- (4-aminobenzoyl) -2, 3-dihydro-5- I [ (4S) -2-oxo-4 -phenyl- 1- 
imidazolidinyl] sulfonyl) - , monohydrochloride (9CI) (CA INDEX NAME) 




# HCl 



IT 2C386C-6?-?P 203860-70-2P 203860-71-3P 
203860- 72-.JP 203660- 7? - $P 293SS0-74 -6P 
203»r f c;--7f.-7i> 2;K"K«0-7f,-6I> :>03«*60- 77-9F 
203860-S4-9P 2!ri3«f;0-3S-<?P 293660-87-1P 
03860-88-3 p 2 0 L*<? « '} - if 'i - 3 V 2 0 3 9 6 0 - 99 •• 6 P 
JC3860-91-7P 203860 -92-9P 203660- 93 - 9P 
2O386O-S4-0P 203360- 56 -2P 203S6O- ?7- 3 P 
2C106C-93-4P 2& 3060 - 99- 5P LC'3861 - 00 - 1 P 
2u3861-01-2P 203£C1 -02- 3P 203651 - 03 -4 P 
2C3001-04-5P ^03»'t;i-0<;-7p 2(i?&C-i-Gl-&Y 
203 861 -P»-9P 

RL; BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified); SPN (Synthetic preparation); THU (Therapeutic use); 
BIOL (Biological study) ; PREP (Preparation) ; USES (Uses) 

(preparation of arylsulf onylimidazolones as antitumor agent) 
RN 203860-69-9 CAPLUS 

CN 1H- Indole- l-carboxamide, N- ethyl -2. 3-dihydro- 5- [ (2-oxo-4-phenyl-l- 
imidazolidinyDsulfonylJ - (9CI) (CA INDEX NAME) 



Y" 
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RN 203B60-70-2 CAPLUS 

CN 1H- Indole- 1-carboxamide, 2 , 3-dihydro-5- ((2-oxo-4-phenyl- 1- 
imidazolidinyDaulfonyl] -N-propyl- (9CI) (CA INDEX NAME) 



RN 203860-71-3 CAPLUS 

CN 1H- Indole- 1-carboxamide, 2 , 3-dihydro-N- (l-methylethyl) -5- [ (2-oxo-4-phenyl- 
l-imidazolidinyl}aul£onyl)- (9CI) (CA INDEX NAME) 



C— NHPr-1 
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J 



RN 203860-74-6 CAPLUS 

CN 1H- Indole -1-carboxamide, 2, 3-dihydro-S- ( (2-Oxo-4-phenyl- 1- 
imidazolidinyUsulfonylt-N-phenyl- OCI) (CA INDEX NAME) 



t" 



RN 203860-75-7 CAPLUS 

CN 1H- Indole- 1-carboxamide, N- (4-aminophenyl) - 2, 3-dihydro-S- ( (2-oxo-4-phenyl 
l-imidazolidinyl)sulfonyl)- (9CI) (CA INDEX NAME) 



y 



203860-72-4 CAPLUS 

1H- Indole- 1-carboxamide, 2 , 3-dihydro- S- [ (2 -oxo- 4 -phenyl- 1- 
imidazolidinyDaulfonyl) -N-2-propenyl- OCI) (CA INDEX NAME) 



r 



203860-73-5 CAPLUS 

lH-Indole-l-earboxamide, N-cyclohexyl-2,3-dihydro-5- f (2- oxo-4 -phenyl- 1- 
imidazolidinyDaulfonyl) - (9CI) (CA INDEX NAME) 



203B60-76-8 CAPLUS 

1H- Indole- 1-carboxamide, 2 , 3 -dihydro-N- (4-methoxyphenyl) -5- [ (2-oxo-4- 
phenyl-l-imidazolidinyl)aul£^nyl] - I9CI) (CA INDEX NAME) 



;^- l f-CO_i._cr 0 



203860-77-9 CAPLUS 

1H- Indole -1-carboxamide,' 2, 3-dihydro-N- (4- (methylthio) phenyl] -5- ( (2-oxo-4 
phenyl-l-imidazolidinyl)aulfanyl) - (9C1) (CA INDEX NAME) 




RN 203860-84-8 CAPLUS 

CN 1H- indole- l-carboxamide, 2, 3-dihydro-N- (2-methoxyphenyl) -5- ( <2-oxo-4- 
phenyl-l-icnidazolidinyDaulfonyl)^ (9CI) (CA INDEX NAME) 




RN 203860-89-3 CAPLUS 

CN lH-lndole, 2,3-dihydro-l- (2-hydroxybenzoyl) -5- I (2-oxo-4-phenyl-l- 




RN 203860-85-9 CAPLUS 

CN 1H- Indole- 1-carboxamide, 2, 3-dihydro-N- (4-methylphenyl) -5- I <2-oxo-4-phenyl- 




INDEX NAME) 



RN 203 860-90-6 CAPLUS 

CN lH-lndole, 2,3-dihydro-l- (4 -ntethoxybenzoyl) -S- [ (2-oxo-4 -phenyl- 1- 




203 860-87-1 CAPLUS 
lH-lndole, l-benzoyl-2 r 3-dih/dro-S- 1 <2-oxo-4 - phenyl - 
imidazolidinyDaulfonyl} - /CI) (CA INDEX NAME) 



Hw^N—'L-r^r s 



V 



203B60-91-7 CAPLUS 

lH-lndole. l- (3,4-dimethoxybenzoyl) -2 , 3-dihydro-5- ( (2 -oxo-4 -phenyl - 



_-ci^-j-CX:i-u5" 



RN 203B60-88-2 CAPLUS 

CN lH-lndole, 2,3-dihydro-l- (4 -methylbenzoyl) -5- [ (2-oxo-4-phenyl-l- 
imidazolidinyljaulfonyl] - <9CI> (CA INDEX NAME) 



RN 
CN 



203860-92-8 CAPLUS 

lH-lndole, 1- (4 -ethoxy benzoyl) -2, 3-dihydro-S- I (2 -oxo-4 -phenyl- l- 
imidazolidinyl)aulfonylJ - (9CI) (CA INDEX NAME) 



10523285 ^ 329of3 



RN 203860-93-9 CAPLU5 

CH 1H- Indole, 1- <4-chlorobenzoyl) -2 , 3 -dihydro-5- { (2-oxo-4-phenyl-l- 
imidazolidinyl) sulfonyl] - (9CI) (CA INDEX NAME) 



;^-hcO-LO" 



/ 



RN 203860-94-0 CAPLUS 

CN 1H- Indole, l- (4-fluorobenzoyl)-2,3-dihydro-5- [ (2-oxo-4-phenyl-l- 
iraidazolidinyl) sulfonyl) - y(9CI> (CA INDEX NAME) 



iylj - A9 

V 



203860-96-2 CAPLUS 

1H- indole, I- (4-cyanobenzoyl) -2,3-dihydro-5- t <2-oxo-4- phenyl- l- 
imidazolidinyl) sulfonyl] y (9CI) (CA INDEX NAME) 



anyijy ( 



RN 203860-9*7-3 CAPLUS 

CN lH-Indole, 1- (4-aminobenzoyl) -2 , 3-dihydro-5- I (2-oxo-4-phenyl- l- 

imidazolidinyl) sulfonyl) - , monohydrochloride (9CI) (CA INDEX NAME) 



j 



• HCl 



RN 203860-98-4 CAPLUS 

CN lH-Indole, l- (3-chlorobenzoyl) -2, 3 -dihydro-5- { <2-oxo-4-phenyl-i- 
imidazolidinyl) sulfonyl]- (9CI) (CA INDEX NAME) 



;i-ix:ci-«-0,. 



203860-99-5 CAPLUS 

lH-Indole. l- (3,5-dichlorobenzoyl) -2, 3 -dihydro-5- 1 (2-oxo-4-phenyl- l- 
imidazolidinyl) sulfonyl)- C9CI) (CA INDEX NAME) 



7 



RN 203861-00-1 CAPLUS 

CN lH-Indole, l- (3-f luorobenzoyl > -2 , 3-dihydro- 5- ( <2-oxo-4-phenyl-l- 
imidazolidinyl) sulfonyl] - (9CI) (CA INDEX NAME) 



RN 203861-01-2 CAPLUS 

CN IH-lndole, l- (2.4-difluorobenzoyl) -2, 3-dihydro-5- I (2-oxo-4 -phenyl -l- 
imidazolidinyl) sulfonyl]- (9CI) (CA INDEX NAME) 



I ° 



y 



203861-02-3 CAPLUS 

IH-lndole, 2, 3 -dihydro-5- I (2-oxo-4-phenyl-l-iraidazolidinyl) sulfonyl] -l- 13- 
(trifluoromethyl) benzoyl^- (9CI) (CA INDEX NAME) 



:oy^- 



RN 203861-03-4 CAPLUS 

CN lH-Indole, 2 , 3-dihydro-5- ( (2-oxo-4-phenyl-l- imidazolidinyl) sulfonyl) -1- (3- 
(trif luoromethoxy) benzoyl] - (901) (CA INDEX NAME) 



RN 203 861-04-5 CAPLUS 
CN lH-Indole, 2, 3 -dihydro-5- ( (2-oxof-4 -phenyl- 1- imidazolidinyl) sulfonyl) -l- (4- 
( tri f luoromethoxy) benzoyl) - <9C|> (CA INDEX NAME) 



RN 203861-06-7 CAPLUS 

CN Propanamide, 2-amino-N- |4- [ [2 , 3-dihydro-5- [ (2-oxo-4-phenyl-l- 
imidazolidinyl) sulfonyl] -lH-indol-l-yl) carbonyljphenyl] -, 
monohydrochloride, [S-(R*,R*)]- (9CI) (CA INDEX NAME) ' 
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Rotation (♦) . 

jj o O NH2 



• HCl 



203861-07-8 CAPLUS 

Acetamide, 2-amino-N- (4- [ [2, 3-dihydro-5- ( (2-oxo-4-phenyl-l- 
imidazolidinyl) sulfonyl] - 1H- indol- 1-yl) carbonyl] phenyl) - , 
monohydrochloride, (S) - (9CI) (9V INDEX NAME) 



Absolute stereochemistry 




• HCl 



RN 203861-08-9 CAPLUS 

CN Benzenepropanamide, a-amino-N- [4- I [2, 3 -dihydro-5- (< 2-oxo- 4 -phenyl - 
imidazolidinyl) sulfonyl] -1H- indol -l-yl) carbonyl) phenyl) - , 
monohydrochloride, [S-(R*,R«))- A9CI) (CA INDEX NAME) 

Absolute stereochemistry. Rotation/*). 

.? o o ' m*2 



203861- 15-8P 203S61-20-5P 303961-Zl-fiP 

RLj RCT (Reactant); SPN (Synthetic preparation); 

(Reactant or reagent) 



(Preparation) , RACT 
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(preparation of arylsulfonylimidazolones as antitumor agent) 
RN 203961-15-8 CAPLUS 

CN lH-Indole, 2,3-dihydro-S- 1 (2-oxo-4 -phenyl- l- imidazolidinyl) sulfonyl) -1- 
(trifluoroacetyl) - (9CI) (CA INDEX NAME) 




RN 203861-20-5 CAPLUS 

CN 1H- Indole, 2,3-dihydro-l- (4 -nitrobenzoyl) -5- f I (4S) -2-oxo-4 -phenyl- 1- 
imidazolidinyl) sulfonyl] - <9CI> (CA INDEX NAME) 

Absolute stereochemistry. Rotation (+). / 




RN 203861-21-6 CAPLUS 

CN carbamic acid, 12- [ [4- [ [2, 3-dihydro- 5- ( <2-oxo-4-phenyl-l- 

imidazolidinyDsulfonyl] -lH-indol-l-yl] carbonyl] phenyl] amino] -l-methyl-2- 
oxoethyl}-, l, l-dimethylethyl ester, IS-(R»,R*)1- (9CU (CA INDEX NAME) 




Tl Discovery and Evaluation of a Series of 3-Acylindole Imidazopyridine 
Platelet-Activating Factor Antagonists 



AU Curtin, Michael L . ; Davidsen, Steven K. ; Heyman, H. Robin; Garland, Robert 
B. Sheppard, George s.; Florjancic, Alan s.j Xu, Lianhong,- Carrera, 
George M.,Jr.; steintnan, Douglas H . ; Trautmann, Jeff A.; Albert, Daniel 
H. i Magoc, Terrance J. > Tapang, Paul; Rhein, David A,,- Conway, Richard G , ; 
Luo, Gongjinj Denissen, Jon P.j Marsh, Kennan C. ; Morgan, Douglas M. ,- 
Summers, James B. 

CS Immunosciences Research Area, Pharmaceutical Products Division, Abbott 

Laboratories, Abbott Park, IL, 60064-3 500, USA 
SO Journal of Medicinal Chemistry (1998), 41(1). 74-95 

CODEN: JMCMAR; ISSNs 0022-2623 
PB American Chemical Society 
DT Journal 
LA English 

AB Studies conducted with the goal of discovering a second-generation platelet- 
activating factor (PAF) antagonist have identified a novel class of potent and 
orally active antagonists which have high aqueous solubility and long duration 
of action in animal models. The compds. arose from the combination of the 
lipophilic indole portion of Abbott's first -generation PAF antagonist ABT-299 
with the methyl imidazopyridine heterocycle moiety of British Biotechnol . ' s BB- 
882 and possess the pos. attributes of both of these clin. candidates. 
Structure-activity relationship (BAR) studies indicated that modification of 
the indole and benzoyl spacer of lead compound 1 - (N, N-Dimethylcarbamoyl) -6- (4 - 
f luorophenyl) -3 - {4- ( (1H-2- methylimidazo [4, S-c] pyrid-1- 

yl) methyl] benzoyl) indole gave analogs that were more potent, longer- 1 ived, and 
bioavailable and resulted in the identification of 1 - (N, N-dimethylcarbamoyl) - 
4-ethynyl-3- {3-f luoro-4- [ (1H-2- methyl imidazo [4 , 5-c) pyrid- l- 
yl) methyl] benzoyl) indole hydrochloride (ABT-491) which has been evaluated 
extensively and is currently in clin. development. 
IT i83iS3-59-r,P 

RL: BAC (Biological activity or effector, except adverse); BPR (Biological 
process); BSU (Biological study, unclassified); spn (Synthetic 
preparation); THU (Therapeutic use); BIOL (Biological study); PREP 
(Preparation) ; PROc (Process) ; USES (Uses) 

(acylindole imidazopyridine PAP antagonist preparation and evaluation) 
RN 183283-59-2 CAPLUS 

CN 1H- Indole- l-carboxamide, 6- (4- f luorophenyl) -N;N-dimethyl-3- I [4- (2-methyl- 
lH-imidazo[4 ,S-c] pyridin- 1-yl) - 1-piperidinyl] sulfonyl) - , monohydrochloride 
(9CI) (CA INDEX NAME) 




• HC1 



IT 1G320J-S3-8 

RL: BAC (Biological activity or effector, except adverse); BPR (Biological 
process) ; BSU (Biological study, unclassified); THU (Therapeutic use); 
BIOL (Biological study); PROC (Process); USES (Uses) 
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(acylindole imidazopyridine PAF antagonist preparation and evaluation) , 
183283-63-8 CAPLUS 

1H- Indole- 1-carboxamide, 6- (4 -f luorophenyl) -N, N-dimethyl -3 - [ (4- ( (2-methyl- 
lH-imidazol4,5-c]pyridin-l-yl)methyl| -1-piperidinyl] sulfonyl) - (9CI) (CA 
INDEX NAME) 




= 004 16-11--' 

RL: BAC (Biological activity or effector, except adverse); BPR (Biological 
process); BSU (Biological study, unclassified); THU (Therapeutic use); 
biol (Biological study); PROC (Process); uses (Uses) 

(eacyl indole imidazopyridine PAF antagonist preparation and evaluation) 
200418-11-7 CAPLUS 

1H- Indole -1-carboxamide, 6- (4 -f luorophenyl) -N, N-dimethyl-3- [ (4- [2- (2- 
methyl-lH-imidazo(4, 5-c] pyridin- 1-yl ) ethyl) -1-piperidinyl) sulfonyl] - (9CI) 
(CA INDEX NAME) 
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Me O 



RN 183283-60-5 CAPLUS 

CN 1H- Indole- 1-carboxamide, 6- (4- f luorophenyl) -N, N-dimethyl-3 - [ [4- (2-methyl- 
lH-imidazo (4, 5-c] pyridin- 1-yl) -1-piperidinyl) sulfonyl] - (9CI) (CA INDEX 
NAME) 




[^Ji {, CH2- C«2 l^J 




IT :33^2.'-6.'-OP 1S32S3 • SO-SP 

RL: RCT (Reactant); SPN (synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation and reaction,- acylindole imidazopyridine PAF antagonist 
preparation 

and evaluation) 
RN 183283-57-0 CAPLUS 

CN ih- Indole- 1-carboxylic acid, 6- <4 - f luorophenyl) -3 - t [4 - (2 -methyl - 1H- 

imidazo(4 , 5-c) pyridin- 1-yl) -l-piperidinyl] sulfonyl) - , 1, l-dimethylethyl 
ester (9CI) (CA INDEX NAME) 
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ANSWER 66 OF 80^- iCAPLUSfl COPYRIGHT' 200 7 ACS bn'STN 
1997:757024 CAPLUS Full - text 
128: 13442 

Preparation of alkene pseudopeptides as picornavirus 3C protease 
inhibitors 

webber, Stephen E . ; Dragovich, Peter s. ; Prins, Thomas J.; Reich, 
Siegfried H. ; Little, Thomas L., Jr.; Littlefield, Ethel s. ; Marakovits, 
Joseph T.; Babine, Robert E, ; Bleckman, Ted M. 
Agouron Pharmaceuticals, Inc., USA 
PCT Int. Appl. , 222 pp. 
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20000810 
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OS CAS REACT 128:13442; MAR PAT 128:13442 
GI 



R« ° R2 2 



o 

CH 2 CHMe 2 O CH 2 CH 2 yMe 



AB Picornaviral 3C protease inhibitors I (Rl - H, F, alkyl, OH, SH, o-alkyl, s- 
alkyl; R2, R5 - independently H, XY1A1 (Bl) Dl , alkyl group different from 
XY1A1(B1)D1, with the proviso that both R2 and R5 * H and when R2 or R5 - 
xyiAKBDDl, X - CH or CF and Yl . CH or CF;R3, R6 « independently H, F, 
alkyl; ZR4 - H, OH, suitable organic group, z, Zl - independently H, F, alkyl, 
cycloalkyl, heterocycloalkyl, aryl, heteroaryl, etc; XY1 form 3-membered ring 
With Ql, Ql - CR10R11, O, X - CH, CF, Y - CH, CF, C-alkyl; R10, Rll - 
independently H, halo, alkyl; CRIORll - cycloalkyl, heterocycloalkyl; X - CH2, 
CF2, CHF, S; Yl - O, S, NR12, , CR12R14, CO, CS, C(CR13R14); R12 - H, alkyl; 
R13, R14 - independently H, F, alkyl; CR13R14 - cycloalkyl, heterocycloalkyl; 
Al - C, CH, CF, S, P, Se, N, NR15, S(O), Se(O), P(OR15); P(NR15R16), R15, R16 
- independently alkyl, cycloalkyl, heterocycloalkyl, aryl, heteroaryl; Dl - 
moiety containing electron lone pair capable of forming hydrogen bond; Bl ■ H, 
F, alkyl, cycloalkyl, heterocycloalkyl, aryl, heteroaryl, OR17, SR17, NR1718, 
NR19NR17R18, NR170R18; R17-R19 - H, any group R15; with provisos] , and 
pharmaceutical ly acceptable salts thereof and prodrugs thereof, obtainable by 
chemical synthesis, inhibit or block the biol. activity of picornaviral 3C 
proteases. These compds., as well as pharmaceutical compns . that contain 
these compds., are suitable for treating patients or hosts infected with one 
or more picornavirusea . Several novel methods and intermediates can be used 



to prepare the novel picornaviral 3C protease inhibitors of the present 
invention. Thus, olefination of protected peptide aldehyde Z-L-Leu-L-Phe-L- 
Met(0)-H (Z - PhCH202C) , prepared in 3 steps from L-methioninol and Z-L-Leu-L- 
Phe-OH, with (carbethoxymethylene) triphenylpho sphorane gave 74% title 
compound II. II and related alkene pseudopeptides were tested for inhibition 
of rhinovirus protease, with II showing Ki - 4.3 uM. 

IT 19S>004-66-5iP 

RLi BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified) ; SPN (Synthetic preparation) ; THU (Therapeutic use) ; 
BIOL (Biological Btudy) ; PREP (Preparation) ; USES (Uses) 

(preparation of alkene pseudopeptides as picornavirus 3C protease 

inhibitors) 
RN 199004-86-9 CAPLUS 

CN L-Phenylalaninamide, N- [ (phenylmethoxy) carbonyl] -L-leucyl-N- I (1S,2E) -lr (3- 
amino-3-oxopropyl) -4- (2, 3 -dihydro-6- (1-pyrrolidinylsulfonyl) -lH-indol-1- 
yl) -4-oxo-2-butenyl] - (9CI) (CA index name) 

Absolute stereochemistry. 
Double bond geometry as shown. 




AN Iyf997; 687576 CAPLUS Full-text 
DN •^127: 346549 

TI Synthesis of vinca alkaloids and related compounds. Part 84. Sulfonamide 

derivatives of some vinca alkaloids with cardiovascular activity 
AU Moldvai, Istvan; Temesvari-Major, Egzter; Szantay, Csaba, Jr.; Toth, 

Gabor; Karpati, Egon; Szantay, Csaba 
C3 Central Research Institute Chemistry, Hungarian Academy Sciences, 

Budapest, H-1525, Hung. 
SO Archiv der Pharmazie (Weinheim, Germany) (1997), 330(6), 190-198 

CODEN; ARPMAS; ISSN: 0365-6233 

pb wiley-VCH 

DT Journal 

LA English 

OS CASREACT 127:346549 

AB (+) -Vincamine and (-) -vinpocetine were chlorosulf onylated and the resulting 

sulfonyl chloride isomers were transformed into sulfonamides. The ester group 
of the sulfonamides was modified by selective hydrolysis and 

transesterif ication. Apovincaminol derivs. were also prepared by reduction In 
addition to the known cerebrovascular effects of the unsubstituted compds., 
the sulfonamides also show a peripheral significant vasodilator effect. 
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IT 1382I4-56-7P 190214-32 -:■? 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified); SPN (Synthetic preparation); BIOL (Biological 
study); PREP (Preparation) 

(synthesis of vinca alkaloid sulfonamides with cardiovascular activity) 

RN 198214-86-7 CAPLUS 

CN Eburnamenine-14-carboxylic acid, 10- (4-morpholinylsulfonyl) ethyl ester, 
monohydrochloride, (3a, 16a)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. Rotation (+> . 




/ 




• HCl 



RN 198214-88-9 CAPLUS 

CN Eburnamenine-14-carboxylic acid, 10- (1-piperidinylsulfonyl) - , ethyl ester, 
monohydrochloride, (3a,i6a)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. Rotation (+) . 




• HCl 



RN 198214-87-8 CAPLUS 

CN Eburnamenine-14-carboxylic acid, 10- (l-piperidinylsulfonyl) -, ethyl ester, 
(3a, 16a)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. Rotation (+). 




RN 198214-89-0 CAPLUS 

CN Eburnamenine-14-carboxylic acid, 10- { (4-methyl-i-piperazinyl) sulfonyl) - , 
ethyl ester, (3a, 16a)- (9CI) (CA INDEX NAME) 



Absolute stereochemistry. Rotation (♦) . 




IT 1 vS2.14-»5-fiF l&8214-«7-6P 198214 -99- OP 

198214 - 90 -31'- 198214-51 -4P 19«215-03-lP 

198215- G3-7P 

RL: SPN (Synthetic preparation) ; PREP (Preparation) 

(synthesis of vinca alkaloid sulfonamides with cardiovascular activity) 
RN 198214-85-6 CAPLUS 

CN Eburnamenine-14-carboxylic acid, 10- (4-morpholinylsulfonyl) -, ethyl ester, 
(3a, 16a)- (9CI) (CA INDEX NAME) 



RN 198214-90-3 CAPLUS 

CN Eburnamenine-14-carboxylic acid, 10- ( (hexahydro-lH-azepin-l-yl) sulfonyl) - . 
ethyl ester, (3a,l6a)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. Rotation (♦). 



Absolute stereochemistry. Rotation (♦) . 




RN 198214-91-4 CAPLUS 

CN Eburnamenine-14-carboxylic acid, 10- [ (hexahydro- lH-azepin-l-yl) a'ulfonylj - 
ethyl ester, monohydrochloride, (3a, 16a)- (9CI) (CA INDEX 

NAME) 

Absolute stereochemistry. Rotation (♦) . 




198215-03-1 CAPLUS 

Morpholine, 4- | [ (3u, 16u) -14- (hydroxymethyl) eburnamenin- 10- 
yllsulfonyl] - (9CI) (CA INDEX NAME) 



Absolute stereochemistry 




RN 198215-09-7 CAPLUS 

CN lH-Azepine, hexahydro- 1- [[ (3a, 16a) - 14 - 

(hydroxymethyUeburnamenin-lo-ylJsulfonyl) - (9C1) (CA INDEX NAME) 

Absolute stereochemistry. Rotation (-) . 
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[SWER-66- OF 60 CAPLUS v COPYRIGHT 2001 ACS on STN t*y 
1997:527766 CAPLUS Full -text 
127:205591 " 

Indole piperazine platelet activating factor antagonists 
Sheppard, George S. ; Davidsen, Steven K. ; Summers, James B.; carrera, 
George M. , Jr. 
Abbott Laboratories, USA 

U.S., 14 pp., Cont. -in-part of U.S. 5,567,711. 
CODEN: USXXAM 



DT Patent 
LA English 
FAN.CNT 3 

PATENT NO, 



KIND DATE 



PI US 5654305 
US 5567711 
PRAI US 1995-424911 
OS MAR PAT 127:205591 
GI 



19970805 
19961022 
19950419 



APPLICATION NO. 



US 1996-674367 
US 1995-424911 



19960702 
19950419 



■ ) 



CQ 2 Me O 



A, 



fcONMe 2 



The invention provides compds. I [Y • co, s(0)t; t - 1, 2; ri - H, halo, OH, 
cyano, alk(en/yn)yl, alkoxy, alkanoyl, C02H or esters, (un) substituted Ph, 
etc.; R2 - H, alkyl, phenylalkyl, (CH2}px where p = 0-4 and X » various 
functional groups, etc.; R3 - H, alkyl; R4 - alk (en/yn) yl , alkoxy, alkylthio, 
phenylalkyl, etc.; R5, R6 - H, alkyl, halo, haloalkyl, alkoxy] and their 



13285 343of362 

pharmaceutical^ acceptable saHs. The compds. are potent antagonists of PAF 
and are useful in the treatment of PAF- related disorders including asthma, 
rhinitis, shock, respiratory distress syndrome, acute inflammation, 
transplanted organ rejection, gastrointestinal ulceration, allergic skin 
diseases, delayed cellular immunity, parturition, fetal lung maturation, and 
cellular differentiation. For instance, indole- 1 , 3, 4- tricarboxylic acid 1- 
dimethylamide 4-Me ester was coupled with 1- [2- (piperazin-l-yl) ethylj -2- 
methyl- lH-imidazo [4 . 5-c) pyridine using BOP-C1 and DIPEA in THF, to give title 
compound II, isolated as the Hcl salt. In a PAF receptor binding assay, 3 
compds. I had Ki values of 30-120 nM. 

RL: BAC (Biological activity or effector, except adverse); BSU • (Biological 
study, unclassified); SPN (Synthetic preparation); THU (Therapeutic use); 
BIOL (Biological study); PREP (Preparation); USES (Uses) 
(preparation of indole piperazines as PAF antagonists) 

183283-66-1 CAPLUS 

1H- Indole- 1-carboxamide, 6- (4 - f luorophenyl ) -N, N-dimethyl -3 - ( (4- (2- (2- 
methyl- iH-imidazo(4 , 5-c| pyridin- 1-yl) ethyl] -l-piperazinylj sulfonyl) - (9CI) 
(CA INDEX NAME) 



U^^— X^-CH2-CH 2 C^ 1 [j 1 ( 




. ANSWER' ' 69^ OF, ^8 0 ' CA PLUS COPYRIGHT 2007 ACS on STN 
1997:94071 CAPLUS Full-text " - • & 

126: 104431 

Preparation of heterocyclic dipeptide derivatives which promote release of 
growth hormone 

carpino, Philip A./ Jardine Dasilva, Paul A.; Lefker, Bruce A.; Ragan, 
John A. 

Pfizer Inc. , USA 
PCT Int. Appl . , 173 pp. 
CODEN: PIXXD2 
Patent 
English 
r.CNT 2 

PATENT NO. KIND DATE APPLICATION NO. DATE 



WO 9638471 
W: CA, 
RW: AT, 
CA 2220055 
CA 2220055 
EP 828754 
EP 828754 

R: AT, 
JP 10510511 
JP 3133073 



Al 19961205 WO 1995-IB410 
FI, JP, MX, US 

BE, CH, DE, DK, ES, FR, GB, GR, IE, IT, LU, 
Al 19961205 CA 1995-22200S5 
C 20010424 

Al 19980318 EP 1995-918123 

Bl 2OOS02O2 

BE, CH, DE, DK, ES, PR, GB, GR, IT, LI, LU, 
T 19981013 JP 1995-S1117S 
B2 20010205 JP 1996-511175 



MC, NL, PT, SE 
19950529 



NL, SE, PT, IE 
19950529 
19950529 
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AT 288444 
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20050215 
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ES 2235171 


T3 


20050701 


ES 


1995-918123 


19950529 


NO 9602162 
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19961202 


NO 


1996-2162 


19960528 


AU 9654554 
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19961212 


AU 


1996-54554 


19960S2B 


CN1143647 


A 


19970226 


CN 


1996-107637 


19960528 


US 5 93 608 9 


A 


19990810 


US 


1997-973268 


19971126 


FI 9704368 


A 


19971128 


FI 


1997-4368 


19971128 


PRAI WO 1995-IB333 


A 


19950508 








WO 1995-IB410 


W 


19950529 









MARPAT 126:104431 



Title compds. I [Z ■ COCR1R2CLC0ANR4RS ; L « NR6 , O, CH2; W - Hj W and X - 
ben'zo fusion substituted with 0-3 R3a, TR3b, or R12; Y * H, Ci-6 alkyl, C4-10 
cycloalkyl', aryl-K, phenyl - (CI -6alkyl) -K, thienyl- (Cl-6 alkyl) -K substituted 
with 0-3 R3a, R3b, or R12; K - bond, O, S(0)m, NR2a ; X - OR2, R50MN (Ary 1 ) , 
R8R9NCO, R2b02C, (un) substituted carbo- or heterobicyclic ring; Rl = 
(un) substituted Cl-10 alkyl, aryl, etc.; R2c - H, Cl-6 alkyl, C3-7 cycloalkyl 
CR1R3C - (un) substituted C3-B ring; R2 - H, Cl-6 alkyl, C3-7 cycloalkyl; R2a 
. H, Cl-6 alkyl; R2b - H, Cl-8 alkyl, C1-8 nalogenated alkyl, C3-B cycloalkyl, 
alkylaryl, aryl; R3a, R12 - independently H, halo, Me, OMe, CF3; T - bond, 
phenylene, 5- or 6-membered heterocycle containing 1-3 hetero atoms; R3b - H, 
C0NRBR9, S02R8R9, C02H, C02(Cl-6 alkyl), NR2S02R9, NR2CONRBR9, NR2S02NR8R9, 
NR2COR9, imidazolyl, thiazolyl, tetrazolyl; R4, R5 - independently H, 
(un) substituted Cl-6 alkyl; R6 » H, Cl-6 alkyl; R6CR2c - C3-8 ring; R50 - 
(un) substituted morpholino, piperazino, C3-7 cycloalkyl, Cl-6 alkyl; M - CO, 
S02; A - bond, 21 (CH2)xCR7R7a(CH2)y; Zl - NR2, O, bond; R7 , R7a - 
independently H, CF3 , Ph, (un) substituted Cl-6 alkyl; R8 - H, (un) substituted 
Cl-6 alkyl; R9 - H, (un) substituted Cl-6 alkyl, Ph, thiazolyl, imidazolyl, 
furyl, thienyl), are growth hormone releasing peptide mimics. Heterocyclic 
dipeptide derivs. I are useful for the treatment and prevention of 
osteoporosis (no data). Thus, condensation of Boc-D-Ser (CH2Ph) -OH (Boc ■ 
Me3C020 with 4- (2-0x0- l-benzimidazolinyl) piperidine, followed by 
deprotection, coupling with BocNHCMe2C02H, and deprotection with HCl gave 
dipeptide amide salt II. 
185056-60-4P 

RLs BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified); SPN (Synthetic preparation); THU (Therapeutic use); 
BIOL (Biological study); PREP (Preparation); USES (Uses) 
(preparation of growth hormone -re leasing dipeptides) 

185056-60-4 CAPLUS 

Propanamide, 2-amino-'N.- [2 - [3 , 4-dihydro-7 - (4-morpholinylsulfonyl) - 2 (1H) - 
isoquinolinyl) -1- { 1H- indol - 3 -ylmethyl > -2-oxoethyl] -2-methyl- , 
monohydrochloride, (R> - (9CI) (CA INDEX NAME) 
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Absolute stereochemistry. 




• KCl 



H: CA, PI, JP, 
RWi AT, BE, CH, 
AU 9654554 
PRAI HO 199S-IB333 
HO 1995-IB4X0 
03 MARPAT 126:603 62 
01 
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MX, US 

DE, DK, ES, FR, 
A 19961212 
A 19950S0B 
A 19950529 



OB, GR, IE, 



z o Ph 0 



IT 18.5059- 06-7K 

RLs RCT (Reactant); SPN (synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation of growth hormone-releasing dipeptides) 
RN 185059-06-7 CAPLUS 

CN carbamic acid, [2- ( [2- (3,4-dihydro-7- (4-morpholinylsulfonyl) -2 (1H) - 

isoquinolinyl] -l- (lH-indol-3-ylmethyl) -2-oxoethyl)amino] -1 , 1 -dimethyl -2- 
oxoethyl)-, 1 , l-diroethylethyl ester, (R)- (#CI) (CA INDEX NAME) 

Absolute stereochemistry. / 




TI Preparation of heterocyclic dipeptide derivatives which promote release of 
growth hormone 

IN carpino, Philip A., Jardine Dasilva, Paul A.; Lefker, Bruce A., Ragan, 

John A. 
PA Pfizer, Inc., USA 
SO PCT Int. Appl., 158 pp. 

CODENt PIXXD2 
dt Patent 
la English 
FAN.CNT 2 

PATENT NO. KIND DATE APPLICATION NO. DATE 



PI HO 9635713 Al 19961114 HO 1995-IB333 1995050B 



AB Title COmpds. I |Z . OOCR1R2CLCOANR4R5; L - NR6, O, CH2; H > H; H and X - 

benzo fusion optionally substituted with 1-3 R3a, TR3b, or R12> Y - H, Cl-6 
alkyl, C3-10 cycloalkyl, aryl optionally substituted with 1-3 R3a, R3b, or 
R12; X - OR2, R50MN (Aryl) , R8R9NCO, R2b02C, optionally substituted 
carbobicyclic or heterobicyclic ring; Rl - optionally substituted CI- 10 alkyl, 
aryl, etc.; R2c - H, Cl-6 alkyl, C3-7 cycloalkyl; CRlR3c - optionally 
substituted C3-8 ring; R2 - H, Cl-6 alkyl, C3-7 cycloalkyl; R2a . H, Cl-6 
alkyl; R2b - H, Cl-B alkyl, Cl-B halogenated alkyl. C3-8 cycloalkyl, 
alkyl aryl, aryl; R3a, R12 - independently H, halo. Me, OMe, CF3 ; T - bond, 
phenylene. 5- or 6-membered heterocycle containing 1-3 hetero atoms; R3b - H, 
C0NRBR9, S02R8R9, C02H, C02(Cl-6 alkyl), NR2S02R9, NR2CONRBR9, NR2S02NR8R9, 
NR2COR9 , imidazolyl, thiazolyl, tetrazolyl; R4, R5 - independently H, 
optionally substituted Cl-6 alkyl; R6 - H, Cl-6 alkyl; R6CR2c - C3-B ring; R50 
- optionally substituted morpholino, pipera2ino, C3-7 cycloalkyl, Cl-6 alkyl; 
M - CO, S02; A - bond, Zl (CH2) xCR7R7a ( CH2 )y ,- Zl - NR2 , O, bond; R7 , R7a - 
independently H, CF3 , Ph, optionally substituted Cl-6 alkyl; RB - H, 
optionally substituted Cl-6 alkyl; R9 . H, optionally substituted Cl-6 alkyl, 
Ph, thiazolyl, imidazolyl, furyl, thienylj , are growth hormone releasing 
peptide mimics. Heterocyclic dipeptide derivs. I are useful for the treatment 
and prevention of oateoporosis . Thus, condensation of Boc-D-Ser (CH2Phj -OH 
(Boc - Me3C02C) with 4- (2-oxo-l-benzimidazolinyl)piperidine, followed by 
deprotection, coupling with BocNHCMe2C02H, and deprotection with HC1 gave 
dipeptide amide salt II. 

IT 105C56~*0-4P 

RL« BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified); SPN (Synthetic preparation); THU (Therapeutic use); 
BIOL (Biological study) ; PREP (Preparation) ; uses (uses) 

(preparation and growth hormone releasing activity of heterocyclic 
dipeptide 

derivs . ) 
RN 18S0S6-60-4 CAPLUS 

CN Propanamide, 2-amino-N- (2- (3 , 4 -dihydro-7- (4-morpholinylsulfonyl) -2 (1H)- 
isoquinolinyl] -1- (lH-indol-3-ylmethyl) -2-oxoethylJ -2-methyl- , 
monohydrochloride, (R) - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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# HCl 



IT 18F05S-C6-7P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation and growth hormone releasing activity of heterocyclic 
dipeptide 

derivs . ) 
RN 185059-06-7 CAPLUS 

CN Carbamic acid, [2- [ [2- (3 ,4-dihydro-7- (4-morpholinylsulfonyl) -2 (1H) - 

isoquinolinyl] -l- (1H- indol-3-ylmethyl) -2-oxoethyl] amino) -1, l-dimethyl-2- 
oxoethyl)-, 1 , l-dimethylethyl ester, (R) - (9<p) (CA INDEX NAME) 

Absolute stereochemistry. 




DN 125:328713 

TI Indole-3-carbonyl and indole-3-sulfonyl imidazo (4 , 5-c] pyridine derivatives 

as platelet activating factor antagonists 
IN Sheppard, George s. ; Davidsen, Steven K. ; Summers, James B. ; carrera, 

George M. , Jr. 
PA Abbott Laboratories, USA 
SO U.S. , 24 pp. 

CODEN: USXXAM 
DT Patent 
LA English 
FAN.CNT 3 

PATENT NO. KIND DATE APPLICATION NO. DATE 



PI 



US 5567711 



19961022 US 1995-424911 



19950419 



10523285 

CA 2218020 

HO 9633196- 

H : AU, CA, JP, 
RN: AT, BE, CH, 

AU 9654295 

AU 70S237 

EP 8216B5 

EP B21685 

R: AT, BE, CH, 

JP 11503758 

AT 206425 

ES 2164240 

PT 821685 

IL 117723 

US 5643922 

US 5654305 
PRAI US 1995-424911 

HO 1996-US4010 
OS MARPAT 125:328713 
01 



19961024 
19961024 

MX 

DK, ES, FI, 
19961107 
19990520 
19980204 
20011004 

DK, ES, FR, 
19990330 
20011015 
20020216 
20020328 
20000726 
19970701 
19970805 
19950419 
19960325 



CA 1996-2218020 
HO 1996-US4010 

FR, GB, GR, IE, IT, 
AU 1996-54295 

EP 1996-911396 

GB, GR, IT, LI, - LU 
JP 1996-531740 
AT 1996-911396 
ES 1996-911396 
PT 1996-911396 
IL 1996-117723 
US 1996-677462 
US 1996-674367 



19960325 
19960325 

IC. NL, PT, SE 
19960325 

19960325 

NL, SE, PT, IE 
19960325 
19960325 
19960325 
1996032S 
19960329 
19960702 
19960702 



Y— <CHa)m-l/ S— (CH2)n— N-^SN 

--CO-- w 




The present invention provides title compds. I and the pharmaceutical ly 
acceptable salts thereof, wherein: Rl. - e.g., H, halo, OH; R2 ■ e.g., H, Cl-6 
alkyl; R3 > h, Cl-6 alkyl; Y - CO, sot, t is 1 or 2; H and 2 are independently 
CH or N; R4 - e.g., Cl-6 alkyl. C2-6 alkenyl, C2-6 alkynyl; R5 and R6 are 
independently, e.g., H, Cl-6 alkyl, halo; m is 0 or l; n is 0, l, or 2, which 
are potent antagonists of PAF and are useful in the treatment of PAF- related 
disorders including asthma, shock, respiratory distress syndrome, acute 
inflammation, transplanted organ rejection, gastrointestinal ulceration, 
allergic skin diseases, delayed cellular immunity, parturition, fetal lung 
maturation, and cellular differentiation. Thus, e.g., coupling of 6- (4- 
fluorophenyl) indole- 1,3- dicarboxylic acid 1-diraethylamide with 1H-1- 
(piperidin-4-yl)-2-methylj4,5- c] imidazopyridine (both prepns. given) afforded 
6-(4-fluorophenyl)-3-{l4- (lH-2-methylimidazo{4 , 5-cl pyrid- 1-yl) piperidin-l- 
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yDcarbonyl } indole- 1- carboxylic acid dimethylamide < 1 1 > which exhibited Ki 
3.3 nM in the PAF receptor binding assay. 

i6J281»-5?-tfP 1S1263-M-4P 1 if 11:6 J -64 - ?p 

RL : BAC (Biological activity or effector, except adverse) ; BSU (Biological 
study, unclassified); RCT (Reactant); SPN (Synthetic preparation); THU 
(Therapeutic use) j BIOL (Biological study); PREP (Preparation); RACT 
(Reactant or reagent) ; USES (Uses) 

( indole- 3 -carbonyl and indole- 3 -sulfonyl imidazo [4 , 5- c) pyridine derivs. 

as platelet activating factor antagonists) 

183 283-57-0 CAPLUS 

lH-Indole-l-carboxylic acid, 6- (4-f luorophenyl) -3- ( (4- (2-methyl-lH- 
imidazo(4 , 5-cl pyridin- l-yl) - 1 -piper id inyl) sulfonyl J - , l, l-dimethylethyl 
ester (9CI) (CA INDEX NAME) 



He 0 



l^jCl!!rClcH3~CH2— [j rj 

I 




1S32S3- 103253- 60- fP 103203-63-3P 

;» }?.i>3 -«;«;- IP 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified); SPN (Synthetic preparation); THU (Therapeutic use); 
BIOL (Biological study); PREP (Preparation); USES (Uses) 

<indole-3-carbonyl and indole-3-sulfonyl imidazo [4 ,5-cl pyridine derivs. 

as platelet activating factor antagonists) 
183283-59-2 CAPLUS 

1H- Indole -1-carboxamide, 6- (4- f luorophenyl) -N , N -dimethyl -3 - [ [4- (2-methyl- 
lH-imidazo [4 , 5-cJ pyridin- l-yl) -l-piperidinyl] sulfonyl] - , monohydrochloride 
(9CI) (CA INDEX NAME) 



183283-61-6 CAPLUS 

lH-Indole-l-carboxylic acid, 6- (4 -f luorophenyl) -3- 1 14- [ (2-methyl-lH- 
imidazo[4,5-c]pyridin-l-yl)methyl] -l-piperidinyl] sulfonyl] - , 
i, l-dimethylethyl eater (9CI) (CA INDEX NAME) 




183283-64-9 CAPLUS 

1H- Indole- 1 -carboxylic acid, 6- (4 - f luorophenyl) -3- | J4- [2- (2-methyl- 1H- 
imidazo ]4 , 5-c] pyridin- l-yl) ethyl] - 1-piperazinyl] sulfonyl) - , 
l, l-dimethylethyl ester (9CI) (CA INDEX NAME) 




• HCl 



RN 183283-60-5 CAPLUS 

CN 1H- Indole- l-carboxamide, 6- (4- f luorophenyl) -N,N-dimethyl-3- [ [4- (2-methyl- 
lH-imidazo{4,5-c]pyridin-l-yl) -l-piperidinyl) sulfonyl) - (9CI) (CA INDEX 
NAME) 
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183283-63-8 CAPLUS 

1H- Indole- l-carboxamide, 6- (4-f luorophenyl) -N,N-dimethyl-3- I (4- [ (2-methyl - 
lH-imidazo[4,5-c)pyridin-l-yl)methyl] -l-piperidinyl) sulfonyl) - (9CI) (CA 
INDEX NAME) 



10523285 

US 5674 867 
PRAI JP 1992-250941 

WO 1993-JP1346 
OS MARPAT 12 2:10020 
GI 



19971007 
19920921 
19930920 



US 1994-244111 





RN 183283-66-1 CAPLUS 

CN 1H- Indole -1-carboxamide. 6- (4-f luorophenyl) -N, N-dimethyi-3- [ [4- [2- (2- 

methyl -1H- imidazo [4 ,5 -c) pyridin- l-yl) ethyl] - l-piperazin?*!.) sulfonyl) - (9CI) 
(CA INDEX NAME) 




.^ANSWER: 72 OF^O- -CARLUS COPYRIGHT 2007 r ACS on STN_^ 
1995:216~587 ^APLUS ~~ Full -text " " " " 
DN 122:10020 

TI preparation of benzodi indole derivatives as antithrombotics 

IN Tamaoki, Tatsuya; Shiotsu, Yukimasa; Murakata, Chikara; Akinaga, shiro; 

Okabe, Masami; Saitoh, Yutaka; Watanabe, Junichi; Shiraki, Takako 
PA Kyowa Hakko Kogyo Co., Ltd., Japan 
SO PCT Int. Appl. , 65 pp. 

CODEN: PIXXD2 
dt Patent 
LA Japanese 

FAN.CNT 1 

PATENT NO. KIND DATE APPLICATION NO. DATE 



PI 



WO 9406799 

W: CA, JP, US 



WO 1993-JP1346 



RW: AT, 
BP 630898 
EP 630898 



CH, DB, DK, ES, FR, GB, GR, IE, IT, LU, MC, NL , PT, SE 



19941228 
20011128 



DE, ES, PR, GB, IT 



20020916 
20030526 



EP 1993-919687 



ES 1993-919687 
JP 1994-507976 



Title compds. I (Rl » H, alkyl, alkanoyl, benzyl, amino; R2 « H, OH, alkoxy, 
alkanoyl, halo, etc.; R3 - H, alkanoyl, halo, OH, alkoxy; Mi, W2 - H, OH, 
alkylthio, etc.; Al, A2 - H, or together - 4- (me thylamino) -2-methyl- 3- 
methoxytetrahydro-2, 6-pyrandiyl , etc. I are prepared and their blood platelet 
aggregation inhibiting activities were evaluated. E.g., I (R1-R3 - H, wi - H 
W2 - OH, A1A2 ■ 01 »t 1 nM showed 127% inhibition of blood platelet 
aggregation compared with 100% for the control. 

l*9-i0i- SI-OP 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified); SPN (Synthetic preparation); THU (Therapeutic use); 
BIOL (Biological study) ; PREP (Preparation) ; USES (Uses) 

(preparation of, as antithrombotic) 
159404-51-0 CAPLUS 

9, 12-Epoxy-lH-diindoloU, 2, 3-fg;3 ' ,2* , 1' -kl) pyrrolo (3 , 4 - 
ij (1,6] benzodiazocine- lo-carboxylic acid, 2,3,9, 10, 11, 12-hexahydro-10- 
hydroxy-9-methyl-16- [ (4 -methyl -1 -piperaz inyl) sulfonyl) -1-oxo- , methyl 
ester (9CI) (CA INDEX NAME) 




il^rANSWEI 

m 1993:! 



L^tANSWERi:73 OF^ 80 
r '~ 1993:552120 CA 



APLUS., COPYRIGHT 2007 ACS onSTN" 

fa*' Full^text ■■' ' ■ - - - 



10523285 
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ON 119:152120 

TI Tetrahydroisoquinoline-type renin inhibiting peptides 

IN Hamilton, Harriet w., Patt, William C. 

PA Warner-Lambert Co., USA 

SO U.S., 11 pp. 

CODEN: US XX AM 
DT Patent 
LA Bnglish 
FAN.CNT 1 

PATENT NO. KIND DATE APPLICATION NO. DATE 



PI US 5219851 A 19930615 US 1991-664916 19910305 

PRAI US 1991-664916 1991030S 
OS MARPAT 11 9 j 152120 

ab The title compds. (Markuah included) contain a tetrahydroisoquinoline or 

similar heterocycle at the P3 position. The compds. are useful for treatment 
of hypertension, congestive heart failure, glaucoma, hyperaldosteronism, and 
diseases caused by retroviruses, including HTLV-i, -II, and -III. Processes 
for preparing the compds., compns. containing them, and methods of using them 
are included. Also included is a diagnostic method which uses the compds. to 
determine the presence of renin-aasociated hypertension or hyperaldosteronism. 
Preparation and renin- inhibitory activity of several of the compdB. are 
presented, as is the in vivo blood pressure lowering effect. 

IT 1S0145--75-S 

RL, : BIOL (Biological study) 
(renin- inhibiting peptide) 

RN 150145-75-8 CAPLUS 

CN 1H- Indole -2- carboxamide, N- [1- [ (2-amino-4-thiazolyl)methyl) -2- [ [1- 

(cyclohexylmethyl) -2, 3-dihydroxy-5-methylhexylJaminoJ -2-oxoethylJ -2 , 3- 
dihydro-1- (4-morpholinylsulfonyl) - (9CI) {CA INDEX NAME) 




AtT 1991:44 9662 CAPLUS Full -text 
DN 115:49662 

TI Synthesis and transformation of polyhedric compounds. XIII. Search for 

antitumor agents among indolyl- l , 3 -diazaadamantanes 
AU Chachoyan, A. A. j Shkulev, V. A.; Pisarskii, Yu. B. ; Saakyan, G. S.; 

Agadzhanyan, Ts. E . ; Oaribdzhanyan, B. T. 
CS Inst. Tonkoi Org. Khim., Yerevan, USSR 
SO Khimiko-Farmatsevticheskii Zhurnal (1991), 25(4), 45-8 

CODEN: KHFZAN; ISSN : 0023-1134 



DT Journal 

LA Russian 

OS CAS REACT 115:4 9662 

OI 



Me 




AB The title compds. I (R, Rl - H, Me; R2 - H, OMe, dialkylaminosulfonyl) were 
prepared by cyclocondensation of formyl indoles II with diazabicyclononanone 
III in 52-67% yield. Their antitumor activity was examined 

IT 120129-87-5 

RL: RCT (Reactant); RACT (Reactant or reagent) 

(cyclocondensation of, with diazabicyclononanone) 
RN 120729-87-5 CAPLUS 

CN Morpholine, 4- ( (3 -formyl- 1H- indol-5-yl) sulfonyl) - (9CI) (CA INDEX NAME) 




TI K-252 derivatives as protein kinase C inhibitors, their preparation, find 

formulations containing them 
IN Hirata, Tadashi, Mochida, Kenichi; Muragata, Tautomu; Takahashi, Mitsuru; 

Kase, Hiroshi; Yamada, Koji; Iwahashi, Kazuyuki; Sato, Akira; Kasai, 

Masaji; et al. 
PA Kyowa Hakko Kogyb Co . , Ltd . , Japan 
SO Jpn. Kokai Tokkyo Koho, 40 pp. 

CODEN: JKXXAF 
DT Patent 



10523285 
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LA Japanese 
FAN.CNT 1 

PATENT NO. 


KIND 


DATE 


APPLICATION NO. 


DATE 


PI JP 63295588 
JP 08026036 
PRAI JP 1987-12719 
OS MARPAT 111:77750 


A 
B 

Al 


19881201 
19960313 
19870122 


JP 1987-327858 


19871224 



GI 




AB The title compds. I IR1.R2 - H, Me, hydroxymethyl, lower alkoxymethyl, 
alkylthiomethyl, etc.; R3 • H, cl, lower alkanoyl, carbamoyl, etc.; X - 
. 'hydroxymethyl, C02H, lower alkoxycarbonyl, etc.; Y « OH, lower alkanoyloxy, 
etc., or YX = OCMe20CH2, OCSNHCH2, etc.; provisos are given (for example, when 
X » hydroxymethyl, C02H, lower alkoxycarbonyl, at least one of R1-R3 must be 
other than K)l, useful as protein kinase c inhibitors, were prepared 
Treatment of I (Rl - NH2, R2 - H, R3 - Ac, X - C02Me, Y > oac) (preparation 
given) with MeONa, followed by workup and acidification, gave I.HC1 (Rl - NH2, 
R2 - R3 - H, X - C02Me, Y • OH) (II). II in vitro exhibited an IC50 of 0.175 
ug/tnL against protein kinase c. A tablet formulation containing I (Rl - R2 - 
R3 > H, X ■ CH:NOH, Y - OH) 100, starch 18, lactose 40, Ca CM-cellulose 10 g, 
hydroxypropyl cellulose, and Mg Btearate (amount unspecified) is given. 

IT 111665-07-4? 

RL: SPN (Synthetic preparation); PREP (Preparation) 
(preparation of, as protein kinase c inhibitor) 

RN 121665-07-4 CAPLUS 

CN 9, l2-Epoxy-lH-diindolo(l,2, 3-fgi3 • ,2' ,1 '-kllpyrrolo [3,4- 

i] [1,61 benzodiazocine- 10-carboxylic acid, 2, 3 , 9, 10, 11, 12-hexahydro-l0- 
hydroxy- 9 -methyl- 16- [ (4 -methyl- 1 -pipe razinyl) sulfonyl) -1-oxo- , methyl 
ester, (9S- (9a, 10a, 12a) ) - (9CI) (CA INDEX NAME} 
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TI search for antitumor agents among indolesulfonamide derivatives 

AU Chachoyan, A. A.; Shkulev, V. A.; Samvelyan, K. G . ; Garibdzhanyan, B. T.; 

Papayan, a. L. 
CS Inst. Tonk. Org. Khim., Yerevan, USSR 

SO Khimiko-Farmatsevticheskii Zhurnal (1989), 23(2), 166-9 

CODEN: KHFZAN; ISSN: 0023-1134 
DT Journal 
LA Russian 

OS . CAS REACT 110:224 995 
OI 




AB indolesulfonamides (I, R - H, Me or Et, Rl - Me, Et, CH2CH2C1 or NR12 - 

morpholino) were prepared by the chlorosulf onation of 2- formyl indole followed 
by reaction with dialkylamines or morpholine, alkylation and/or oxidation with 
KMno4 . The antitumor activity of I was dependent on the nature of the 
substituent. I (R - H and Rl - Me) (II) (LD100 > 5000 kg/rag) was practically 
nontoxic and showed antitumor activity against Sarcoma 45 and Pliss 
lymphosarcoma. Replacement of H in II by a Me group did not lead to a 
substantial change in activity of the compds., whereas the replacement by a Et 
group led to a complete loss of toxicity aa well as some loss in antitumor 
activity, structure activity relations are discussed. 

IT 12072i>-37-5P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation and alkylation and oxidation of) 
RN 120729-87-5 CAPLUS 

CN Morpholine, 4- { (3 -formyl-lH- indol-5-yl> sulfonyl) - (9CI) (CA INDEX NAME) 
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RL j BAC (Biological activity or effector, except adverse)'; BSU (Biological 
study, unclassified); SPN (Synthetic preparation); THU (Therapeutic use); 
BIOL (Biological study); PREP (Preparation)/ USES (Uses) 

(preparation and antitumor activity of) 
120729-96-6 CAPLUS 

lH-Indole-3-carboxylic acid, 5- (4-morpholinylsulfonyl) - (9CD (ca INDEX 
NAME) 




ER/77 OF. 80 - rAPLUS COPYRIGHT 2007 ACS on STN 
1~. 4 07 583 CAPLUS Full-text 
107:7583 

Synthesis of some l-acetylindoline-5-sulfonyl amino acid derivatives and 
studies of their antimicrobial activities 
Zaher, M. R.; Kora, F. A.; Hussein, M. E . ; El-Sayed, 
M. 

Pac. Sci., Al-Azhar Univ., Nasr, Egypt 
Farmaco, Edizione Scientifica (1986), 41(9), 729-36 
CODEN : FRPSAX; ISSN: 0430-0920 
Journal 
English 



A. ; El-Naggar, 



t±CX 



Title amino acid derivs. I (R » amino acid residue or corresponding Me ester 
or hydrazide, dipeptide Me ester residue) were prepared from l -acetyl indol ine- 
5-sulfonyl chloride and amino acids or estera and optional hydrazinolysiB or 



peptide coupling. Most I (27 corapds.) showed antimicrobial activity against 
variety of microorganisms. 

IT 10&58 3-97-7P 

.RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified); SPN (Synthetic preparation); BIOL (Biological 
study); PREP (Preparation) 

(preparation and antimicrobial activity of) 
RN 108583-97-7 CAPLUS 

CN L-Proline, 1- [ (l-acetyl-2,3-dihydro-lH-indol-5-yl) Bulfonyl) - (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 




«SWBR 78 OF 80 CAPLUS COPYRIGHT 2007 ACS on STN . 
^1983 : 594831 CAPLUS Full-text 
99: 194831 

Synthesis of 4-substituted P-carbolines 

Neef, Gunter; Bder, Ulrich,- Huth, Andreas; Rahtz, Dieter; Schmiechen, 
Ralph; Seidelmann, Dieter 

Res. Lab., schering A.-G., Berlin, D-1000/65, Fed. Rep. Ger. 

Heterocycles (1983), 20(7), 1295-313 

CODEN: HTCYAM; ISSNi 03 85-5414 

Journal 

English 

CASREACT 99:194831 



4-substituted p-carbolinea , e.g. I, were prepared by 2 methods from indole 
derivs. and further modified by electrophil ic substitution reactions. The 
regioselectivity of electrophilic attack- is demonstrated for a number of 
different reactions and strategies are outlined to achieve substitution at 
positions unaccessible by electrophilic attack. 
76S3&-75-QI' 

RL: SPN (synthetic preparation); prep (Preparation) 

(preparation of) 
78539-75-0 CAPLUS 



9H-Pyrido |3 , 4-bJ indole -3 -carboxylic acid, 
piperazinyl) sulfonyl) - , ethyl ester (9CI) 




methyl- 6- [ (4 -methyl- 1- 
(CA INDEX NAME) 




ANSWER 79 OF 80 CAPLUS COPYRIGHT 2007 ACS On STN 
1981:515508 CAPLUS Full -text 
95(115508 

Tl Psychotropic p-carboline-3-carboxylates 
PA Schering A.-G., Fed. Rep. Ger. 
SO Jpn. Kokai Tokkyo Koho, 3 9 pp. 

CODEN: JKXXAF 
DT Patent 
LA Japanese 
FAN.CNT 1 



PATENT NO. 



KIND DATE 



' 56043283 

1 02034952 

; 8000889 

: 3015816 

; 3023567 

I 8061864 

I 544731 

• 30254 

' 30254 

R : AT, BE, CH, 

' 10098 

, 60906 

i 80265 

8002720 

68829 

68629 

I 8002546 

i 155055 

i 155055 

: 4371536 

. 1150246 

I 28753 

! 186744 

I 1114335 

: 8003703 

1 168292 

! 494S90 

, 8005383 

i 152935 

I 5010077 

1 1979-3622 

1 1980-889 

: 1980-3015816 



19810421 
19900807 
19810830 
19811029 
19820121 
19810416 
19850613 
19810617 
19841031 
FR, GB, IT, 
19841115 
19851129 
19B30429 
19810301 
19850731 
19851111 
19810302 
19861027 
19870204 
19830201 
19830719 
19831228 
19850930 
19840915 
19810301 
19940307 
19810816 
19810826 
19811216 
19910423 
19790829 
19800229 
19800422 



APPLICATION NO. 



JP 1980-119662 



OK 1980 

DE 1980- 

DE 1980 

AU 1980- 



889 

3015816 
3023567 
61864 



EP 1980-105019 



LU, NL, SB 
AT 1980- 
IL 1980- 
RO 1980- 
FI I960- 



105019 
60906 
102050 
2720 



NO 1980-2546 



US I960 
CA I960- 
HU 1980 



ES I960- 

ZA 1980- 

DD 1980 

US 1988- 



182244 
359184 
2129 



494590 
5383 
223673 
18814S 



DATE 

19800829 

19800229 
19800422 
19800620 
19800B19 

19800823 



19800B23 
19800825 
19800B27 
V960082B 



19800828 
19800828 
19800828 

19800828 
19800829 

19800829 
19800829 
19800B29 
19880425 



10523285 




36()of362 


DE 1980-3023567 


A 


1980O620 


DK 1979-6322 


A 


19790B29 


EP 1980-105019 


A 


1980OB23 


US 1980-182244 


A3 


19800828 


US 1982-433308 


Bl 


19821007 


US 1985-731244 


Bl 


19850507 


OS CASREACT 95:115508 







Psychotropics I (R - H, halo, amino, amido, N02, cyano, icarboxyl , 
alkoxycarbonyl, OH, alkoxy, SMe, sulfonamido; Rl - H, alkyl, alkoxycarbonyl ; 
R2 - alkoxy, aryloxy , aralkoxy, amino; R3 - H, alkyl, cycloalkyl, aralkyl, Ph, 
alkoxyphenyl; X - S, O. NR4 ; R4 - H, alkyl, cycloalkyl) were prepared Thus, 
heating 15.0 g L- tryptophan with 6.07 mL 40% CH20 in 0.6 N NaOH at 53 • 25 h 
• followed by esterif ication gave 7.25 g II, which (7 g) was refluxed with 10 g 
chloranil in C12CHCHC12 to give 1.5 g I (R - Rl - R3 - H, R2 - OEt, X - O) 
(III). Ill had an ED50 of 60 mg/kg a.c. in rats for inhibition of 
Flunitrazepam binding. 
7 3 5 3 9 - *"J - 5 F 78539-7S-0? 

rl. : spn (Synthetic preparation); PREP (Preparation) 

(preparation of) 
78539-70-5 CAPLUS 

9H-Pyrido(3,4-bl indole- 3 -carboxylic acid, 6- (4 -morpholinylsulfonyl) - , 
ethyl ester (9CI) (CA INDEX NAME) 



o 



78539-75-0 CAPLUS 

9H-Pyrido[3,4-b] indole- 3 - carboxyl ic acid, 4-methyl-6- { (4 -methyl- 
' piperazinyl) sulfonyl) -, ethyl ester (9CI) (CA INDEX NAME) 



1 prpe^z^nyl) i 



10523285 



361of362 



10523285 



362of362 




SESSION HILL BE HELD FOR 120 MINUTES 
STN INTERNATIONAL SESSION SUSPENDED AT 13 : 13 j 39 ON 10 OCT 2007 



*AN 1 9 6 '4^2 ?2 , 4? W ^APLUS Full -text 

DN 60:23245 

OREF 60:4088h,40B9a-C 

Tl Reaction of indole derivatives with thionyl and sulfuryl chlorides 

AU Szmuszkovicz, Jacob 

cs Upjohn Co., Kalamazoo, MI 

SO Journal of Organic Chemistry (1964), 29(1), 176-84 

CODEN: JOCEAH; ISSN: 0022-3263 

DT Journal 

LA Unavailable 
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AB Reaction of l- methyl indole- 2 -carboxylic acid, the corresponding methyl ester 
(I) . and of Et indole- 2-carboxylate with thionyl chloride afforded sulfinyl 
chlorides (II, III, and IV, resp.). Thionyl chloride and N, l -dimethyl indole - 
2-carboxamide led to sulfide (V, R . CONHMe) and imide sulfoxide (VI). Ill 
was converted to several sulf inamides (VII) on treatment with amines. VII 
were oxidized with permanganate to sulfonamides (VIII) . Treatment of III with 
hydrazine in the cold gave disulfide (IX, R » C02Me) (X), which was 
transformed to IX (R - CONHNH2) on heating with hydrazine. Monosulfide (V, R 
- C02Me), disulfide X, and triBulfide XI were obtained from the reaction of I 
with sulfur monochloride. Reaction of 1 -methyl indole- 2 -carboxylic acid 
hydrazide with sulfuryl chloride led to the dichloro compound (XII) , and I 
with sulfuryl chloride afforded the tetrachloro compound (XIII) and the 
hexachloro compound (XIV) . 
IT 93S3S-4e-6F, indole- 2 -carboxylic acid, l-methyl-3- 
(piperidinosulfonyl) - , methyl ester 
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